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(57) Abstract: Pharmaceutical compositions for the prevention or treatment of diabetes, 
containing as the active ingredient compounds represented by the general formula (I), or 
pharmacologically acceptable salts, esters, or other derivatives thereof: (I) wherein A is 
benzene, pyridine, pyridazine, pyrimidine, pyrrole, furan, thiophene, pyrazole, imidazole, 
isoxazole, or isothiazole, each being optionally substituted; R 1 is aryl or heteroaryl, each 
being optionally substituted; R 2 is optionally substituted nitrogenous heteroaryl; and R 3 is 
a mono- or poly-cyclic nitrogenous heterocycle which may be substituted, with the proviso 
that the A-constituent atoms to which R 1 and R 3 bonded are each adjacent to the A-con- 
stituent atom to which R 2 is bonded. 
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WO 03/015781 PCT/JP02/08276 

6 

(11) R 2 #> %mm=?Z l^U< «2®^tJ 5 7iS6*AT-n7'J-^ 

£ 1 £L < « 2 <@£t? 5 75S 6 lAfnT'J &Z>UWMm. 

(12) R 2 #, fcf'JS^k b!'J5^, X«gf&SiM&tfS&g#j3fr 

(13) R 2 #, 4-tfU 5S?-;k X«S^S^aRlKfi^ 

/3 53ft snssttts ft*: 4 - tr y u < » 4 - hr y 5 s?= 

(14) R 2 #, 4-K'J3^, Xttg&SPa&tfg& 
*»0*»S»ft3tt* lfiOS"?2fi)5till3n&4-K'J^^l<tt4 
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(2 4) R 6 *t, Any>g?, <s«r;i/n^5/ai, ad 

(2 5) R 5 #, 7K^S> 7y*JH^ SiSf, X 

h + ^S, yD7|?+->a, X3^g, 7*nt?;i,a, ^^g, 7i 

^?'Jt>s, ifjT>s, 7 , Dtrux>a6Sfcoffc^>s?u 
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(2 9)^6*:*8*©»jfi»6ttaitfcajRU«:»#©ft*^to***Jgf 

oo) (i) gftiftw, TC*sa^ans-fb^«T**E 

• 2- -4- [<2R, 8aS) -2-7x~f- 

1 , 2 , 3, 5, 6, 8 a - A^lft: H D-T > H U V>- 7 - -i - 3 - (tf 
UJ>>-4 -- OP) - 1 h- tfn-;i/, 

• 2- (4-7WD7I-JP) -4- [(8aS) -2-^^-1, 2, 
3, 5, 6, 8a-A+tkKo>f>HUj?>-7_^^] - 3 _ (tfijj?> 
_ 4 -- f ;|,) - lH-tn-jK 

• 2- (4-7MD7x-W -4- [(8aS) - 2 -^^Ux>- 1 , 

2, 3, 5, 6, 8 a-A^^h f*D-f >HU5?>- 7 --HI/] - 3- (fcftj 

• 2- (4-7W07i"jW -4- [(8aS) - 2- 3 , 5, 
6, 8a-fh7hKD-f>HUi;>-7-^^-3 - (KU^>-4— f 
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•4- [(2S, 8aS) -2-X^;i/-l, 2, 3, 5, 6, 8a-^D- 
t HD-f >HUS?>-7— f^] - 2- (4-7JWn7i-^) - 3 - ( tf 
US?>-4— f*) - 1 H-tfo-;K 

• 2- (4-7WD7irW - 4- [(2 S, 8aS) - 2- 7'DW- 
1. 2, 3,. 5, 6, 8 a-.A*l7-fc Hq-f > H U 7 --f - 3 - (tf 
>jy>-4-'f*) -1H-Kn-^, 

•5 - (3-7WD7I-W - 3 - ( 1 , 2, 3, 5, 6, 8 a-^+J- 

k Fn-r >H'J 7 --r;i/) -4- (tf'J 4 --f ;P) tf^ 

• 5 - (4 - 7J^D7xlJH - 3 - ( 1 , 2, 3, 5, 6, 8 a - A^-tf- 

fcHn-r>Fus?>-7-<;i/) - 4- (tru s>>- 4 ->r;io tr^i/-^ 

• 5- (4-7MD7I-W -3- (2-^^;i/-l, 2, 3, 5, 6, 
8a-A^kFn^>H»J^>-7-^;V) -4- (IfU 4 

if 

• 5 - (4-7MD7i^) - 3 - (2-71-^- 1, 2, 3, 5, 6, 
8 a-A^iJ-fc Pn-f>FU5?>- 7-<;P) - 4- (IfU 5*>- 4 --<;!/) 
If . . . 

• 5- (3-^nn7i^) - 3-(l, 2, 3, 5, 6, 8 a - A^it t 
HD^>HU5?>- 7-<;i/) -4- (tf 'J 4 tf7l/-;K 
•3- (1, 2, 3, 5, 6, 8 a -A^k Fn-f > F U 7 
-4- (tr»J $>>- 4 -5 - (3- hU7**n/^7x=*) tf 

• 5 - (3, 4-77WD7i^) - 3- (1, 2, 3, 5, 6, 8 a- 
A^+l-t Hn<> F U S?>- 7-<;U) - 4- (KU5*>-4— f/P) If 71/ 

• 3- (2-X5 1 ;!/- 1, 2, 3, 5, 6,8 a -^Ir-k F a-f > F U ?> 
-7--OI/) -5- (4-7W07i^) -4- (tr«J >>>-4 --f )V) 

• 5 - (4-7;i/tn7nW - 3 - (2 -yo tr;i/- 1 , 2, 3, 5, 6, 
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8 a-A^-y-k FDf >FU5>>- -4- (try 5?>- 4 --f ;iO 

• 5- (4-7MD7I-M -3- (2-^?iJr>-l, 2, 3, 5, 
6, 8 a-A#fkKa^>HU5?>-7-f^) - 4- (try 4 -< f 

•3- (2-xfiJr>-l, 2, 3, 5, 6, 8 a-A+tbFD'f >h'ij 
5>>-7— f;p) -5- (4-7MD7I-W -4- (t°U> f >-4--f 

• 5- -3- (2-^DtfU^>- 1, 2, 3, 5, 
6, 8 a-^^ith Hn-f > H U 7 -4 )V) - 4- (t!U^>-4--f 

• 5- (4-7JWD7I-JP) -3 - (2-;* 5^- 3, 5, 6, 8a-f 
h7th'D-f>KUi?>-7-f^) - 4 - (tfU v>>-4 --T;i/) tf^V- 

• 3 - (2-xfjP-3, 5, 6, 8 a-f h5 t Hn-f > H U 7 --f 
;p) -5- (4-7il/tD7i-JW -4- (k° U v*>- 4 - -f )V) Mv'J— 

■ 5- (4-7M07x-W - 3- (2-7Dtr;U- 3, 5, 6, 8 a- 
rh7k Fo-f>HU 5>>- 7-<;i/) -4- (tf U 4 -4)\>) VyV 

• 5- (4-7WD7i-JW - 3- (2-7x^-3, 5, 6, 8 a- 
rN7t h'DOpij^. 7 _^ }]/) _ 4 _ (tfU c ?> _ 4 _ <;I/) e5vr 

•4- [(8aS) -1, 2, 3, 5, 6, 8 a - A+lf t H P -f > K U 

- 7 -4)V\- 2-7x-JI/- 3 - ( t! U v 5 > - 4 - -f JU) — 1 H — tf □ — 
•2- (4-7WD7xrjP) -4- [(8aS) -1, 2, 3, 5, 6, 
8 a-A+ith KD-f> H U 5?>- 7 -3- (bf U 4 --f )V) 

- 1 H-tD-Jk 

• 2- (4-7WD7i-JP) -3- (trUS?>-4— f*) -4- [(8 
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aS) -3, 5, 6, 8a-fh7tFo-f>F'Jy>-7-'fJH -1H- 

b*o-;K 

• 2- - 4- [(8 a S) -1, 2 , 3, 5, 6, 
8 a - a.+ij- t H n.-f > F U v > - 7 - -f ;H - 3 - .( tf -U 5? > - 4 - «f 
-lH-tfo-;i/, 

• 2 - ( 3 - £ P P 7 x -4 - [(8aS) -1, 2, 3, 5, 6, 8 

a -/s^+i-hFD-r>Hu^>-7--r;i/] - 3- (bu 4 --r ;p) - 
ih-ed-;k 

•4 - [(8 a S) • - 1, 2, 3, 5, 6, 8 a-A^k Ho-r>H'J> ? > 
- i 7.--fJP] -2 - (3- h U 7JWD/?^7i^) -3 - (bU5»- 

4 --r - i H-tf p-;k 

• 2 - (3, 4-77JWD7i^) - 4-[(8aS)-l. 2, 3, 5, 
6, 8 a-A*tfb HP-f > H U 5»- 7 — f - 3- (b'JS?>-4 — T 
;iO - 1 H — b P— 

•4 - [(8 aS) -2-X5 1 ;!/- 3, 5, 6, 8 a-f h7k Fn-f >PJ 
S»-7-- OP] -2- (4-7Mn7x^W -3- <K»J3>>-4--f 
JlO - 1 H-tfP-;i/, 

• 2- (4-7WD7i^) -4 - [(8 aS) - 2 - T'P b;|/- 3 , 5, 
6, 8 a-f h7bFD-f>F'Jy>-7-^W - 3- (fcfl)^>-4--f 

• 2 - (4-7WD7i-^) - 4 - [(8 a S) - 2-7i^-3, 5, 
6, 8 a-xh5fcKP-f >FU^>-7-'OH -3 - (If U S?>— 4 — f 

- 1 H — b P— 

• 4 - [(8aS) - 2-lfiJr>-l, 2, 3, 5, 6, 8 a -A^-y-fc 
HP-f >FU$>>- 1-<S\S\ - 2- (4-7WD7i^) - 3- (b'J 
z>>-4--()V) -1H-KD-*. 

• 2- (4-7WD7i^) - 4- [(8 a S) - 2- (2 - ^Pb'Jx 
» -1, 2, 3, 5, 6, 8 a-^+U-b P D-f > F U 3>>- 7 -- f >P] - 
3- (bU5»-4--f -lH-to-Mtf 
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• 5- (4-7MD7i^) -4- (t! U 4 — f A') - 3 - (3, 

5, 6, 8a-fh7hh'D'f>KU^>-7-'fM fcf^A-^. 

(3 1) IM»Si«&^l»eb<tt?&*'rsfcA©|g*ia«ftTi6S. 

02) (ffjifctt, im«ss^) ^^i»^t< zrctbomm 
ttfiK«f*«jfi-r*fc«)0» ±8B (i) 75s (30) a>6Sft£nav>ma> 1 
EKuftjfcanfcft;^*, ^©*3s±w#^ni>m, *©fca±ft*sn*x* 

(3 3) JbfB (1) 75M (3 0) ^6a«Stl*V»-rn*l«fc:E«©|g3ifi 
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R 2 R 3 




R 1 , R z , R 3 , R 4 RtfR 4 ' a, wsatRS^^^-r.) 

±B-jRS ( I ) fc&^T, 

R 1 . [tt&*3Pr] [g&g#<5] cojg*fc*w« rru-^iftj ; R 
xt>X'J;K7>f 5-fer:;K0J:afeiR#|fc6 75M 1 4«©7 U -^SET* 

4-7Dn7rZJK 3 DD7I-JK 3, 4-^7)l/tn7i- 
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3, 4-^^071^1/, 3, 4, 5 - h U 7;i'^"P7x-Jl/, 3 - £ 
nn-4-7MD7i-ik 3-^7Mn^b + 5/7i-JK 3 - h U 7 
;i/=tP* h+->7x-Mtt3 - h U 7^tP^fJl/7x-MT*5. 

[B&£$0] ©£«K&#5 rgiSia, rfr 

&7'J-;HT$5. 4-pWl^*-7xr:;K 4-X 

?Jl/f*7i-JK 4-7'Dt;l'ft7irJl/, 4-^5 1 ;P7.Jl/7^-;l'7x 

4-xf;w^7^-JI/7ir;K 4 -7°a \d)l7>)iy j -^7i-;K 
4-*^;i/*;i'#-ji/:7x-;k 4 -xfj^^*-;P7x-Ji'X«4 -7°p 
;i/ t. ;i/ * n 7 x n t § o 

^SWa,g^SP3R^S^»r^6il^$n-5STeiftSnfc'ST-P7 

yg t 7v*u;i'> huryu^, fh^yujk mtTWfr* eus?;k tr 

XttMiT?* 1 7iS 3 m^tS 5 753! 7 lAf07 U -;H6T* D , Sfjgfctt, 

7>j;k fi-JK kdu^, tf^vujK -f s^v*u;k **u-!/u;u» -f 
7*u-yu;K 5 L 7yu;u, <vf7 4 /u;K tfus?;K bry^s?-;K try 

Xtt^fgJS^*^tJ5 75M6fiAxa7U-;^T*0, 7'J 
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&375M1 0«©*>*D7JP*;|,gto.k5fc3*5S*) tiiLTliXfe e fc<, 

&Si*afttfg&Sl¥j3;frSgft;*n3 1 75^ 2 iOlTlt^n&'NfD 
7U-;watT*S. 5-7;^D-2-7>jik 4-* 

[SW«] r«^^a. Stasia ft tftt&*S¥r>&> 

* eaftsn* 1 75S 2 m©st§&s n&^T-n 7 u -;p»t**.*o» 
*fc*#0ltt» 2 -*^;i>=p;t-- 5 -try i?;k 3 6 - 1; u ^ 
2 5 - truss?-;k 2 -j*9^;uw7^-;p- 5 - 
try^;k 3-y^^x;i/7^n;i.-6-tfU^^-;i,, 2 -*:?\)^7^;^7. ) • 
-;^- 5 - try 5-7~;k 2 -p<^;u7>;p*-;u- 5 - tf u z-^j-jv 
Z)ItSs-)1- 6 - H 'J y -7-;i,xij: 2 - ^ 5- truss?- 

7tt5AfD7U-jHj trou;p, if7i/u;p, -rs^/u/k 
t?-y*y;k -fv*tn/y;k ^-rvvjv, -tv5 : 7'/u;k hU7!/u;K t- 
h5Vu;k f7-77 i /'j;k try$?;k try s ^~;k t?^ 
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*j-)v<d&5u, &ts.< im<Dgmm : ?*$fr, 'g.\zi%L<\t2m<Dffi 

u-;i/STfeo> &miz\t, tfDUJk tT77u;p, -1* s^viuk 

;k tfU55?-^, tf 5s?-;K0J:5fe> -liica*!? m, JEfcSMtiK 

^**JK*Xttffi*JIC^«-lffl ! £^'T , V»T'b<klr> 5 75S 6lAfD7 U —71/ 
STi&O, HCiSPjSfctt, -fS^/'JJk tf U tiJ^rJK tf U 5 v 

=;i>XttE5$> = ;p©J:3ftuS*]r?S lgb< tt2fl*0 5 ftSeM'Nx 

fctt, 4 -tf u s?;wxtt 4 - tr u $ 5>-;kT*». 

*#/3*&aiRsn.* i {@©si?2te>oig^$n^4 -tf u v;i/^b<»4 . 

-t'JS^TfeD, S-NR a R b W^I (it*, R a 

<ft«7^^r-;pai, i£8&7;i/*~;ug, 7?;^JH, XHfi»7;p*;px;u 

*^*T**#, ^cVitt, R a Rtf R b #ifg£LXV>&Ml§C-?i:-/i£fcfc 
ot, ^D5/^ij;H$Mf5 t ) Rtfj£-NR a R b £;fr-f 5» (St, 

Stl51 MOST 2 &#Sffc3 flfc, 4 - tf U b < 4 - tf U 5 

x&3. *©#>ifc:S r #0i.i«, 2-7$/-4-tfu v^p, 2-757-4- 

tf U 5y-JK 2-^fjV75;-4-E'J^, 2 - * 3^7 5 / - 4 - tf 
US-^^JK 2 -7 h^->-4-tfU^;i/>2-y h*->- 4 -HUSvZjK 
2 - A>^75/ - 4 — fcf U 2 -A>y;P7S / - 4 - tf U 5 
X«2- (a-/?;K>^757) - 4 - fcf U ^^X« 2 - (a-p^W 
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D ; E ;$LZSiZ, MM?* Mm®"?, S>SO§ft 

S*Rtfa>S 0,*ff S»J: D 8ft 3 ft* 2 75 £5«©K? 

Jf^^T 3 4 75M7M© / \xP>':J7 jfift'SxPS'* 
X«*|g?D'\xP'>* 1 J^HI) T&D, ff^Ktt^ HHflMWHpS'&ttU 
ICgflifv BJlSfiHK SMttJSt^ ^>S0*tt5iR^>SO 2 St 

XttelAfn^JUMT^D, Mfcjf flfctt, tfPl) tr □ U > , -f 
5^yjv ? >> ^5^'J>, V9VVi»* \£5VV>* *^l/U5>>» 
5 1 7V/Ue?>, K*ys>>, fh7k FotfU^>, Hotf'J> 5 >, t?^ 
7^>,WJ ^Xte^^l^U >iSTf»D,1#K:ffjifctt, hfD U 

■f*tFn + y U >,f h5k Hd-T V + y U t Fo-f v^y U >> 

'J >x«^* t Hn-fy-f > F-;n?a&s. 

iTSO, Mfci*, JK*jft3 75£6fl©5'*D7;i'*;i'»T?&.5. 

r^-rP^U^gj tt, 1755 3 ^HC^Rtf/Xttg^ 

M^^^r-r§ 4 75M7M©^\t-p~>^ ijjuno, igu<«2 
stso, Hicffatctt, Mn^sna^*, sc» iii?, unisex 
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tt&mm^Z 1 ffl#A/T?V»T fe J; lr* 5 Xtt 6 ^fn^U 0 , -t© 

>f 5 yvv tf 5 7u tf 5 i/u 

97 V U S>-;K fcT* U SW, r h 5 t K □ tf U v;k fc K P tf U Vfrs tf 
ft*R3 75S7ffl©5'*D7;i'*;i'*T?*?K ffjgfctt:, ft*'ft3 7)£6ti© 

ispnr $> y , k {c^jifc a, ^ a ^ >^;px « ^ da*^ 

fi©**IIC^>»*K^R«/XttS*R : £S$.tr4 7Jr5.7.jl^7 : -0 5/^ U ;p 
09iUf, 7if3 1 >?:i;K KoU^, tfD'JnJK -fS^l/'J 

-<5^7U tf^vu tf^/y *^*»/u 

97 VV tf ^ U S^K x h 5 t F o tf U i?;i/> t K P tf U tf 

r<\ R b &tf t»ms#^] ©ssgtc^tts rffi»7;p^;i'Sj ; jfe^t, 

Wl7)V*)V&] © rfi«7;p*;p*j tt, *^;k x9)V, ^otfjk ^yy 
ptf;k n-yf;k<vyfjk s -79)V, tert-7^;k n-^>?=-;k 
-f7^>^;k 2 -^^r^K *tf**<>9 t /k i-i^dw, n - 
A*i/;k -fy\*s/Jk 4-*^;P"0^;k 3 -^^"O^k 2-* 
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7-)V^>?)V. l-*?fr«>?J\,* 3, 3 -i?*7;t/77;K 2, 2- : J* 
?)V7^)\,, 1. l-?*?JU7?n, % 1, 2-*J*?)V7?-)V, 1, 3-v* 
^Jl/^T-JK 2, 3-V*?-)V7?)l>. 2 -x7;P77JP©J:5&^i!tlU 

R<\ R b Rtf [iMIfi] oje«fc:tm* rii7J^^JHj;trii:, 

Wl7)V>t~)V&] O&mrfrir-frmt, t?x;K 2 -7d^xJK l-*7 
2 -ya^rjk 2-/?^-2-/a^-;i/, 2 -x7;i/- 2 -yn^ 
x;K 2 -7f-JK 1 -*7;P- 2 -^f-JK 2 -^7^- 
l-X?;i/-2-^f-;K 3-yf-;K 2- 
;*7;U- 3 -77XJK l-iff-3-yf-Jk, 2 -^>7x;k l - * 
fJH2-^>f-;k 2 2 -^>7x;K 3-^>f-;k 1- 

^?JP-3-^>f-;K 2 -*?-)V- 3-^>r-JK 4 -Ot-x;!/, l 
->fJI/-4-^>f^K 2-^^-4-<>f-;K 2 -A^-feXJk 
3 -A*-fcx;K 5 -s\*t-))s(D£5-&mm$k27bm6ffi 

<DiM.m%L<\tft®.mT)V>r-)l>&7?&r)'& > ftmizte. ^S^C2 75M4fS® 

«7;i>*x;i>3j offi^7;P+x;i/S«, x7x;k 2 -7d exji/, 

2 -yntr-;p v 2-73 1 x;k l -*7;p- 2 -:/7x;k i-xt- 
2 -77x;k 3-77x;k i - *^JV- 3 -77x;k 2 - ^ 7 ;P - 
3-^x;i/, i -x7Jl>- 3 -77x;i/, 2 -^>5Px;i/, l - * 7 ;P - 2 
-^>7x;k 3 -^>7x;i/, l -*7;i/- 3 -^>7x;k 2 -*7;p- 
3 -^>?-)K 4-^>?~JK 1 -*?)V- 4 -<>f-;K 2-^7^ 
- 4-^>?-jk 2 - jk 3 -a^>-;k 4-^^r->x;i/, 5- 

^^^x;KZ)J:-5fe^^»2 75M6 0Oitg[«L < BM«7^-;Ht 
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R a , R b Rtf [**£«£] o«K*tt* rj^^Mj e, tufa r 7 

.JMMctt, ^>*7;k -f >x-;u^5 1 ;i/, 7it>7^;Mf;h 7>h? 
izx;M^;K a-*7f JM^kiS-^^^^K^xxjM^K 

fc!^nx;K i-7i^iK 2-7i^f;K 1 -^^xg^, 2 -± 
75P;i,x^;k 1 -7xx;i,7atr;K 2-7ir;^nejK 3-71^ 
7otf;K 1 -±75 t ;P7'DKjK 2-^75 t ;pyoif;k 3-t7^7 5 n 
l-7ir^7f;K 2-7xx;p7^;K 3 - 7xx;P73 1 ;k 4- 
7l -^^> i-±7^;P7^;i/, 2 -^^r^K 3-^75^7 

4-±7?;P7^;k l-7x-M>fJK 2-7i-H>fJk 
3-7xZM>fJK 4-7i-M>fJK 5-7i-M>f)K 1- 

^^/i^^jk 2 -^7^;i^>^;k 3 -^^i^^jk 4-^-7 
?)V*y9-)V, z-±y^)V^>^-)V, i-7i-M^^k 2 -7xx;u 

3 -7x;Jh*^,.4-7i-;K^k, .5 -7z-JK^' 
~>;k 6-71^^^ l -±y^)V^i/)V. 2 -^-7^>a^j/;i,, 
3-^7^;pa^'>;p, 4 -^7?;pa^->;p, 5 -±7^;P^^->;p, 6- 

t7fJK+y;i/$f^^t^ T t5. HftS©3fc, ^>S?;K 7it> 

>?7xxjM^;k hU7x-jMf;K 9 -7>7 u;Mf\>k tr 

^D~;K i- 7x ^^ ;l/> 2-7x^f;K 1-71^7*0^, 2-7 

xx;P7ntr;p. 3 - 7xx;p7ntf;k 1 -7x-^7?;k 2-7xx;p 
7*9^, 3 - 7i-;i/7*f;pxtJ4-7x-;i,7 , ^TS§. 

aijft$nfc7 7;^;i/S«,^^n 2 - 7;i^a^>^;k 3-7;j,^-d 
^>~7;k 4 -7^^-o^>-7;p, 2 -7nm^7:7;k 3 - ^nn^^, 
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4-^UU^>P)V. 2 -yn€^>i?JK 3-7nt^>^k 
^>S?JK 3, 5-i?7JMrn*>*?J\,* 2, 5-J?7JWD7i^fJK 2, 
6 -S?7;P*D^>5?;U, 2, 4-i?7JWD7x^^, 3, 5~^^U=e 
^>v ? ;i/, 2, 5-y7D€7i^fJK 2, 6->^DD^>y;K 2, 4 
->7^DD7iW, 2, 3, 6-hiJ7Mn^>yJK 2, 3, 4-h 
•J 7^tD7i^fiK 3, 4, 5-hU7;UD^>>;;k 2, 5, 6-h 
"j7Mn7iW, 2, 4, 6-hU7;i'tO^>^k 2, 3, 6-h 
U7D^7i^f;K 2, 3, 4-hU7'D ; E^>e?Jk 3, 4, 5 - h U 7* 
Dt7i$?Jk 2, 5, 6-h'J^PD^>^K 2, 4, 6-hU7PP 

7x^f;i', i -7)v*u- 2 -^^M^/k 2 -y)v*u- 1 —yy^ 
3 -7;i/*n- 1 -^7?JM3\>k 1 □□- 2 -^-7^;vx 
2-^DD-i-t7fjWfjK 3 -^at- 1 -±7?;px5 1 ;p, 
3, 8 -ityfr-tu- 1 -i-yT-jvt^JV, 2, 3-i?7Wn-i-t7? 

;PX?;K 4, 8-y7MD-l-t7fJM5 ; JK 5, 6 - 3>7;i/#n- 
l-7-7f AX?JK 3, 8 --77PP- 1 -^7 9^;* 9^, 2, 3-:77 
uu- l--fyj-)V^)V, 4, 8-y7n^-l-t75 1 ;Mf;P. 5, 6 
-^7D€-l-t7?JHfjK 2, 3, 6-hU7;WD-l-t75 : ^ 
*^;k 2, 3, 4-hU7Jl/tO-l-t7^X^;k 3, 4, 5 - h V 

y)V^ru- i--yy^)V^^)V. 4, 5, 6-h'J7Mn-i-t7f;n 
2, 4, 8-hy7Mn-i-t7f;wf;k tfx (2-7^^-0 

7i-W 3-7^071-^71^^^, fc*X (4-y)V* 

□ 7IXJI/) *3\fk 4-7Jl'tD7i^7iZJMfJk t?7 (2-7D 
D7irW ^f^k t*X (3 -i?DD7irW *3\>k fcfx (4-7on 
7i-^) 4 - 7 P 07x-^7i-JMfik 2 -7p^7xX^ 

7xr;MfJk.3-7nt7i-^7xrjMfJK tfX (4-7nt7x 
JS/IO *^;k lf7 (3, 5-i?7W07i^) ;*^;k t*7 (2, 5- 
-77WD7X-W *^;k tfX (2, 6-77^0 71^) 
2, 4-^7^07x^71^^ bf7 (3, 5-77nt7x_ 
)V) 2, 5-77Di7x-^7xr;MfJK 2, 6--77PP7 
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1- ;P7iz;Mf;K tfx (2, 4-;^dd7i-A) b**(2, 

3,6- HJ 7;WD7i-;i/) ^f*Oj:5aAny>gfTfftSftit7 

2- >'J7WD^fM>7JK 3 - h y y^n^Jl^x^^K 4- 

D^?JK>^J^ 4-h.'J^DD^^7i*f;K 2-h'J7Dt^f^ 
*>$W, 3 -'77*a€/fJl/7iW,"4-'77*Dt^?;K>'7JP, 3 , 

5 - If* h »J 7JWD^fJl,7x^fJl/ 1 2, 5-t'Xh'J7ftD^?jK 
>>>;K 2, 6-H7h'j7;Vt0^^7i*f^ 2, 4 - tf 7. HJ 7 

^n^^;u^>i?;i/, 3, 5-t , xh'J7"n^^f jV7x^f jk 2, 5 — if 

7-77ot^?JH>y;k 2, 6-k'7,7i'DP^;M^7xW, 
2, 4-k*X-77nn^fM>yJK 2, 3, 6-hU7hU7MD/? 
^7x*f;K 2, 3, 4-hU7,h'j7Jl/tn^5 : M>^k 3, 4, 5 
-h>JXh l J7MD^f;i/7x^5 : ^ 2, 5, 6 - h U X bV 7)V*U * 
=f-)V^yi>)V, 2, 4, 6-hiJXb'j7JWD^fJl'7iW > 2, 3, 
6-bUXh'J7a ; E^fM>-7Jk 2, 3, 4 - h U X<77*nt^fjP7 
x.Jfc^K 3,_ 4... 5 -,hUX Ma^p^^^;!/^^^^-.?,-^, .6->,U 
^i;^D0^?JMf;i'7x^fJK 2, 4, 6-h'J7,'7^nn/5 : M> 
1 - h U 7Jl/tO^^- 2 -7-7^1^, 2-hU7WD^5 1 

l -l-7?-)V*?)V. 3 - h u 7jptD^?;i/- 1 - t7f ^xf jk 1 

- h U 2 uu 2 -y-y 2 - Pi? un*?)i- \--fy=f- 
jpx^jk 3 - h u 7ot ^fji/- i - t7f JM^Jk 3, 8-tf7;hU7 

)V^U^^)V- l-±y^)]/X.=f-)V, 2, 3-tf7hU7^D^f^-l- 
i^^M^K 4, 8-tfXhU7;P*a^^;i/- i -i-y?n,jL?)i,. 5, 

6 - tfx h U 7 Wn^f ;k i - t7f ;k 3, 

^jp- i 2, 3 -if^s?^pp^5 t Ji'- i -i-y?)V* 

4, 8 -K7^7*nwf*- i -^-7?;px^;i/, 5, 
7*nt^^-i-t7f;k^^k 2, 3, 6 - h ut; h u ^ji^d*^ 

- 1 -y-yj-)V^)V. 2, 3, 4-Mj7h'J7jktD^f^-l-t7f 
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JM^Jk 3, 4, 5-h'JXh U7MD^fJP- 1 --jry^)V^)V. 4, 
5, 6-hUXh'J7JWD/5 : ;k-l-t7fJW5 : jk 2, 4, 8~hU 

7hU7MD^f^- i -^^m^k tfx (4- hU7;WD^f^ 
7irW/fiK 4 - h u 7;^o;Wi':7x-;i/7x-ji/*3 1 ;k fx (2 
- h u 7 dd^jv7i-W trx(3- h u ^□D^5 i ;P7x-;i/) 
*^;k t?x (4-b'J^nD^7i-JO 2-hU7*Dt^? 

JP7i^7ir;MfJk 3 - f 'J7D ; E/5 : ^7i^7xz;M5 1 JP ) 
(4-h'j7*Dt^^7iZW *?;k tfX (3, 5-tfXhU7;P 
#n;*^;i/7xx;lO fc*X (2, 5 -h?X h U 7WD^ff7i- 

;i0 ^5=-;k ex (2, 6-tf7>hU7;i/tD^5 1 ;i'7i^) *^;k 2, 

4-tXf'J7Mn^^I/7i-;l'7xrj^5 1 Jk fcfX (3, 5-HXh 
U7*ntX9 1 ;i'7xr:;]/) ^^;k 2, 5-HXh'jynt^?jV7i-JI/7 
xXJM^Jk 2, 6-HXh'J?DD^f;P7i-il/7irj^fJK fc*X 
(2, 4-t*X h'J^OD^^7i-W *^Jk k*X (2, 3, 6-h'J 
Xh'J 7;i/^o^5 1 ;i/7xr:;U)^5 1 JKDj:5^AD^V{S^7;i/+;i/STg 
M$ ttfc 7 9 7I/^;PS ; 

2 -*^;i/^>-7;k 3-^fM>-7;K 4 -^5 t ;i'^>5?;k 2-* 5^ 

7i^fJk 4-^^7i^fJK 2 -X^;i/^>v?;i/, 3-7*Ot°;i/7x 

*?;k 4 -x^;i/^>5?;K 2-7^7i^jk 3 -^>^;i^>^;i>, 

4-^>fJP7i^f;i', 3, 5 -?*7)V1>V)V. 2, 
*^;k 2, 6 -v^^Jl/^>>>;k 2, 4-^f^7i^fiK 3, 5- 
V-J^JVOVfr, 2, 5-^>fik7iW, 2, 6 - 5>7"Di;M> 
2, 4 -'77"D^7iW, 2, 3, 6-h'J^^K>^k 2, • 
3, 4-bU^^7i^fJk 3, 4, 5-hU^5 1 M>^K 2, 4, 
6-KU^^^>^;K 2, 5, 6-h^^7i^fjK 2, 3, 6- 
h'J7f;i'7i^, 2, 3, 4-hiJ^>fM>>?;k 3, 4, 5-h 
»j7f^7i^fiK 2, 5, 6 - h U 7*n tf;i/^>>?;p, 2, 4, 6-MJ 
7*Dfc!;P7x^^JK 1 -*<?)V- 2 -±y^)V^^)V, 2- I- -f 

7f;px5 1 ;k 3 i -^^M^/k 1 -x^;u- 2 -^7^^ 
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x^;k 2 - fu tr;i/- i -^^M^JK 3 ! _^ 7?;l/X ^ 

Jk 3, 8 ->>*5p;p- i -^^M^k 2, 3 1 -^75=- 
;px^;k 4, 8 -s>*^;w- 1 -^^jm^k 5, 6-^*^-1- 

±7?)lX.?)U, 3, 8-i>X.f)\f-l-i-77J\,*9')V* 2, Z-.VfuJd 
)\>- l--f7^)V*^)V, 4, .8 -z?*>7)l- 1 -j-7^)V3L?)V. 5, 6 

-s?^;u- 1 -±y^)V^^)^ 2, 3, 6 - h v*9-ju- 1 -j-yj-n,* 
.^;k 2, 3, 4 - h u^g 1 ;!/- 1 -±75 L ;px^;p < 3, 4, 

1 -^^JM^k 4,5,6- bV*?)],- 1 -^g^M^k 2, 
4, 8 - h *)*3-)V- 1 -±75PJM:P;K fc*X (2-^^7i^) 
;k 3-*5P;U7x~;U7x^;M5P;K t*7 (4 -^ff7i-W *5F;k 
4-^^7i-^7i-JMf;K h*7 (2 -i^7irj|/) *?-;k t* 

7 (3-xf;i/7x-;p) ^^k t*x (4-1^71^) *^;k 2- 

7 , 0^7i^7i=jM5 1 ^ 3-7 , OE;i/7i^Jl/7inJMf;k M 
7 (4-7"nW7i-Jl/) *^;k (3, 5-i?^fJl/7i-;W * 5 1 

;k tf* (2, 5-i?^f;P7xzjH t?x (2, 6-^^f^7i 

*^;k 2, 4->?^5 ; JI/7i-^7i-;M5 1 ;k tfX (3, 
yDtr;P7x-;i/) *f/k,2« 5 ,:?7".pi;*7j;^l:7i=^^, 2, 

6-i?xf;i/7iz;i/7i=JMf;k tfx (2, 4-^x^7x-;H .* 

^;k t*7 (2, 3, 6-h'J^^7iZJP) *^;K0.k3fc<6ft7**;W 

2 _* h*->^>s;;k 3-* h*$^>$?;K 4-* h*>>^>$?;k 3- 

^ h + -77x^5 : ;K 2-Xh+v/7i^fJk 3 -7 p n7}?^^^>i?;i / , 4 




-lh + »>7i^fJK 2-7*h^'M>iJ;k 3-^>h+->7i^fJk 
4-1>h*S"S>3?;k 3, 5-^>*^7zm, 2, 5-3>*K* 
>"S>S?;k 2, 6 -S?* f> + i/7i^>, 2, 4-$>* h*i^>i?Jk 
3, 5-77*h4->7i^fjk 2, 5-^>h + ^>j;jk 2, 6-5? 
7"D#+i/7i*f;K 2, 4-5?7*n#*>'^>>?^» 2. 3, 6-HJ* 
h*'77i*f;K 2, 3, 4- MM h*->^>^, 3, 4, 5 - MJ * 
h*->7i*f;k 2, 5, 6-h'J^h^^>i?;k 2, 4, 
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h^->7i^?;K 2, 3, 6 - h U 7Y*S/*y s Jfrs 2, 3, 4 - HJ 
>b + ->7iWK 3, 4, 5-hU^b+y^>i?;k 2, 5, 
yD#+y7i^fiK 2, 4, 6-h'jya*^y^>^k l-*h*v 
- 2 -^^M^K 2 h*>- 1 -i-7?)V*?)V. 3 
1 --fy^)V^)V, l-Ih^y-2-t7? : ;M5 : ik 2-70/J?*>'- 

1 - ^^m^k 3 -7h*~>- i -:J-7^;!/x?;k 3, 8--7*b* 

1 -^^M^K 2, 3 - h + v- 1 -^y^)V^^)V, 4, 8 

-i?* h*i/~ i -ty^x^k 5, 6 -v* h*~>- i -±7^;i/*? 

JK 3, 8-i?3Lh*is- l-i-y^JVt^fr, 2, 3 -v^otf*^- 1 - 

*f7^)Vj-?-)v, 4, 8 -v^y b*y- i -j-y^)V*?-)V. 5, s-yy 

h*->- 1 -i-7?-)\>*^)V, 2, 3, 6 - h U ;* h=^>- 1 -^7^^xg=- 
7K 2, 3, 4- HJ7 h*->- 1 -^^M^K 3, 4, 5-MJ*h 
1 - t7fJMf;k4, 5 . 6 - HJ * h*->- 1 -^^/l/X^K 
2, 4, 8-h'J*h*->-l fc*7s (2 - ^ h*->7xX 

;P) ;*^;K 3 F + y7i-f7i^MfJK fc:7 (4-^F + y7i 
x;i/) *3^1/, 4-^h^y7i-;k7i^JMfJk H7 (2-Ih + y7 
xx;i/) t:7 (3-ih + y7i-W *3SH/, fcfT, (4-ih + y 

7i-W 2-7 I D^y7i^7i-iWfJk 3~7n#^y 

7i^7i-iMfik fc*7 (4-7D^y7i-M ^^;P> IfT. (3, 
5-7^*y7iz;W *^;K tfT. (2, 5-y7h*y7irjP) 7 
;K k*7 (2, 6 F^y7i-W *?;k 2, 4--7^h + y7i- 
;k7x^;k^fJk fc'7 (3, 5-y7D#*y7x^) 2, 5- 

yT'D^y?!-^?!-;^^ 2, 6-ylh^y7i^7ir;i/ 
*?Jk h*X (2, 4 - v>X F*y7i-M *?-)V, k*7 (2, 3, 6-h 

2- 7S77iWk 3-7$y^>-7;K 4-7S77i^5 1 ;k 3, 5 
-?TS 7^>S?;K 2, 5-i?75;7iW, 2, 6-y7SM>'7 

2, 4-^73 7 7i^;k 2, 3, 6 - h U 75 7 ^>~7;i/, 2, 3, 
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4-hU7Sy7i*ff, 3, .4, 5-KU75/^>5?;k 2, 5.,- 6- 
HJ75/7i*f;K 2, 4, 6-h'J7S;^>^K 1-7S/-2- 
^73^1/* ^Jk 2-75 7-1 -^^frXfSfK 3-75/-l-t7? 
/M.^K 3, 8-i?75;-l-7-7f;M.fJP, 2, 3-^757-1- 
±7?;i/X5 1 .;i/, 4, 8-i?75;-l-t7^MfJP. 5, 6-i?75y 
-l-t7fJMfJk 2, 3, 6,-hU7.5/-l-t7^I?:*, 2, 
3, 4-MJ7S-/-l-t7f;M^,'3, 4, 5-hU7S7-l-t 
73 1 ;M? i ;k 4, 5, 6-h'J75;-l-t7fJl/Xf;K 2, 4, 8- 
h'J7S;-l-t7fJMfJk MTs (2-75 7 7i=JW *?Mk 3- 

7$;7i-ji/7x-j^fjk t*7. (4 -75 y 7x-;to 4-7 

5 7 7x-Jl/7i-JM5 1 Jk tfX (3, 5 - v7 5 / 7 x x;!,) fcf 
7s (2, 5->73;7i^) *^;K tfX (2, 6-775^71^) 
2, 4-775;7i^7x-jMf;K fcf7s (2, 3, 6 - h U 

75y 7x-;p) 7 5 1 ;i/Oct'5^7 5ysirK^$nfc7 5^+;PS ; 

2- ^hD7xt^iK 3--f>n^>^, 4-rhn^>7JK 4-xh 
D71 *^ 3, 5 T «7-hO^>i?;k'2, 5-7-hD7i*^k 2, 
6-7->D^>7JK,2, 4-7-hn7x^;K 2,. 3. 6 - h U x.h - 
U^>V)V, 2, 3, 4-NU-hD7x^;K 3, 4, 

>5W, 2, 5, 6- h U = hD7i*?JP, 2, 4, 6 - h V -hU*>z? 

;k l -x hn- 2 -:J-7^;p*^;k 2--hn-i-7-7^xf;k 3 
--ho - l-^fMMSMK 3. 8-^-hP- l-7-77^MfJK2, 

3- 7-hn-i-t7f;nf;k4,,8-^hD-i -^7^;M;p;k 
5, 6--7-hn-i-7-7f;M?jk 2, 3, 6-h'J»bn-i-t7 
:F;Ux^;k 2. 3, 4-hUzbn-l-t75 : JM3 1 JK 3, 4, 5-h 
!J-hD-l-t7fJMf;k 4, 5, 6-hUzhD-l-t7^xf 
)V, 2, 4, 8-hU = hD-l->7^^. ^(2-rhD7x-JW 

3 - - KD7x^7x-JMf;K If* (4--hD7xiW ;* 
4 -rhP7x^7xrjMfJK tf7 (3, 5 - S?X h o 7 xx;P) 
IfT. (2, 5-7zl>D7x-W t*X (2, 6 h D 
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7l -W 2, 4-y'hn7ir:j|/7x-jM?Jk £7. (2, 3, 

£ ; Xtet 

2->7/7i^jK 3-^7y^>-7JK 4->>7M>^ 1 4-->7 
7^>v;!^77xXJl,*:F;K 4-->7;7i^m 3, 5-yy7M> 
Vfrs 2, 5-'7->7;7iW, 2, 6-i?y7M>^k 2, 4 — J? 
x7;7i^iK 2, 3, 6-h'Jy77^>'7JK 2, 3, 4 - h U ->7 
^ 7l ^- 3, 4, 5-MJv'7;^>^;k 2, 5, 6-hUv7/7 
x*5P;k 2, 4, 6-fiJy7/^>-7;k 1 - ~>7 J - 2 - ^- 75P;M 5=- 
;K 3 —>7/- 1 -±7?-)V*?-)V, 3, 8-^y7;-l-t7^;^f 
2, 3 -V*s7J - 1 -±y^)VJi^)V, 4, 8-^^77-1-^-7^ 
JMrPJk 5, 6-yy7;-l-t7WfJk 2, 3, 6-MJ>>7/ 
- 1 -7-y^)VJL^)V, 2, 3, 4 - MJ ~>7y - 1 -^^M^JK 3, 
4, 5-hUy7;-l-7-7^Mf;K 4, 5, 6-b'Jy7/-l-t 
7:P;PX^;k 2, 4, 8-h'J^7/-l-t7?JMfik fcfT, ( 2 - :> 
7/7xXJlO 7 3-y7y7xr;i/7i-;MfJk tf7 (4—>7 

;7l -W 4-y7;7x-jl,7i^Mf;K lf7 (3, 5—7 

y7;7x-W^JK tf*<2, 5-yy7/7x-JW^iK tf 7 ( 2 , 
6-m;7i=W 2, 4-7y7;7x-^7x^Mf;K 

t*7 (2, 3, 6 - h U ~>77 7x~;P) ^^JKDJ: 5 75: >>7/3lT«iftSn 

fc77;l/*JHtSt)#,»ll:ia,iSg||©77j^;|,g X | 3:AD y >|| ^ 

«, ±13 r«R7;p^;pj fcx;!,*-^ (-so,-) sWS^L&StsO, 
scffautt, x3^7^*x;p, 7Pbr;px;i/3Kx 
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;i/*x;k x^;px;i/*x;i/Xtt-/p tr^x^x^T&s. 

i -r-er^s^/k i-k*pu>?x;k i-kpyx;k i- 

x;k s-t+t'/'j^jk 3-?7»/us?-;k i-^u^;Kfh7 
k FPk'j s?> - l — Ok^k Fabry S>>- 1-fJKi -k^7^x;k 

~>^P [3. 2. 1] ***>-8 --f ;k 8-71fbf^D [3. 2. 1] 
:*^x>- 8 --f;k 9-71fk<>^0 [3. 3. 1] Sj->- 9 --f;i/X« 
9 -7if tfS/i7P [3. 3. 1] 9 ~-f 

^OcfcS&^W:, 0g*.fcf, ff7t Fo^y u >- l -<Wttfh7t Fp 

•f v + y u >- 2 --r;n?*«. 

. .[iMSa] <Dmm\z&rt% r/\n#j>aL¥i 7vmM¥s w.mm?,_ 
mammal r®^7;m^ygj r<g$7;i/* 

b<«#tt£7;P:3*->£T?»?K HfcffMfctt, *h*->, xh^->, -fn 
-fyyp^'>X«^f^5/-e<5D, WlzftMlzte, *F*">, xF 

«7;io*->£j ©ifi^b<tt2®^±©7K^M^^±iB r/\py>jg^j 
T?itiftsn&36T?*o, ffiictt, »*«i75S4flAD^yfi»7;p3^^ 

2, 2 - F'J 7Jl/^-PxF + ->TfeD, 3>7;p*a* F + ->T 

25 <5 a 
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X«2, 2, 2-Ftj7MDi5 : JWefe§ 0 

hU^^i/>, i, i -?*?)i>jl?u>, ^y$*?-vy, i, i->^^ 

)VbV*^U>, 2, 2 -^^^h'J/5 : l/>, 1, 2 -i?*?)lhV 

oft^uy, i, i h u*^>, 2, 2-iM^;n>u 
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m7)V*)V\ \Z7,)V7J-)V (-SO-) ^tfcST^O, fflKtt, ft 

^;V7^7^^;i/> x^;i/7.;i/7^ x^xte^o tf;i/7.;i/7^ x;pt&£. 
*->g«, ±13 r7U-;p^j iznmm=?t>m&vrcmr$> d, ^jgtci 7 

T & D , S $? ji te, 7 x 7 * ->Xtex 7 x^:** ->T& 0 , M *>V?miZ «U 
7x7*->T&£o 

{l©*«L<te#&$l7;i'*yx>gT&D> &m\z\t. ^ijf>, xx 
Ux>, 7°ntfUT ; >x l-/fM?Ur> ; ^Ut>, l-^x^n 
tf U x > © <fc "5 ft & ^ f& 1 7b M 4 <@ © it m m L < \t ft & m 7 Jl> * U x > £ T 

*xUx>, Xx'Jx>X«7 , Pl£'Jx>T!*<&. 

'Jf>IJ ©175S3ffl©**JS ; ?38«±BB r7U-;W*J TS#&;LS*lfcS 
T&O, ^©.fc"5&g«, ^>v"Jx>> 7i-JHf 'JrX 7i 

^^nlfijT>Xiit7fJMf'Jr>T*t)#, ffjllctt, 7xx;H?b 
<ttx7x;PT«ift*nfcK#»l-75M4fl©ii[«l*b<H:»tt«7^*U 
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»7;i^;p) 75/fi»7;p+^a, (M7;i/*;i/) 75;fii7M^ 

»7^*;P*J Clifl/<U2iKJt«)***f«l)tB r;\ D y>jf^j T 

mm^ntcmr$> k> i 75s 4 «® a ay y 7^^»t* 0 , 

HCffaKtt* h'J^JWn^^k h'Ji'DD^fjk ^7^^py^;u, 
i?i7nD^?jK ^ynt^^k 7**n^f;K 2, 2, 2-MJ7pp 
x^;k 2, 2, 2-hU7**oj?K 2-7pqEx?;k 2-^ppx 
2 -7^^-PX5 t ;i/Xf3:2, 2 -^n^ifmrj, £ Y)M\zti?m 

8&7;p*;pgj oifigL<tt2fia±o^f)}5|t® r^i?sj tiis 

effete, tKaWf*, 2 - t Fp*^x^;px«3 - k Kp*->7* 
p fcf;PT*-5o 

7;i^;Pgj<D 1 fl£ t < 2 fl&JiCDjjcjRH^X h P^Tfi&StlfcgT 
X hn^f;K 2 - -hDi?J|/X«3 -x h P^p tf;PT*5. 

75 yfs^7;i/+;psj, r>? {&®.T)i*c)V) 7$ /<5»7JM^i,«jRotr7 
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7Syx^;k 3-T5-/-^nK^ *5fJI/7$/ **)Vs 2- (^?JP75 
/) x^;k 3- (*.^)1>7A S) ~fuM)V, IfJV75y^f;i<,.2- (x 

2- (^^H5;) x^;k 3- (^wsy) 7DtjK 5?x^;i/ 
7s;^fJK 2- (j;i^75y) x^;k 3- (w;P7 5/) 70 
tr;k ^>^7 5y^?jK 2- K>^7sy) x^xks- 

<b£& (1)0 raia±tipssn*xxxJPXtt"to4SoR»#j «u #» 

9I©fc£«#*?-5WtBS (09*. tf, 75/S, ^571, kHD* 

s/7U-;p*&£) ^fgcifc^i, &m&i2.E-zmm?z>z. tti^t 

7jc^S$ r-ift&#siSj xa r£#rtTin7jc#$© c k5&£^W;&&fc£ 
QPBSL£*ft1!£.r tc «k p , * © J: 5 fc r^s _ktf.* § n £ . . 

r-j^w««Sj tt, in*****?, Jn*»«P, ft#$© 

/tm;k -fvAuyjk *i?9 stfr* /*v-f/K 3-^^ 
^/rJ-y-f ;k 8 -*?)i>;i-; -f;k z-z.3-)V-*>7 $ ; ^ )v, 3, 

7f*y^;K ^>^#/-r;K ^^-y-x* y-r;k 1 - ^j-^^y^'fti 
1 -^ji^^^tfy-f ;k y ^x^y-r ;k 7-r ^-y-y-oi/. 
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v> rmtomyisjismi mm\zu, &.mwtm^%m<D&mmmifc7i')vm-T: 

2-^Dt^>!/<;K 4-^PD^>y-f 2, 4, 6-h'J 
7)V*UOV-f )V(D£oti:;\u7><(b7V - ft )V 2, 4, 6- 

h IM^^oy-OK 4 - h)Vt-i )V<D£.?ts.&®.7)V*)V\k7V 

4 -7-V-1 )l><D£5te&Wi7)l=i*isfc7V - )V% )V#-)V&. 
4 h D^>y-f 2 - z:hn^>y<;P0 e j;-5^r:hP-f(:7U-;i/*;i' 
j^-^S, 2- h^i/^;p^-;i/) ^>y-<;p<Dj;5^|£M7;i'n^i>^ 
^*=/HbT U -)l%)l<#-)Vm, 4 -7x^;l^>y<;i/©cfc5&7>J -ju 

{c7^)-)Vft)^=.)V^(D r^#^7'>;^j ; * b*->#jp#-;K if 
7d#*S/#;^-;k 7 h S -7H*~> 
#jk#-;k t - 7h*^#;i/#-;i>, -f y 7 h*S/*;i/jJ?=jKz>J: 5fr<f&Wi 
7)Vn^^fs)V^=.)Vm. 2, 2, 2- 

^^U^»TS^snfcffiiK7;i/ri^$/*^7j?-;ps^0r7;P3+'>*;i/3i? 
; h^k: Fp£ 7>-2 -f;k 3 -^ntf h7k Hoe^>- 

7>-2--f^, 4-* h^yrf5t Fn?*¥y>- 4 --f;KD«fc3fc 
r rh5k Kak^rMfiff^kFn^tk^^Hj ; fh^k Hp 7 
7>-2--TJl/, rh5k HDft77>-2-i > ^j:5& rfh7kh'P 

-f v7p fc?;i^>u;k t -73^>"j;k h u-r yyn^y'j ;p 

b UfgSfc 7 U^g, ^7iXjM^yiJJK -77ix;|/7 
> > 7x-;i,-<y7Pif;i/^>j;P, 7ixjh7^ y 7p Vfrzsvjv 
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0 r*/ij Jl/gj ; ;* Y^r : y^^)Vs 1. 1 -S^^/P- 1 -J* b + v'PWK 

x h * -> y 5 1 ;v , 7 u # * * 5 1 ; p , -f v 7 □ xj? * ;* ; p > 7 h * -> * ; w , 
^5 t ;p©i-5&fi»7-;U3*^ft«»7-;ni*s/^5 t ;i'*, 2, 2, 2-mj 

<ft»7;p3**>^^JKf© r7jm*$'*f t ;i'*j ; l-iF^^if^ i 

- «y7o#t'/) 3L?)v<D&?ts.&m7)vn*i/tt > ^)\'m, 2, 2, 2 

- h u ^oox3 1 ;p©cfc'5fcADy>'fbx5 1 ;i'g^0 rg$x^;i/gj ; 

U7i-JMfJk B-t7W7l-J^fJK 9 -7>XU;U^^Jl/0 

«k5fe i75S3ffl©7U -/i/£TB£3*i£«»7;i/*;i^ 4 -*?-;i^> 

2, 4, 6-hU^?;K>yJk 3, 4, 5 - hU^?JK>>?;k 
4 - / h*S"0'7;W 4 h*y7i^^7i-JWfiP, 2 - - h P 
^>v;k 4-=hD^>^JK 4-?au^>y*;K 4-7 , nt^>yJK 

4-->7/ ^>^^0±5&fi»7;p+;p, ttftT^n**. - Fd, Any 

> , 5/ 7 y 36 T 7 U - ;HR S n fc 1 75-5 3 ffl © 7 u - TM * h& 

f&^^+^g^© rr^p^gj ; tfx;i/***>#;v#x;i/, tuw* 
s/*;i/7l?x;i/©«fc"5ft: r7;i/^x^^^->*;i/#x;i/Sj ; XU<*>¥)1** 

*>i?)l'**i/%)\'tf=.)V. 2-zhD^>-7M=i : y*M-iK 4-xb 
P^>5?;P^-+v'*;i'Ji?x;KZ)J;'5&, l 7!>£2<@©{£i&7 ;P3 + yXH- h 

r^#rtT?lO*»»©A3a:4«^»*ftC«kOII«b#*««aij tt, A 
fcrtTin*#**®£**«#j*te± D HSU 7 U -©tXtt-e©!^^ 

tt*©*a*fl9fci ! i : «t*n«tt[*ttiaT#sjii:K:«ko*ST*-5. 
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S/r/^K 1 - ^u\f.^rzi)V^^^^)V. 1 - 77- V )V* )],^ i - 

V*si?u7Ar*)H ft)],*-)),***/) Ti&&7)l>*)mu 
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^t^v) x^;k i- (7D!f?^i/*>#-jPt+-» x^;K l- (-TV 
^oji?%s/*;p#-;p*4r«» xf;k i- h + ->^;i/^-;i/^-+^) x 
l- Wvyh^->AM-^t^-» x^;k i-( t -7h^># 
;Mx;i, xfjk l - (^^ji^+^JUtf-;^*^) x^;k 

i- ('\+'>;i/^-^v*;p^-;i/^-^v) x?;k l - {i/i; wo^fr-t* 
yAJW-;w^-» x^jp, l- (^>^ □^>5 L ;i/^-^>*;i/^-;w^^^) 
tr;K i - □ A+i/^^+v*;!/^;:^^-^^) y°n tr;K i - (~> 
^ □^>5 L ;i'^-+v'*;i/^r:;i/^-^i>) i- (v^ d^^^;!/^-^ ~> 

y*^;k i- (v^o^\ + ->;i/^-^>>^;i,^-;i,^-^-» 
x5r;K l- (x h^v^;i/^-;i/^+-» ^ntf;i/> l- (*h*~>#;i/# 
x;i^*-» yDtf;K l-(ih^y*>#-Wy)yDtf^ 
n7}?^^^;p^-;|/^-+>/) fuxjl, l- W y y°o#*->#;p#- jt^* 
f» :/Dfcf;K l- (^K^s/^i/tfx;!/:**^) yntJK i- Ky7h 
=^>#;^x;i/;f yntr;i/, l- (^>^;i^*i/#;i,#-;i,;t^) 

7°Dtf;k 1- {^z/)Vt^ s yti)V^)V^^^) yntf;k 1- (*h* 

zf^)V, l- (xh + s/^^7j?x;i/^+'>) y*^;K l 
- (^D#+y*.;Hzjyt*i') ?3VK l- W.v.7*o**yA;«i:;i/ 
tf-^vO ^^)V, l- h^->*;i/5}?-;i/^^i>) l- (-fv^h 

=^>'*;i/#x;p^-^sy)y5 1 ;p, i - h*^#;i/*x;i^*vO 
l- (x h^iy*^^-;]/^+v) ^>^;k i- (p< h*^*;^-;^* 
~>) + 1- (ih+y^W-j^+y) 'N+^Kflidft (<S»:r 

7fr*rJ\,& ; (5-7i^-2-^y-i, 

3-mvi/>-4--fM C 5 - (4-^^7i-M -2- 

x-;i/) -2-#*y-i, 3-w;u>-4-'f;w [5- (4 

-7Md7i^w -2-**y-i, 3-^^-^Vl^>-4-<;|/] j*^ 
;K C5- (4 no7xx;i/) -2-^-^y-i, 3 -V-t^-v u>- 4 
--f;tO (2-**y-i, 3 -s>**vi/>- 4-^/10 

(5 2 -**y- 1, 3-s>:*-*yi,>-4— f/10 *^;k (5 
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-x^u- 2-#*y- 1, 3-mvi/>-4--fw (5-7° 

3-S?:**y U>-4~^()1>) (5— fy 

yptf;p- 2-**y- i, 3-myi^>-4-fjV) (5-y 
^;i>-2 -:**y- i, 3-s?5i-*yi/>-4--r;io ^^©.tsfc^+y 
S?:fr*y l/x;M^;i/S;^© fr-t^-sT : y$ U 

rft«»tt*7'>^*j : MSB r##fc7~>;i^j : r3A^0A-7I^T 

*sg9§©<b£$» (i) -f5;iM/x«th*o*->7 
-r s ysR^/xi^;i,*>75 Hiogiifii, mm r«7-> 

ottt^ tSi^cf l! i D , X, h Hn + i/7iJ-jH«D«t5S:ittS 

«*©<*3&ffi«7;P# ^ >if >x;P*>^, p - h;Px 

*fttt; *x>K&, 7xn;nf>^i, isu, v 
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v±m&mm, 7;^^^as, ;.7 a*©.* 5 

S>>m.. #7 yx^7S>l, h'Jx^7 5>I. 
5>5/*D'S*5/^7 5 N, N* -i?^>y^X5 1 l/>i;75>I 1 
□ ^o*-r>±g, 7 p n*-r>ffi» j;x^;-;P7 5>i, N-^>^7i^ 
9^7 5 >tfi» tf^7>?>m> f-b 7 *^)},7 hUX(kHD 
+ '>^^;P) 75y^^>tOJ:aa:tffit^07S>I; Xtt£f>J->>£, 

# is Bj©-^ (i) $^r-r§<b^^{'«, h7>xa 

wttJin6©sttfr*j;tKcns©fttt#©ffia©ii'&©ji^4fcSfe'r^T 
^t?*>©-e&§o 

mi7bmm2 0 ©*&£««» u - n 75s 

(1-20) ©a****. 
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1-242 


4-F-Ph 
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-246 


4-F-Ph 
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-247 
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-248 
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-249 


4-F-Ph 
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-252 
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-253 
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-254 
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-256 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 
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-257 
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-258 


4-F-Ph 
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-260 


3-Cl-Ph 
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3-Cl-Ph 


2-BnNH-4-Pyr 


4- (3, 4-deH-Pip) 
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-262 


3-Cl-Ph 


2-BnNH-4-Pym 


4-Pip 
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4- (3, 4-deH-Pip) 
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2-(a-Me-BnNH)-4-Pyr 


4- (3, 4-deH-Pip) 


1- 


-274 


3-CF 3 -Ph 


2-(a-Me-BnNH)-4-Pym 


4-Pip 
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•275 


3-CF 3 -Ph 


2-(a-Me-BnNH)-4-Pym 


4- (3, 4-deH-Pip) 
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-308 


4-F-Ph 


4-Pyr 


2, 2-diMe-4-(3, 4-deH-PiP) 
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-309 


4-F-Ph 


4-Pyr 


UJ-triMe^-CS^-deH-PiP)' 


1 


-310 


4-F-Ph 


4-Pyr 


2,2-diMe-4-(4, 5-deH-PiP) 


1 


-311 


4-F-Ph 


4-Pyr 


l,2,2-triMe-4-(4, 5-deH-PiP) 
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-312 


4-F-Ph 


4-Pyr . 


2,6-diMe-4-(3, 4-deH-PiPX 
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4-F-Ph 


4-Pyr 
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-317 


4-F-Ph 


4-Pyr 
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4-F-Ph 


4-Pyr 


l-Bu-2-Me-4-(3, 4-deH-Pip) 


1- 


-319 


4-F-Ph 


4-Pyr 
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1- 
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4-F-Ph 


4-Pyr 
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1- 


-321 


4-F-Ph 


4-Pyr 
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4-F-Ph 


4-Pyr 
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1- 


-323 


4-F-Ph 


4-Pyr 
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4-F-Ph 
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4-F-Ph 
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l-Bu-2-AIlyl-4-(4, 5-deH-Pip) 
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4-F-Ph 


2-NH 2 -4-Pym 


l-Pn-4- (3, 4-deH-Pip) 


1-408 


4-F-Ph 


2-NH 2 -4-Pym 


l-Hx-4- (3, 4-deH-Pip) 


1-409 


4-F-Ph 


2-NH 2 -4-Pym 


l-Hp-4- (3, 4-deH-Pip) 


1-410 


4-F-Ph 


2-NH 2 -4-Pym 


l-Oc-4- (3, 4-deH-Pip) 


1-411 


4-F-Ph 


2-NH 2 -4-Pym 


l-Nn-4- (3, 4-deH-Pip) 


1-412 


4-F-Ph 


2-NH 2 -4-Pym 


l-cPr-4-(3, 4-deH-Pip) 


1-413 


4-F-Ph 


2-NH 2 -4-Pym 


l-cPn-4- (3, 4-deH-Pip) 


1-414 


4-F-Ph 


2-NH 2 -4-Pym 


l-cHx-4-(3, 4-deH-Pip) 


1-415 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bn-4- (3, 4-deH-Pip) 



L 
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1-416 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-4-(3 4-deH-PiD) 


1-417 


4-F-Ph 


2-NH 2 -4-Pym 


1- (3-Ph-Pr) -4- C3 4-deH-Pin) 

\** A 11 XX/ A \Uj 7 U Gil i. l\)J 


1-418 


4-F-Ph 


2-NH r 4-Pym 


l-(4-Ph-Bix)-4-(3 4-ripH-Pirv) 


1-419 


4-F-Ph 


2-NH 2 -4-Pyi 


1-A1 Ivl-4-(3 4-ripH-Pin} 

i rvi i y I *l VO, *t UCI1 r L[)J 


1-420 


4-F-Ph 


2-NH,-4-Pvm 


1 -Pronarffvl-^- (3 4.-rtpR-PirA 
i riupaigy i t vo, <i Ucn lip/ 


1-421 


4-F-Ph 


2-NH 7 ~4-Pvm 

u A x J 111 


2 2 6 6 4-rlpH-Pin> 

l>, a, \jy \j, icu Qiuc *t vo, *i Ucn r lyy 


1-422- 


4-F-Ph 


2-NH 9 -4-Pvm 

2 A J 111 


i, l, o, u, u, pcixiaivic *t VO, ft Ucll i lpy 


1-423 


4-F-Ph 


2-NRV-4-Pvm 

U A1 *i2 X J ill 


1 9 9 fi fi -npn t aMp-A-Pi 
6, u, u, pen lame *± r\\j) 


1-424 


4-F-Ph 


2-NH,-4~Pvm 

2 jiu 


7-fl 9 ^ R fi Ra-hPYaW-TnH^ 
i Ui 6, o, u, D, od llcAan lllCU 


1-425 


4-F-Ph 


2-NH,-4-Pyhi 

Ui * / J ill 


• \i» o, Of O, Oa llcAan 


1-426 


4-F-Ph 


2-NH 9 -4-Pvin 

lj iuin A X J ill 


1 Ul I all 1 li U 


1-427 


4-F-Ph 


2-NH,-4-Pvm 


8-(1 3 4 fi 7 Qa-hpY;iTJ-9IT-nii H 
q vi, o, *t, u, i, ua He A an Zli yui/ 


1-428 


4-F-Ph 


2-NH,-4-Pym 


o vi 9 o 9 t 9 u, 9a llcAan an yui/ 


1-429 


4-F-Ph 


2-NH,-4-Pym 


8-or taH-Oni 


1-430 


4-F-Ph 


2-NH«,-4-Pvin 

*» *1AX9 X Jl J XXI 


? ?-fHMp-4- f3 4-rlpIT-PiP^ 
«> « uiiyic *t vo, ** uun z li j 


1-431 


4-F-Ph 


2-NH,-4-Pym 

u i uin x A J ill 


1 2 2-t rilWp-4-rt 1-HpW-P iP^ 


1-432 


4-F-Ph 


2-NH,-4-Pvm 


2 i Mp-4- (A R-HpTf-PiP^ 


1-433 


4-F-Ph 


2-NH,-4-Pvm 

« H*X9 A x J XXI 


1 2 2-triMp-4-f4 ^-HpTf-PiP^ 


1-434 


4-F-Ph 


2-NH,-4-Pvm 

W X«XXq A X Jill 


2 fi-diMp-4.-^ 4-HpU-PiP^ 

6, U UlfflC ^ V*5, t: ucll ill/ 


1-435 


4-F-Ph 


2-NH,-4-Pvffl 

u a i a x 9 X X Jf ill 


1 2 fi-triMp-4-(3 A-HpTI-PiP^ 
i, l 9 u ii line t V", Ucll rli^ 


1-436 


4-F-Ph 


2-NH,-4-Pvin 


2— Mp~4— i-HpR-Pin'i 
& me t v«j, ^ ucn rip/ 


1-437 


4-F-Ph 


2-NE>-4-Pvm 

U HIM X X Jf 1X1 


1 2~riiMp-4-^ 4-Hpff-Pin^ 
i,6 uiiuc *t vo, *t Ucn. r ip/ 


1-438 


4-F-Ph 


2-NH,-4-Pvm 

*'"y X X Jf 111 


1 <j «ic *t vo, ucn ripy 


1-439 


4-F-Ph 


2-NH,-4-Pvni 

m » >Aiq x X J ill 


ill l Hie t vo, Ucn ripy 


1-440 


4-F-Ph 


2-NH r 4-Pym 


i jju 6 Hie t VO, t Ucll i ip/ 


1-441 


4-F-Ph 


2-NH,-4-Pym 

m * «a*v X X Jr ill 


1-Phpt-2-Mp-4-C^ d.-ripTT-Pinl 
i iiici 6 iuc *t VO, Ucn ripy 


1-442 


4-F-Ph 


2-NH,-4-Pyin 

* » * X2 x x jr ill 


^ Lj i t vo, t ucn ripy 


1-443 


4-F-Ph 


2-NH,-4-Pym 


i nic 6 i_» i *t vo, i Ucn ripy 


1-444 


4-F-Ph 


2-NHo-4-Pvm 

u luio X X Jr 111 


i, L unit *t vo, *i ut?n rip^ 


1-445 


4-F-Ph 


2-NH,-4-Pvin 

* **2 x jr in 


i li £i li *t vo, ucn npy 


1-446 


4-F-Ph 


2-NH 2 -4-Pyi 


l-Bu-2-Et-4-(3,4-deH-Pip) 


1-447 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Bt-4- (3, 4-deH-Pip) 


1-448 


4-F-Ph 


2-NH 2 -4-Pym 


2-Pr-4-(3,4-deH-Pip) 


1-449 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Pr-4-(3, 4-deH-Pip) 


1-450 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Pr-4-(3, 4-deH-Pip) 


1-451 


4-F-Ph 


2-NH 2 -4-Pym 


l,2-diPr-4- (3, 4-deH-Pip) 
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1 


-452 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Pr-4-(3,4-deH-Pip) 


1 


-453 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Pr-4-(3, 4-deH-Pip) 


1 


-454 


4-F-Ph 


2-NH 2 -4-Pym 


2-Bu-4-(3, 4-deH-Pip) 


1 


-455 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Bu-4-(3, 4-deH-Pip) 


1 


-456 


4-F-Ph . 


2-rNH 2 -4-Pym 


l-Et-2-Bu-4-(3, 4-deH-Pip) 


1 


-457 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Bu-4- (3, 4-deH-Pip) 


1 


-458 


4-F-Ph 


2-NH 2 -4-Pym 


l,2-diBu-4- (3, 4-deH-Pip) 


1 


-459 


4-F-Ph • 


2-NH 2 -4-Pyi 


l-Phet-2-Bu-4-(3, 4-deH-Pip) 


1 


-460 


4-F-Ph 


2-NH 2 -4-Pym 


2-Allyl-4-(3, 4-deH-Pip) 


1 


-461 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Allyl-4- (3, 4-deH-Pip) 


1 


-462 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Allyl-4-(3, 4-deH-Pip) 


1 


-463 


4-F-Ph 


2-NH 2 -4-Pyi 


l-Pr-2-Allyl-4-(3, 4-deH-Pip) 


1 


-464 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Al lyl-4- (3, 4-deH-Pip) 


1- 


-465 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Al lyl-4-(3, 4-deH-Pip) 


1- 


-466 


4-F-Ph 


2-NH r 4-Pym 


2-Bn-4- (3, 4-deH-Pip) 


1 


-467 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Bn-4- (3, 4-deH-Pip) 


1- 


-468 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Bn-4- (3, 4-deH-Pip) 


1- 


-469 


4-F-Ph 


2-NH 2 -4-Pyi 


l-Pr-2-Bn-4- (3, 4-deH-Pip) 


1- 


-470 


4-F-Ph 


2-NH 2 -4-Pym 


t-Bu-2-Bn-4- (3, 4-deH-Pip) 


1- 


-471 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Bn-4-(3, 4-deH-Pip) 


1- 


-472 


4-F-Ph 


2-NH 2 -4-Pym 


2-Phet-4- (3, 4-deH-Pip) 


1- 


-473 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Phet-4-(3, 4-deH-Pip) 


1- 


-474 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Phet-4- (3, 4-deH-Pip) 


1- 


-475 


4-F-Ph 


2-NH 2 -4-Pyii 


l-Pr-2-Phet-4-(3, 4-deH-Pip) 


1- 


-476 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Phet-4-(3, 4-deH-Pip) 


1- 


-477 


4-F-Ph 


2-NH 2 -4-Pym 


l,2-diPhet-4-(3, 4-deH-Pip) 


1- 


-478 


4-F-Ph 


2-NH 2 -4-Pym 


2-Me-4-(4, 5-deH-Pip) 


1- 


-479 


4-F-Ph 


2-NH 2 -4-Pym . 


l,2-diMe-4-(4, 5-deH-Pip) 


1- 


-480 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Me-4-(4, 5-deH-Pip) 


1- 


-481 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Me-4-(4, 5-deH-Pip) 


1- 


-482 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Me-4-(4, 5-deH-Pip) 


1- 


-483 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Me-4-(4, 5-deH-Pip) 


1- 


-484 


4-F-Ph 


2-NH 2 -4-Pym 


2-Et-4-(4, 5-deH-Pip) 


1- 


-485 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Et-4-(4, 5-deH-Pip) 


1- 


-486 


4-F-Ph 


2-NH 2 -4-Pym 


l,2-diEt-4-(4, 5-deH-Pip) 


1- 


-487 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Et-4-(4, 5-deH-Pip) 
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1-488 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Et-4-(4, 5-deH-Pip) 


1-489 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Et-4-(4,5-deH-Pip) 


1-490 


4-F-Ph 


2-NH 2 -4-Pym 


2-Pr-4-(4, 5-deH-Pip) 


1-491 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Pr-4-(4, 5-deH-Pip) 


1-492 


4-F-Ph 


2-NH 2 -4-Pyi 


l-Et-2-Pr-4-(4, 5-deH-Pip) 


1-493 


4-F-Ph 


2-NH 2 -4-Pym 


l,2-diPr-4- (4, 5-deH-Pip) 


1-494 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Pr-4-(4, 5-deH-Pip) 


1-495 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Pr-4-(4, 5-deH-Pip) 


1-496 


4-F-Ph 


2-NH 2 -4-Pym 


2-Bu-4-(4, 5-deH-Pip) 


1-497 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Bu-4-(4, 5-deH-Pip) 


1-498 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Bu-4-(4, 5-deH-Pip) 


1-499 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Bu-4-(4, 5-deH-Pip) 


1-500 


4-F-Ph 


2-NH 2 -4-Pyi 


l,2-diBu-4-(4, 5-deH-Pip) 


1-501 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Bu-4-(4, 5-deH-Pip) 


1-502 


4-F-Ph 


2-NH 2 -4-Pym 


2-Allyl-4-(4, 5-deH-Pip) 


1-503 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Al lyl-4- (4, 5-deH-Pip) 


1-504 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Al lyl-4- (4, 5-deH-Pip) 


1-505 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Allyl-4-(4, 5-deH-Pip) 


1-506 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-AIlyl-4-(4, 5-deH-Pip) 


1-507 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Allyl-4-(4, 5-deH-Pip) 


1-508 


4-F-Ph 


2-NH 2 -4-Pym 


2-Bn-4- (4, 5-deH-Pip) 


1-509 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Bn-4-(4, 5-deH-Pip) 


1-510 


4-F-Ph 


2-NH 2 -4-Pyi 


l-Et-2-Bn-4-(4, 5-deH-Pip) 


1-511 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Bn-4-(4, 5-deH-Pip) 


1-512 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Bn-4-(4, 5-deH-Pip) 


1-513 


4-F-Ph 


2-NH 2 -4-Pym 


l-Phet-2-Bn-4-(4, 5-deH-Pip) 


1-514 


4-F-Ph 


2-NH 2 -4-Pym 


2-Phet-4-(4, 5-deH-Pip) 


1-515 


4-F-Ph 


2-NH 2 -4-Pym 


l-Me-2-Phet-4-(4, 5-deH-Pip) 


1-516 


4-F-Ph 


2-NH 2 -4-Pym 


l-Et-2-Phet-4-(4, 5-deH-Pip) 


1-517 


4-F-Ph 


2-NH 2 -4-Pym 


l-Pr-2-Phet-4-(4, 5-deH-Pip) 


1-518 


4-F-Ph 


2-NH 2 -4-Pym 


l-Bu-2-Phet-4-(4, 5-deH-Pip) 


1-519 


4-F-Ph 


2-NH 2 -4-Pym 


l,2-diPhet-4-(4, 5-deH-Pip) 


1-520 


4-F-Ph 


2-MeNH-4-Pym 


3- (3, 4-deH-Pip) 


1-521 


4-F-Ph 


2-MeNH-4-Pym 


l-Me-3-(3, 4-deH-Pip) 


1-522 


4-F-Ph 


2-MeNH-4-Pym 


l-Et-4-(3,4-deH-Pip) 


1-523 


4-F-Ph 


2-MeNH-4-Pym 


l-Pr-4-(3, 4-deH-Pip) 
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1-524 


4-F-Ph 


2-MeNH-4-Pym 


1-525 


4-F-Ph 


2-MeNH-4-Pym. 


1-526 


4-F-Ph 


2-MeNH-4-Pym 


1-527 


4-F-Ph 


2-MeNH-4-Pym 


1-528 


4-F-Ph 


2-MeNH-4-Pym 


1-529 


4-F-Ph 


2-MeNH-4-Pym 


1-530 


4-F-Ph 


2-MeNH-4-Pym 


1-531 


4-F-Ph 


2-MeNH-4-Pym 


1-532 


4-F-Ph 


2-MeNH-4-Pym 


1-533 


4-F-Ph 


2-MeNH-4-Pym 


1-534 


4-F-Ph 


2-MeNH-4-Pym 


1-535 


4-F-Ph 


2-MeNH-4-Pyi 


1-536 


4-F-Ph 


2-MeNH-4-Pym 


1-537 


4-F-Ph 


2-MeNH-4-Pym 


1-538 


4-F-Ph 


2-MeNH-4-Pym 


1-539 


4-F-Ph 


2-MeNH-4-Pym 


1-540 


4-F-Ph 


2-MeNH-4-Pym 


1-541 


4-F-Ph 


2-MeNH-4-Pym 


1-542 


4-F-Ph 


2-MeNH-4-Pym 


1-543 


4-F-Ph 


2-MeNH-4-Pym 


1-544 


4-F-Ph 


2-MeNH-4-Pym 


1-545 


4-F-Ph 


2-MeNH-4-Pym 


1-546 


4-F-Ph 


2-MeNH-4-Pym 


1-547 


4-F-Ph 


2-MeNH-4-Pym 


1-548 


4-F-Ph 


2-MeNH-4-Pym 


1-549 


4-F-Ph 


2-MeNH-4-Pym 


1-550 


4-F-Ph 


2-MeNH-4-Pyi 


1-551 


4-F-Ph 


2-MeNH-4-Pym 


1-552 


4-F-Ph 


2-MeNH-4-Pym 


1-553 


4-F-Ph 


2-MeNH-4-Pym 


1-554 


4-F-Ph 


2-MeNH-4-Pym 


1-555 


4-F-Ph 


2-MeNH-4-Pym 


1-556 


4-F-Ph 


2-MeNH-4-Pym 


1-557 


4-F-Ph 


2-MeNH-4-Pym 


1-558 


4-F-Ph 


2-MeNH-4-Pym 


1-559 


4-F-Ph 


2-MeNH-4-Pym 



l-Pr-4-Pip 

l-iPr-.4-(3,4-deH-Pip) 
l-iPr-4-Pip 
l-Bu-4-(3, 4-deH-Pip) 
l-tBu-4- (3, 4-deH-Pip) 
l-Pn-4- (3, 4-deH-Pip) 
l-Hx-4- (3, 4-deH-Pip) 
l-Hp-4-(3,4-deH-Pip) 
l-0c-4-(3,4-deH-Pip) 
l-Nn-4-(3, 4-deH-Pip) 
l-cPr-4-(3,4-deH-Pip) 
l-cPn-4- (3, 4-deH-Pip) 
l-cHx-4- (3, 4-deH-Pip) 
l-Bn-4-(3, 4-deH-Pip) 
l-Phet-4- (3, 4-deH-Pip) 
l-(3-Ph-Pr)-4-(3, 4-deH-Pip) 
l-(4-Ph-Bu)-4-(3, 4-deH-Pip) 

1- A1 lyl-4- (3. 4-deH-Pip) 
t-Propargyl-4-(3, 4-deH-Pip) 

2, 2, 6, 6, - tetraMe-4-(3, 4-deH-Pip) 
1, 2, 2, 6, 6, -pehtaMe-4-(3, 4-deH-Pip) 
1,2,2, 6,6,-pentaMe-4-Pip) 
7-0, 2, 3, 5, 6, 8a-hexaH-Ind) 
7-0,2,3, 5, 8, 8a-hexaH-Ind) 

7- octaH-Ind 

8-0, 3, 4, 6, 7, 9a-hexaH-2H-Qui) 
8- (1, 3, 4, 6, 9, 9a-hexaH-2H-Qui) 

8- octaH-Qui 

2, 2-diMe-4-(3, 4-deH-PiP) 
1,2, 2-triMe-4-(3,4-deH-PiP) 
2,2-diMe-4-(4,5-deH-PiP) 
1, 2, 2-triMe-4-(4, 5-deH-PiP) 
2, 6-d iMe-4- (3, 4-deH-P 
1.2,6-triMe-4-(3,4-deH-PiP) 

2- Me-4- (3, 4-deH-Pip) 
l,2-diMe-4-(3, 4-deH-Pip) 
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1- 


-560 


4-F-Ph 


2-MeNH-4-Pym 


l-Et-2-Me-4-(3, 4-deH-Pip) 


1- 


-561 


4-F-Ph 


2-MeNH-4-Pym 


l-Pr-2-Me-4-(3, 4-deH-Pip) 


1- 


-562 


4-F-Ph 


2-MeNH-4-Pym 


l-Bu-2-Me-4-(3, 4-deH-Pip) 


1- 


-563 


4-F-Ph 


2-MeNH-4-Pym 


l-Phet-2-Me-4-(3, 4-deH-Pip) 


1- 


-564 


4-F-Ph 


2-MeNH-4-Pvm 

lJ 111 \j I ML ± X Jill 


2-E1-4- (3, 4-deH-Pip) 


1- 


-RfiR 


4-F-Ph 

x X X 11 


2-MeNH-4-Pvm 

u luisiixx — x j hi 


l-Me-2-Et-4-(3, 4-deH-Pip) 


1. 

1 


-Rfifi 


4-F-Ph 
7x i ii 


2-MeNH-4-Pvm 

Lt lUV#liXX X X J HI 


1, 2-diEt-4- (3, 4-deH-Pip) 

1 J *J V* 1 X*J V 1 \ w J X V* via X 1 


1. 

1 


-R67 


4-F-Ph 

T 1 ill 


2-MeNH-4-Pvm 

Lt lUlslilX x i Jul 


l-Pr-2-Et-4- (3, 4-deH-Pip) 

X XX V MJ V X \V J X UV/U X X ff / 


1- 

1 


-RfiR 


4-F-Ph 

TC X X 11 


2-MeNH-4-Pvm 

Lt iUvjllXX — X J 111 


l-Bu-2-Et-4-(3, 4-deH-Pip) 


1. 
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** XJ1X A \U 2 A \A \j 11 1 X \J / 


1 


-711 


4-F-Ph 


2-NH 2 -4-Pyr 


l~Me-2-Bn-4-(3, 4-deH-PiD) 

A *<*V u J~i XX A \wj T \x VA1 A 1 p/ 


1 


-712 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Et-2-Bn-4-(3 4-deH-PiD) 

A u * U XJ11 X \U) A Uvll 1 1 \J / 


1 


-713 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Bn-4-(3, 4-deH-Pio) 

A A l ** XJ XL x \U y x UvU A X\JJ 


1 


-714 


4-F-Ph 


2-NH 2 -4-Pyr ■ 


l-Bu-2-Bn-4-(3, 4-deH-PiD) 

A A* ** " XJXX A \V J X UV/U A. X \J J 


1 


-715 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Bn-4-(3 4-deH-Pio) 

X x li v v M 1 \VJ 1 Uvll A 1 


1 


-716 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Ph e t -4- (3 , 4-d eH-P i d) 


1 


-717 


4-F-Ph 


2-NH 2 -4-Pyr 


l~Me-2-Phet-4- (3, 4-deH-Pio) 


1 


-718 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Et-2-Phet-4-(3, 4-deH-Pio) 

* *■ * *■* A XX V V A \U J A UV11 A 1 y/ 


1- 


-719 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Phet-4-(3 4-deH-Pio) 

A A A W A 1_1 V V A \ Vj A UV/11 JL 1 frt/ 


1- 


-720 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Bu-2-Phet-4-(3, 4-deH-Pio) 

A A-» U U A 11 V b A \Vj A Uvll 1 1 tr / 


1 


-721 


4-F-Ph 


2-NH 2 -4-Pyr 


1, 2-diPhet-4-(3 4-deH-Pio) 

A J U VIA 11 V l> A \U j X VI Vl JL 1 I \J f 


1- 


-722 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Me-4-(4 5-deH-Pio) 

XI HIV A \ 1 J %J Uvll A X VJ J 


1- 


-723 


4-F-Ph 


2-NH 2 -4-Pyr 


1, 2-diMe-4- (4, 5-deH-Pio) 

A J U U 1 1U V A \ X J V U Vy 11 1 1 / 


1- 


-724 


4-F-Ph 


2-NH 2 -4-Pyr 


l~Et-2-Me-4-(4, 5-deH-Pio) 

A U 1 U 1UV A \ I J %J U VIA A 1 J^/ 


1- 


-725 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Me-4- (4, 5-deH-Pio) 


1- 


-726 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Bu-2-Me-4-(4, 5-deH-Pio) 

A XJ \X U 1UV A \ A } V U VAX 1 1 kJ / 


l- 


-727 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Me-4-(4, 5-deH-Pio) 

** * V* v I'lv X \ X } V Uvll X X h+ / 


1- 


-728 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Et-4-(4, 5-deH-Pio) 


1- 


-729 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Me-2-Et-4-(4, 5-deH-Pio) 

* it* V u *J » A \ A | V \X VAA A 1 VJ / 


1- 


-730 


4-F-Ph 


2-NH 2 -4-Pyr 


1, 2-diEt-4~ (4, 5-deH-Pio) 

V, A AJ •> A \ X f V U vll A A i-'/ 


1- 


-731 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Et-4-(4, 5-deH-Pio) 

A AA U U V A \ 1) U Uvll 1 X VJ/ 


1- 


-732 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Bu-2-Et-4-(4, 5-deH-PiD) 

a xj ix u aw y X \ I J v Uvll 1 1 jV/ 


1- 


-733 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Et-4-(4 5-deH-Pio) 

* 1 U v l> u xj v ^ \ a j u Uvll X X\J/ 


1- 


•734 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Pr-4- (4, 5-deH-Pip) 


1- 


■735 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Me-2-Pr-4-(4, 5-deH-Pip) 


1- 


•736 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Et-2-Pr-4-(4, 5-deH-Pip) 


1- 


•737 


4-F-Ph 


2-NH 2 -4-Pyr 


l,2-diPr-4-(4, 5-deH-Pip) 


1- 


■738 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Bu-2-Pr-4- (4, 5-deH-Pip) 


1- 


739 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Pr-4-(4, 5-deH-Pip) 
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1-740 


4-F-Ph 


2-NH 2 -4-Pyr 


2-fiu-4-(4, 5-deH-Pip) 


1-741 


4-F-Ph 


2-NH r 4-Pyr 


l-Me-2-Bu-4-(4, 5-deH-Pip) 


1-742 


4-F-Ph 


2-NH r 4-Pyr 


l-Et-2-Bu-4-(4, 5-deH-Pip) 


1-743 


4-F-Ph 


2-NH r 4-Pyr 


l-Pr-2-Bu-4-(4, 5-deH-Pip) 


1-744 


4-F-Ph 


2-NH 2 -4-Pyr 


l,2-diBu-4-(4, 5-deH-Pip) 


1-745 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Bu-4- (4, 5-deH-Pip) 


1-746 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Allyl-4-(4, 5-deH-Pip) 


1-747 


4-F-Ph 


2^NH 2 -4-Pyr 


. l-Me-2-Ally 1-4- (4, 5-deH-Pip) 


1-748 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Et-2-Al lyl-4- (4, 5-deH-Pip) 


1-749 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Allyl-4-(4, 5-deH-Pip) 


1-750 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Bu-2-Allyl-4-(4, 5-deH-Pip) 


1-751 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Allyl-4-(4, 5-deH-Pip) 


1-752 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Bn-4-(4, 5-deH-Pip) 


1-753 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Me-2-Bn-4-(4, 5-deH-Pip) 


1-754 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Et-2-Bn-4-(4, 5-deH-Pip) 


1-755 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Bn-4-(4, 5-deH-Pip) 


1-756 


4-F-Ph 


2-NH r 4-Pyr 


l-Bu-2-Bn-4-(4, 5-deH-Pip) 


1-757 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Phet-2-Bn-4-(4, 5-deH-Pip) 


1-758 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Phet-4-(4, 5-deH-Pip) 


1-759 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Me-2-Phet-4-(4, 5-deH-Pip) 


1-760 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Et-2-Phet-4-(4, 5-deH-Pip) 


1-761 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Pr-2-Phet-4- (4, 5-deH-Pip) 


1-762 


4-F-Ph 


2-NH 2 -4-Pyr 


l-Bu-2-Phet-4- (4, 5-deH-Pip) 


1-763 


4-F-Ph 


2-NH 2 -4-Pyr 


l,2-diPhet-4-(4, 5-deH-Pip) 


1-764 


4-F-Ph 


2-MeNH-4-Pyr 


3-(3,4-deH-Pip) 


1-765 


4-F-Ph 


. 2-MeNH-4-Pyr 


l-Me-3- (3, 4-deH-Pip) 


1-766 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-4- (3, 4-deH-Pip) 


1-767 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-4-(3,4-deH-Pip) 


1-768 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-4-Pip 


1-769 


4-F-Ph 


2-MeNH-4-Pyr 


l-iPr-4- (3, 4-deH-Pip) 


1-770 


4-F-Ph 


2-MeNH-4-Pyr 


l-iPr-4-Pip 


1-771 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-4-(3,4-deH-Pip) 


1-772 


4-F-Ph 


2-MeNH-4-Pyr 


l-tBu-4-(3,4-deH-Pip) 


1-773 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pn-4-(3, 4-deH-Pip) 


1-774 


4-F-Ph 


2-MeNH-4-Pyr 


l-Hx-4-(3, 4-deH-Pip) 


1-775 


4-F-Ph 


2-MeNH-4-Pyr 


l-Hp-4- (3, 4-deH-Pip) 
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1-776 


4-F-Ph 


2-MeNH-4-Pyr 


l-Oc-4- (3,4-deH-Pip) 


1-777 


4-F-Ph 


2-MeNH-4-Pyr 


l-Nn-4-(3,4-deH-Pip) 


1-778 


4-F-Ph 


2-MeNH-4-Pyr 


l-cPr-4-(3,4-deH-Pip) 


1-779 


4-F-Ph 


2-MeNH-4-Pyr 


l-cPn-4-(3,4-deH-Pip) 


1-780 


4-F-Ph 


2-MeNH-4-Pyr 


l-cHx-4-(3, 4-deH-Pip) 


1-781 


4-F : Ph 


2-MeNH-4-Pyr 


l-Bn-4-(3, 4-deH-Pip) 


1-782 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-4- (3, 4-deH-Pip) 


1-783 


4-F-Ph 


2-MeNH-4-Pyr 


l-(3-Ph-Pr)-4-(3, 4-deH-Pip) 


1-784 


4-F-Ph 


2-MeNH-4-Pyr 


1- (4-Ph-Bu) -4- (3, 4-deH-P ip) 


1-785 


4-F-Ph 


2-MeNH-4-Pyr 


1 -Al 1 y 1 -4- (3, 4-deH-P i p) 


1-786 


4-F-Ph 


2-MeNH-4-Pyr 


l-Propargyl-4- (3, 4-deH-Pip) 


1-787 


4-F-Ph 


2-MeNH-4-Pyr 


2, 2, 6, 6,-tetraMe-4-(3, 4-deH-Pip) 


1-788 


4-F-Ph 


2-MeNH-4-Pyr 


1, 2, 2, 6, 6, -pentaMe-4-(3, 4-deH-Pip) 


1-789 


4-F-Ph 


2-MeNH-4-Pyr 


1, 2, 2, 6, 6,-pentaMe-4-PiD) 


1-790 


4-F-Ph 


2-MeNH-4-Pyr 


7-0, 2, 3, 5, 6, 8a-hexaH-Ind) 


1-791 


4-F-Ph 


2-MeNH-4-Pyr 


7-0, 2, 3, 5, 8, 8a-hexaH-Ind) 


1-792 


4-F-Ph 


2-MeNH-4-Pyr 


7-octaH-Ind 


1-793 


4-F-Ph 


2-MeNH-4-Pyr 


8-(l, 3, 4, 6, 7, 9a-hexaH-2H-Qui) 


1-794 


4-F-Ph 


2-MeNH-4.-Pyr 


8-0,3, 4, 6, 9, 9a-hexaH-2H-Qui) 


1-795 


4-F-Ph 


2-MeNH-4-Pyr 


8-octaH-Qui 


1-796 


4-F-Ph 


2-MeNH-4-Pyr 


2, 2-diMe-4-(3, 4-deH-PiP) 


1-797 


4-F-Ph 


2-MeNH-4-Pyr 


1, 2, 2-triMe-4-(3, 4-deH-PiP) 


1-798 


4-F-Ph 


2-MeNH-4-Pyr 


2, 2-diMe-4-(4, 5-deH-PiP) 


1-799 


4-F-Ph 


2-MeNH-4-Pyr 


1, 2, 2-triMe-4-(4, 5-deH-PiP) 


1-800 


4-F-Ph 


2-MeNH-4-Pyr 


2, 6-d iMe-4- (3, 4-deH-PiP) 


1-801 


4-F-Ph 


2-MeNH-4-Pyr 


1, 2, 6-triMe-4-(3, 4-deH-P iP) 


1-802 


4-F-Ph 


2-MeNH-4-Pyr 


2-Me-4- (3, 4-deH-Pip) 


1-803 


4-F-Ph 


2-MeNH-4-Pyr 


1,2-d iMe-4- (3, 4-deH-Pip) 


1-804 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-2-Me-4-(3, 4-deH-Pip) 


1-805 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Me-4- (3, 4-deH-P i p) 


1-806 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Me-4- (3, 4-deH-Pip) 


1-807 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Me-4-(3, 4-deH-Pip) 


1-808 


4-F-Ph 


2-MeNH-4-Pyr 


2-Et-4-(3, 4-deH-Pip) 


1-809 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Et-4-(3, 4-deH-Pip) 


1-810 


4-F-Ph 


2-MeNH-4-Pyr 


l,2-diEt-4-(3, 4-deH-Pip) 


1-811 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Et-4- (3, 4-deH-Pip) 
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1-812 


4-F-Ph 


2-MeNH-4-Pyr 


1-813 


4-F-Ph 


2-MeNH-4-Pyr 


1-814 


4-F-Ph 


2-MeNH-4-Pyr 


1-815 


4-F-Ph 


2-MeNH-4-Pyr 


1-816 


4-F-Ph 


2-MeNH-4-Pyr 


1-817 


4-F-Ph 


2-MeNH-4-Pyr 


1-818 


4-F-Ph 


2-MeNH-4-Pyr 


1-819 


4-F-Ph 


. -2-MeNH-4-Pyr 


1-820 


4-F-Ph 


2-MeNH-4-Pyr 


1-821 


4-F-Ph 


2-MeNH-4-Pyr 


1-822 


4-F-Ph 


2-MeNH-4-Pyr 


1-823 


4-F-Ph 


2-MeNH-4-Pyr 


1-824 


4-F-Ph 


2-MeNH-4-Pyr 


1-825 


4-F-Ph 


2-MeNH-4-Pyr 


1-826 


4-F-Ph 


2-MeNH-4-Pyr 


1-827 


4-F-Ph 


2-MeNH-4-Pyr 


1-828 


4-F-Ph 


2-MeNH-4-Pyr 


1-829 


4-F-Ph 


2-MeNH-4-Pyr 


1-830 


4-F-Ph 


2-MeNH-4-Pyr 


1-831 


4-F-Ph 


2-MeNH-4-Pyr 


1-832 


4-F-Ph • 


2-MeNH-4-Pyr 


1-833 


4-F-Ph 


2-MeNH-4-Pyr 


1-834 


4-F-Ph 


2-MeNH-4-Pyr 


1-835 


4-F-Ph 


2-MeNH-4-Pyr 


1-836 


4-F-Ph 


2-MeNH-4-Pyr 


1-837 


4-F-Ph 


2-MeNH-4-Pyr 


1-838 


4-F-Ph 


2-MeNH-4-Pyr 


1-839 


4-F-Ph 


2-MeNH-4-Pyr 


1-840 


4-F-Ph 


2-MeNH-4-Pyr 


1-841 


4-F-Ph 


2-MeNH-4-Pyr 


1-842 


4-F-Ph 


2-MeNH-4-Pyr 


1-843 


4-F-Ph 


2-MeNH-4-Pyr 


1-844 


4-F-Ph 


2-MeNH-4-Pyr 


1-845 


4-F-Ph 


2-MeNH-4-Pyr 


1-846 


4-F-Ph 


2-MeNH-4-Pyr 


1-847 


4-F-Ph 


2-MeNH-4-Pyr 



l-Bu-2-Et-4-(3, 4-deH-Pip) 

1- Phet-2-Et-4-(3, 4-deH-Pip) 

2- Pr-4-(3,4-deH-Pip) 
l-Me-2-Pr-4- (3, 4-deH-Pip) 
l-Et-2-Pr-4- (3, 4-deH-Pip) 
l,2-diPr-4- (3, 4-deH-Pip) 
l-Bu-2-Pr-4- (3, 4-deH-Pip) 

1- Phet-2-Pr-4-(3, 4-deH-Pip) 

2- Bu-4- (3, 4-deH-Pip) 
l-Me-2-Bu-4- (3, 4-deH-P i p) 
l-Et-2-Bu-4-(3, 4-deH-Pip) 
l-Pr-2-Bu-4-(3, 4-deH-Pip) 
l,2-diBu-4-(3, 4-deH-Pip) 

1- Phet-2-Bu-4-(3, 4-deH-Pip) 

2- Allyl-4- (3, 4-deH-Pip) 
l-Me-2-Al lyl-4- (3, 4-deH-Pip) 
l-Et-2-Allyl-4-(3, 4-deH-Pip) 
l-Pr-2-Al lyl-4- (3, 4-deH-Pip) 

1- Bu-2-Al lyl-4- (3, 4-deH-Pip) 
l-Phet-2-Al lyl-4- (3, 4-deH-Pip) 

2- Bn-4- (3, 4-deH-Pip) 
l-Me-2-Bn-4-(3, 4-deH-Pip) 
l-Et-2-Bn-4- (3, 4-deH-Pip) 
l-Pr-2-Bn-4-(3, 4-deH-Pip) 
l-Bu-2-Bn-4-(3, 4-deH-Pip) 

1- Phet-2-Bn-4-(3, 4-deH-Pip) 

2- Phet-4- (3, 4-deH-Pip) 
l-Me-2-Phet-4-(3, 4-deH-Pip) 
l-Et-2-Phet-4-(3, 4-deH-Pip) 
l-Pr-2-Phet-4-(3, 4-deH-Pip) 

1- Bu-2-Phet-4-(3, 4-deH-Pip) 
l,2-diPhet-4-(3, 4-deH-Pip) 

2- Me-4-(4, 5-deH-Pip) 

1, 2-diile-4-(4, 5-deH-Pip) 
l-Et-2-Me-4-(4, 5-deH-Pip) 
l-Pr-2-Me-4-(4, 5-deH-Pip) 
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1-848 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Me-4-(4, 5-deH-Pip) 


1-849 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Me-4-(4, 5-deH-Pip) 


1-850 


4-F-Ph 


2-MeNH-4-Pyr 


2-Et-4-(4, 5-deH-Pip) 


1-851 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Et-4-(4, 5-deH-Pip) 


1-852 


4-F-Ph 


2-MeNH-4-Pyr 


l,2-diEt-4- (4, 5-deH-Pip) 


1-853 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Et-4-(4, 5-deH-Pip) 


1-854 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Et-4-(4, 5-deH-Pip) 


1-855 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Et-4-(4, 5-deH-Pip) 


1-856 


4-F-Ph 


2-MeNH-4-Pyr 


2-Pr-4- (4, 5-deH-Pip) 


1-857 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Pr-4-(4, 5-deH-Pip) 


1-858 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-2-Pr-4-(4, 5-deH-Pip) 


1-859 


4-F-Ph 


2-MeNH-4-Pyr 


l,2-diPr-4-(4, 5-deH-Pip) 


1-860 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Pr-4-(4, 5-deH-Pip) 


1-861 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Pr-4-(4, 5-deH-Pip) 


1-862 


4-F-Ph 


2-MeNH-4-Pyr 


2-Bu-4-(4, 5-deH-Pip) 


1-863 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Bu-4-(4, 5-deH-Pip) 


1-864 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-2-Bu-4-(4, 5-deH-Pip) 


1-865 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Bu-4- (4, 5-deH-Pip) 


1-866 


4-F-Ph 


2-MeNH-4-Pyr 


l,2-diBu-4-(4, 5-deH-Pip) 


1-867 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Bu-4-(4, 5-deH-Pip) 


1-868 


4-F-Ph 


2-MeNH-4-Pyr 


2-A1 lyl-4- (4, 5-deH-Pip) 


1-869 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Al lyl-4- (4, 5-deH-Pip) 


1-870 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-2-Allyl-4-(4, 5-deH-Pip) 


1-871 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Al lyl-4- (4, 5-deH-Pip) 


1-872 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Al lyl-4- (4, 5-deH-Pip) 


1-873 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Al lyl-4- (4, 5-deH-Pip) 


1-874 


4-F-Ph 


2-MeNH-4-Pyr 


2-Bn-4-(4, 5-deH-Pip) 


1-875 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Bn-4-(4, 5-deH-Pip) 


1-876 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-2-Bn-4-(4, 5-deH-Pip) 


1-877 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Bn-4-(4, 5-deH-Pip) 


1-878 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Bn-4-(4, 5-deH-Pip) 


1-879 


4-F-Ph 


2-MeNH-4-Pyr 


l-Phet-2-Bn-4-(4, 5-deH-Pip) 


1-880 


4-F-Ph 


2-MeNH-4-Pyr 


2-Phet-4-(4, 5-deH-Pip) 


1-881 


4-F-Ph 


2-MeNH-4-Pyr 


l-Me-2-Phet-4-(4, 5-deH-Pip) 


1-882 


4-F-Ph 


2-MeNH-4-Pyr 


l-Et-2-Phet-4-(4, 5-deH-Pip) 


1-883 


4-F-Ph 


2-MeNH-4-Pyr 


l-Pr-2-Phet-4-(4, 5-deH-Pip) 



WO 03/015781 



65 



PCT/JP02/08276 



1-884 


4-F-Ph 


2-MeNH-4-Pyr 


l-Bu-2-Phet-4-(4, 5-deH-Pip) 


1-885 


4-F-Ph 


2-MeNH-4-Pyr 


l,2-diPhet-4-(4, 5-deH-Pip) 


1-886 


Ph 


4-Pyr 


7- (1,2, 3,5,6, 8a-hexaH-Ind) 


1-887 


Ph 


4-Pyr 


7- (1,2, 3,5,8, 8a-hexaH-Ind) 


1-888 


3-F-Ph 


4-Pyr 


7- (1,2, 3,5,6, 8a-hexaH-Ind) 


1 : 889 


3-F-Ph 


4-Pyr 


7-0,2,3,5,8, 8a-hexaH-lnd) 


1-890 


3-Cl-Ph : 


4-Pyr 


7-(l,2,3,5,6,8a-hexaH-Ind) 


1-891 


3-Cl-Ph • 


4-Pyr , 


7-(l,2,3,5,8,8a-hexaH-Ind) 


1-892 


3, 4-diF-Ph 


4-Pyr 


7-(l,2,3,5,6,8a-hexaH-Ind) 


1-893 


3, 4-diF-Ph 


4-Pyr 


7-0,2, 3,5,8, 8a-hexaH-Ind) 


1-894 


3-CF r Ph 


4-Pyr 


7-0,2,3,5,6, 8a-hexaH-Ind) 


1-895 


3-CF 3 -Ph 


4-Pyr 


7-0,2,3,5,8, 8a-hexaH-Ind) 



1 




it&m r 1 r 2 rs 

# * 



2-1 


Ph 


4-Pyr 


1-Me 


2-2 


Ph 


4-Pyr 


1-Et 


2-3 


Ph 


4-Pyr 


1-Pr 


2-4 


Ph 


4-Pyr 


1,1-diMe 


2-5 


Ph 


4-Pyr 


2-Me 


2-6 


Ph 


4-Pyr 


2-Et 


2-7 


Ph 


4-Pyr 


2-Pr 


2-8 


Ph 


4-Pyr 


2-Bu 


2-9 


Ph 


4-Pyr 


2-Allyl 


2-10 


Ph 


4-Pyr 


2-Ph 


2.-11 


Ph 


4-Pyr 


2-Bn 



WO 03/015781 



66 



PCT/JP02/08276 



2-12 


Ph 


4-Pyr 


2-Phet 


2-13 


Ph 


4-Pyr 


2,2-diMe 


2-14 


Ph 


4-Pyr 


2-OH 


2-15 


Ph 


4-Pyr 


2-MeO 


2-16 


Ph 


4-Pyr . 


2-Et0 


2-17 


Ph 


4-Pyr 


2-PrO 


2-18 


Ph 


4-Pyr 


2, 2-di (MeO) 


2-19 


Ph 


4-Pyr 


2,2-di(EtO) • 


2-20 


Ph 


4-Pyr 


2, 2-0CH 2 CH 2 0- 


2-21 


Ph • 


4-Pyr 


2-Oxo 


2-22 


Ph 


4-Pyr 


2-F 


2-23 


Ph 


4-Pyr 


2-C1 


2-24 


Ph 


4-Pyr 


2-Br 


2-25 


Ph 


4-Pyr 


2-1 


2-26 


Ph 


4-Pyr 


2,2-diF 


2-27 


Ph 


4-Pyr 


2, 2-diCl 


2-28 


Ph 


4-Pyr 


2, 2-di Br 


2-29 


Ph 


4-Pyr 


3-Me 


2-30 


Ph 


4-Pyr 


3-Et 


2-31 


Ph 


4-Pyr 


3-Pr 


2-32 


Ph 


4-Pyr 


3, 3-d iMe 


2-33 


Ph 


4-Pyr 


5-Me 


2-34 


Ph 


4-Pyr 


5-Et 


2-35 


Ph 


4-Pyr 


5-Pr 


2-36 


Ph 


4-Pyr 


5, 5-diMe 


2-37 


Ph 


4-Pyr 


6-Me 


2-38 


Ph 


4-Pyr 


6-Et 


2-39 


Ph 


4-Pyr 


6-Pr 


2-40 


Ph 


4-Pyr 


6, 6-diMe 


2-41 


Ph 


4-Pyr 


6-Oxo 


2-42 


Ph 


4-Pyr 


8-Me 


2-43 


Ph 


4-Pyr 


8-Et 


2-44 


Ph 


4-Pyr 


8-Pr 


2-45 


Ph 


4-Pyr 


8-Ph 


2-46 


Ph 


4-Pyr 


8a-Me 


2-47 


Ph 


4-Pyr 


8a-Et 



WO 03/015781 



PCT/JP02/08276 



67 



2-48 


Ph 


4-Pyr 


8a-Pr 


2-49 


Ph 


2-NH 2 -4-Pym 


1-Me 


2-50 


Ph 


2-NH r 4-Pym 


1-Et 


2-51 


Ph 


2-NH r 4-Pym 


1-Pr 


2-52 


Ph 


2-NH 2 -4-Pym 


1,1-diMe 


2-53 


Ph 


2-NH 2 -4-Pym 


2-Me 


2-54 


Ph 


2-NH 2 -4-Pym 


2-Et 


2-55 


Ph 


2-NH 2 -4-Pym 


2-Pr . 


2-56 


Ph 


2-NHj-4-Pym 


2-Bu 


2-57 


Ph 


2-NH 2 -4-Pym 


2-Allyl 


2-58 


Ph 


2-NH 2 -4-Pym 


2-Ph 


2-59 


Ph 


2-NH 2 -4-Pym 


2-Bn 


2-60 


Ph 


2-NH 2 -4-Pym 


2-Phet 


2-61 


Ph 


2-NH 2 -4-Pym 


2, 2-diMe 


2-62 


Ph 


2-NH 2 -4-Pym 


2-0H 


2-63 


Ph 


2-NH 2 -4-Pym 


2-MeO 


2-64 


Ph 


2-NH 2 -4-Pym 


2-EtO 


2-65 


Ph 


2-NH 2 -4-Pym 


2-PrO 


2-66 


Ph 


2-NH r 4-Pym 


2, 2-di (MeO) 


2-67 


Ph 


2-NH 2 -4-Pym 


2, 2-di (E tO) 


2-68 


Ph 


2-NH 2 -4-Pym 


2, 2-OCHjCH 2 0- 


2-69 


Ph 


2-NH 2 -4-Pym 


2-Oxo 


2-70 


Ph 


2-NH 2 -4-Pym 


2-F 


2-71 


Ph 


2-NH 2 -4-Pym 


2-C1 


2-72 


Ph . 


2-NH 2 -4-Pym 


2-Br 


2-73 


Ph 


2-NH r 4-Pym 


2-1 


2-74 


Ph 


2-NH 2 -4-Pym 


2,2-diF 


2-75 


Ph 


2-NH 2 -4-Pym 


2,2-diCl 


2-76 


Ph 


2-NH 2 -4-Pym 


2,2-diBr 


2-77 


Ph 


2-NH r 4-Pym 


3-Me 


2-78 


Ph 


2-NH 2 -4-Pym 


3-Et 


2-79 


Ph 


2-NH r 4-Pym 


3-Pr 


2-80 


Ph 


2-NH 2 -4-Pym 


3, 3-d i Me 


2-81 


Ph 


2-NH 2 -4-Pym 


5-Me 


2-82 


Ph 


2-NH 2 -4-Pym 


5-Et 


2-83 


Ph 


. 2-NH 2 -4-Pyi 


5-Pr 



WO 03/015781 



68 



PCT/JP02/08276 



2-84 


Ph 


2-NH 2 -4-Pym 


5, 5-diMe 


2-85 


Ph 


2-NH 2 -4-Pym 


6-Me 


2-86 


Ph 


2-NH 2 -4-Pym 


6-Et 


2-87 


Ph 


2-NH r 4-Pym 


6-Pr 


2-88 


Ph 


2-NH 2 -4-Pym 


6,6-diMe 


2-89 


Ph 


2-NH 2 -4-Pym 


6-Oxo 


2-90 


Ph 


2-NH 2 -4-Pym 


8-Me 


2-91 


Ph 


2-NH 2 -4-Pym 


8-Et 


2-92 


Ph 


2-NH 2 -4-Pym 


8-Pr 


2-93 


Ph 


2-NH 2 -4-Pym 


8-Ph 


2-94 


Ph 


2-NH 2 -4-Pym 


8a-Me 


2-95 


Ph 


2-NH 2 -4-Pym 


8a-Et 


2-96 


Ph 


2-NH 2 -4-Pym 


8a-Pr 


2-97 


Ph 


2-MeNH-4-Pym 


1-Me 


2-98 


Ph 


2-MeNH-4-Pym 


1-Et 


2-99 


Ph 


2-MeNH-4-Pym 


1-Pr 


2-100 


Ph 


2-MeNH-4-Pym 


1,1-diMe 


2-101 


Ph 


2-MeNH-4-Pym 


2-Me 


2-102 


Ph 


2-MeNH-4-Pym 


2-Et 


2-103 


Ph 


2-MeNH-4-Pym 


2-Pr 


2-104 


Ph 


2-MeNH-4-Pym 


2-Bu 


2-105 


Ph 


2-MeNH-4-Pym 


2-Allyl 


2-106 


Ph 


2-MeNH-4-Pym 


2-Ph 


2-107 


Ph 


2-MeNH-4-Pym 


2-Bn 


2-108 


Ph 


2-MeNH-4-Pym 


2-Phet 


2-109 


Ph 


2-MeNH-4-Pym 


2,2-diMe 


2-110 


Ph 


2-MeNH-4-Pym 


2-OH 


2-111 


Ph 


2-MeNH-4-Pym 


2-MeO 


2-112 


Ph 


2-MeNH-4-Pym 


2-EtO 


2-113 


Ph 


2-MeNH-4-Pym 


2-PrO 


2-114 


Ph 


2-MeNH-4-Pym 


2, 2-di (MeO) 


2-115 


Ph 


2-MeNH-4-Pym 


2,2-di(EtO) 


2-116 


Ph 


2-MeNH-4-Pym 


2, 2-0CH 2 CH 2 0- 


2-117 


Ph 


2-MeNH-4-Pym 


2-0xo 


2-118 


Ph 


2-MeNH-4-Pym 


2-F 


2-119 


Ph 


2-MeNH-4-Pym 


2-C1 



WO 03/015781 



69 



PCT/JP02/08276 



2-120 


Ph 


2-MeNH-4-Pym 


2-Br 


2-121 


Ph 


2-MeNH-4-Pyi 


2-1 


2-122 


Ph 


2-MeNH-4-Pym 


2, 2-diF 


2-123 


Ph 


2-MeNH-4-Pym 


2,2-diCl 


2-124 


Ph 


2-MeNH-4-Pym 


. 2,2-diBr 


2-125 


Ph 


2-MeNH-4-Pym 


3-Me 


2-126 


Ph 


2-MeNH-4-Pyi 


3-Et 


2-127 


Ph 


2-MeNH-4-Pyi 


3-Pr 


2-128 


Ph 


2-MeNH-4-Pym 


3, 3-d i Me 


2-129 


Ph 


2-MeNH-4-Pym 


5-Me 


2-130 


Ph 


2-MeNH-4-Pym 


5-Et 


2-131 


Ph 


2-MeNH-4-Pym 


5-Pr 


2-132 


Ph 


2-MeNH-4-Pym 


5, 5-diMe 


2-133 


Ph 


2-MeNH-4-Pym 


6-Me 


2-134 


Ph 


2-MeNH-4-Pym 


6-Et 


2-135 


Ph 


2-MeNH-4-Pym 


6-Pr 


2-136 


Ph 


2-MeNH-4-Pym 


6, 6-diMe 


2-137 


Ph 


2-MeNH-4-Pym 


6-Oxo 


2-138 


Ph 


2-MeNH-4-Pym 


8-Me 


2-139 


Ph 


2-MeNH-4-Pym 


8-Et 


2-140 


Ph 


2-MeNH-4-Pyin 


8-Pr 


2-141 


Ph 


2-MeNH-4-Pym 


8-Ph 


2-142 


Ph 


2-MeNH-4-Pym 


8a-Me 


2-143 


Ph 


2-MeNH-4-Pym 


8a-Et 


2-144 


Ph 


2-MeNH-4-Pym 


8a-Pr 


2-145 


3-F-Ph 


4-Pyr 


1-Me 


2-146 


3-F-Ph 


4-Pyr 


1-Et 


2-147" 


3-F-Ph 


4-Pyr 


1-Pr 


2-148 


3-F-Ph 


4-Pyr 


1, 1-diMe 


2-149 


3-F-Ph 


4-Pyr 


2-Me 


2-150 


3-F-Ph 


4-Pyr 


2-Et 


2-151 


3-F-Ph 


4-Pyr 


2-Pr 


2-152 


3-F-Ph 


4-Pyr 


2-Bu 


2-153 


3-F-Ph 


4-Pyr 


2-Allyl 


2-154 


3-F-Ph 


4-Pyr 


2-Ph 


2-155 


3-F-Ph 


4-Pyr 


2-Bn 



WO 03/015781 



PCT/JP02/08276 



70 



2-156 


3-F-Ph 


4-Pyr 


2-Phet 


2-157 


3-F-Ph 


4-Pyr 


2,2-diMe 


2-158 


3-F-Ph 


4-Pyr 


2-0H 


2-159 


3-F-Ph 


4-Pyr 


2-Me0 


2-160 


3-F-Ph 


4-Pyr 


2-Et0 


2-161 


3-F-Ph 


4-Pyr 


2-PrO 


2-162 


3-F-Ph 


4-Pyr 


2,2-di(Me0) 


2-163 


3-F-Ph 


4-Pyr 


2, 2-di (EtO) 


2-164 


3-F-Ph 


4-Pyr 


2, 2-OCH 2 CH 2 0- 


2-165 


3-F-Ph 


4-Pyr 


2-0xo 


2-166 


3-F-Ph 


4-Pyr 


2-F 


2-167 


3-F-Ph 


4-Pyr 


2-C1 


2-168 


3-F-Ph 


4-Pyr 


2-Br 


2-169 


3-F-Ph 


4-Pyr 


2-1 


2-170 


3-F-Ph 


4-Pyr 


2,2-diF 


2-171 


3-F-Ph 


4-Pyr 


2, 2-diCl 


2-172 


3-F-Ph 


4-Pyr 


2, 2-diBr 


2-173 


3-F-Ph 


4-Pyr 


3-Me 


2-174 


3-F-Ph 


4-Pyr 


3-Et 


2-175 


3-F-Ph 


4-Pyr 


3-Pr 


2-176 


3-F-Ph 


4-Pyr 


3, 3-d i Me 


2-177 


3-F-Ph 


. 4-Pyr 


5-Me 


2-178 


3-F-Ph 


4-Pyr 


5-Et 


2-179 


3-F-Ph 


4-Pyr 


5-Pr 


2-180 


3-F-Ph 


4-Pyr 


5, 5-diMe 


2-181 


3-F-Ph 


4-Pyr 


6-Me 


2-182 


3-F-Ph 


4-Pyr 


6-Et 


2-183 


3-F-Ph 


4-Pyr 


6-Pr 


2-184 


3-F-Ph 


4-Pyr 


6, 6-diMe 


2-185 


3-F-Ph 


4-Pyr 


6-0xo 


2-186 


3-F-Ph 


4-Pyr 


8-Me 


2-187 


3-F-Ph 


4-Pyr 


8-Et 


2-188 


3-F-Ph 


4-Pyr 


8-Pr 


2-189 


3-F-Ph 


4-Pyr 


8-Ph 


2-190 


3-F-Ph 


4-Pyr 


8a-Me 


2-191 


3-F-Ph 


4-Pyr 


8a-Et 



WO 03/015781 



PCT/JP02/08276 



71 



2-192 


3-F-Ph 


4-Pyr 


8a-Pr 


2-193 


3-F-Ph 


2-NH 2 -4-Pym 


1-Me 


2-194 


3-F-Ph 


2-NH r 4-Pym 


1-Et 


2-195 


3-F-Ph 


2-NH r 4-Pym 


1-Pr 


2-196 


3-F-Ph 


2-NH 2 -4-Pym 


1,1-diMe 


2-197 


3-F-Ph 


2-NH r 4-Pym 


2-Me 


2-198 


3-F-Ph 


2-NH 2 -4-Pym 


2-Et 


2-199 


3-F-Ph 


2-NH r 4-Pym 


2-Pr 


2-200 


3-F-Ph 


2-NH 2 -4-Pyi 


2-Bu 


2-201 


3-F-Ph 


2-NH 2 -4-Pym 


2-Allyl 


2-202 


3-F-Ph 


2-NH 2 -4-Pyi 


2-Ph 


2-203 


3-F-Ph 


2-NH 2 -4-Pyi 


2-Bn 


2-204 


3-F-Ph 


2-NH 2 -4-Pym 


2-Phet 


2-205 


3-F-Ph 


2-NH 2 -4-Pym 


2, 2-diMe 


2-206 


3-F-Ph 


2-NH 2 -4-Pym 


2-OH 


2-207 


3-F-Ph 


2-NH 2 -4-Pym 


2-MeO 


2-208 


3-F-Ph 


2-NH 2 -4-PyiD 


2-EtO 


2-209 


3-F-Ph 


2-NH 2 -4-Pym 


2-PrO 


2-210 


3-F-Ph 


2-NH 2 -4-Pym 


2, 2-di(MeO) 


2-211 


3-F-Ph 


2-NH 2 -4-Pym 


2, 2-di (EtO) 


2-212 


3-F-Ph 


2-NH 2 -4-Pym 


2, 2-0CH 2 CH 2 0- 


2-213 


3-F-Ph 


2-NH 2 -4-PyiD 


2-Oxo 


2-214 


3-F-Ph 


2-NH 2 -4-Pym 


2-F 


2-215 


3-F-Ph 


2-NH 2 -4-Pym 


2-C1 


2-216 


3-F-Ph 


2-NH 2 -4-Pym . 


2-Br 


2-217 


3-F-Ph 


2-NH 2 -4-Pym 


2-1 


2-218 


3-F-Ph 


2-NH 2 -4-Pym 


2,2-diF 


2-219 


3-F-Ph 


2-NH 2 -4-Pym 


2,2-diCl 


2-220 


' 3-F-Ph 


2-NH 2 -4-Pym 


2, 2-diBr 


2-221 


3-F-Ph 


2-NH 2 -4-Pym 


3-Me 


2-222 


3-F-Ph 


2-NH 2 -4-Pym 


3-Et 


2-223 


3-F-Ph 


2-NH 2 -4-Pym 


3-Pr 


2-224 


3-F-Ph 


2-NH 2 -4-Pyi 


3, 3-diMe 


2-225 


3-F-Ph 


2-NH r 4-Pyi 


5-Me 


2-226 


3-F-Ph 


2-NH 2 -4-Pym 


5-Et 


2-227 


3-F-Ph 


2-NH 2 -4-Pyi 


5-Pr 



1 



WO 03/015781 



72 



PCT/JP02/08276 



2-228 


3-F-Ph 


2-NH r 4-Pym 


5, 5-diMe 


2-229 


3-F-Ph 


2-NH 2 -4-Pym 


6-Me 


2-230 


3-F-Ph 


2-NH 2 -4-Pym 


6-Et 


2-231 


3-F-Ph 


2-NH 2 -4-Pym 


6-Pr 


2-232 


3-F-Ph 


2-NH 2 -4-Pym 


6,6-diMe 


2-233 


3-F-Ph 


2-NH 2 -4-Pym 


6-0xo 


2-234 


3-F-Ph 


2-NH 2 -4-Pym 


8-Me 


2-235 


3-F-Ph 


2-NH,-4-Pym 


8-Et 


2-236 


3-F-Ph 


2-NH 2 -4-Pym 


8-Pr 


2-237 


3-F-Ph 


2-NH 2 -4-Pym 


8-Ph 


2-238 


3-F-Ph 


2-NH 2 -4-Pym 


8a-Me 


2-239 


3-F-Ph 


2-NH 2 -4-Pym 


8a-Et 


2-240 


3-F-Ph 


2-NH 2 -4-Pym 


8a-Pr 


2-241 


3-F-Ph 


2-MeNH-4-Pym . 


1-Me 


2-242 


3-F-Ph 


2-MeNH-4-Pym 


1-Et 


2-243 


3-F-Ph 


2-MeNH-4-Pym 


1-Pr 


2-244 


3-F-Ph 


2-MeNH-4-Pym 


1, 1-diMe 


2-245 


3-F-Ph 


2-MeNH-4-Pym 


2-Me 


2-246 


3-F-Ph 


2-MeNH-4-Pym 


2-Et 


2-247 


3-F-Ph 


2-MeNH-4-Pym 


2-Pr 


2-248 


3-F-Ph 


2-MeNH-4-Pym 


2-Bu 


2-249 


3-F-Ph 


2-MeNH-4-Pym 


2-Allyl 


2-250 


3-F-Ph 


2-MeNH-4-Pym 


2-Ph 


2-251 


3-F-Ph 


2-MeNH-4-Pyi 


2-Bn 


2-252 


3-F-Ph 


2-MeNH-4-Pym 


2-Phet 


2-253 


3-F-Ph 


2-MeNH-4-Pym 


2, 2-diMe 


2-254 


3-F-Ph 


2-MeNH-4-Pym 


2-OH 


2-255 


3-F-Ph 


2-MeNH-4-Pym 


2-MeO 


2-256 


3-F-Ph 


2-MeNH-4-Pym 


2-EtO 


2-257 


3-F-Ph 


2-MeNH-4-Pym 


2-PrO 


2-258 


3-F-Ph 


2-MeNH-4-Pym 


2, 2-di (MeO) 


2-259 


3-F-Ph 


2-MeNH-4-Pym 


2, 2-di (E tO) 


2-260 


3-F-Ph 


2-MeNH-4-Pyin 


2, 2-0CH 2 CH 2 O- 


2-261 


3-F-Ph 


2-MeNH-4-Pym 


2-Oxo 


2-262 


3-F-Ph 


2-MeNH-4-Pym 


2-F 


2-263 


3-F-Ph 


2-MeNH-4-Pym 


2-C1 



WO 03/015781 



73 



PCT/JP02/08276 



2-264 3-F-Ph 

2-265 3-F-Ph 

2-266 3-F-Ph 

2-267 3-F-Ph 

2-268 3-F-Ph 

2-269 3-F-Ph 

2-270 3-F-Ph 

2-271 3-F-Ph 

2-272 3-F-Ph 

2-273 3-F-Ph 

2-274 3-F-Ph 

2-275 3-F-Ph 

2-276 3-F-Ph 

2-277 3-F-Ph 

2-278 3-F-Ph 

2-279 3-F-Ph 

2-280 3-F-Ph 

2-281 3-F-Ph 

2-282 3-F-Ph 

2-283 3-F-Ph 

2-284 3-F-Ph 

2-285 3-F-Ph 

2-286 3-F-Ph 

2-287 3-F-Ph 

2-288 3-F-Ph 

2-289 4-F-Ph 

2-290 4-F-Ph 

2-291 4-F-Ph 

2-292 4-F-Ph 

2-293 4-F-Ph 

2-294 4-F-Ph 

2-295 4-F-Ph 

2-296 4-F-Ph 

2-297 4-F-Ph 

2-298 4-F-Ph 

2-299 4-F-Ph 



2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pyi 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 



2-Br 

2- 1 

2,2-diF 
2,2-diCl 

2.2- diBr 

3- Me 
3-Et 
3-Pr 

3. 3- diMe 
5-Me 
5-Et 

5- Pr 

5, 5-diMe 

6- Me 
6-Et 
6-Pr 

6, 6-diMe 

6-0xo 

8-Me 

8-Et 

8-Pr •• 

8-Ph 

8a-Me 

8a-Et 

8a-Pr 

1-Me 

1-Et 

1- Pr 

1,1-diMe 

2- Me 
2-Et 
2-Pr 
2-Bu 
2-Allyl 
2-Ph 
2-Bn 



WO 03/015781 



74 



PCT/JP02/08276 



2-300 


4-F-Ph 


4-Pyr 


2-Phet 


2-301 


4-F-Ph 


4-Pyr 


2, 2-diMe 


2-302 


4-F-Ph 


4-Pyr 


2-0H 


2-303 


4-F-Ph 


4-Pyr 


2-MeO 


2-304 


4-F-Ph 


4-Pyr 


2-EtO 


2-305 


4-F-Ph 


4-Pyr 


2-PrO 


2-306 


4-F-Ph 


4-Pyr 


2, 2-di(Me0) 


2-307 


4-F-Ph 


4-Pyr 


2, 2-di (EtO) 


2-308 


4-F-Ph 


4-Pyr 


2, 2-0CH 2 CH 2 0- 


2-309 


4-F-Ph 


4-Pyr 


2-0xo 


2-310 


4-F-Ph 


4-Pyr 


2-F 


2-311 


4-F-Ph 


4-Pyr 


2-C1 


2-312 


4-F-Ph 


4-Pyr 


2-Br 


2-313 


4-F-Ph 


4-Pyr 


2-1 


2-314 


4-F-Ph 


4-Pyr 


2, 2-diF 


2-315 


4-F-Ph 


4-Pyr 


2,2-diCl 


2-316 


4-F-Ph 


4-Pyr 


2, 2-diBr 


2-317 


4-F-Ph 


4-Pyr 


3-Me 


2-318 


4-F-Ph 


4-Pyr 


3-Et 


2-319 


4-F-Ph 


4-Pyr 


3-Pr 


2-320 


4-F-Ph 


4-Pyr 


3, 3-diMe 


2-321 


4-F-Ph 


4-Pyr 


5-Me 


2-322 


4-F-Ph 


4-Pyr 


5-Et 


2-323 


4-F-Ph 


4-Pyr 


5-Pr 


2-324 


4-F-Ph 


4-Pyr 


5, 5-diMe 


2-325 


4-F-Ph 


4-Pyr 


6-Me 


2-326 


4-F-Ph 


4-Pyr 


6-Et 


2-327 


4-F-Ph 


4-Pyr 


6-Pr 


2-328 


4-F-Ph 


4-Pyr 


6, 6-diMe 


2-329 


4-F-Ph 


4-Pyr 


6-0xo 


2-330 


4-F-Ph 


4-Pyr 


8-Me 


2-331 


4-F-Ph 


4-Pyr 


8-Et 


2-332 


4-F-Ph 


4-Pyr 


8-Pr 


2-333 


4-F-Ph 


4-Pyr 


8-Ph 


2-334 


4-F-Ph 


4-Pyr 


8a-Me 


2-335 


4-F-Ph 


4-Pyr 


8a-Et 



WO 03/015781 



75 



PCT/JP02/08276 



2-336 


4-F-Ph 


4-Pyr 


8a-Pr . 


2-337 


4-F-Ph 


2-NH 2 -4-Pym 


1-Me 


2-338 


4-F-Ph 


2-NH r 4-Pym 


1-Et 


2-339 


4-F-Ph 


2-NH r 4-Pym 


1-Pr 


2-340 


4-F-Ph 


2-NH 2 -4-Pym 


1,1-diMe 


2-341 


4-F-Ph 


2-NH 2 -4-Pym 


2-Me 


2-342 


4-F-Ph 


2-NH 2 -4-Pym 


2-Et 


2-343 


4-F-Ph 


2-NH 2 -4-Pym 


2-Pr •• 


2-344 


4-F-Ph 


2-NH 2 -4-Pym 


2-Bu 


2-345 


4-F-Ph 


2-NH 2 -4-Pyii 


2-Allyl 


2-346 


4-F-Ph 


2-NH 2 -4-Pym 


2-Ph 


2-347 


4-F-Ph 


2-NH 2 -4-Pym 


2-Bn 


2-348 


4-F-Ph 


2-NH 2 -4-Pyi 


2-Phet 


2-349 


4-F-Ph 


2-NH 2 -4-Pym 


2,2-diMe 


2-350 


4-F-Ph 


2-NH 2 -4-Pym 


2-0H 


2-351 


4-F-Ph 


2-NH 2 -4-Pym 


2-MeO 


2-352 


4-F-Ph 


2-NH 2 -4-Pym 


2-EtO 


2-353 


4-F-Ph 


2-NH 2 -4-Pyi 


2-PrO 


2-354 


4-F-Ph 


2-NH 2 -4-Pym 


2, 2-di (MeO) 


2-355 


4-F-Ph 


2-NH 2 -4-Pym 


2, 2-di (EtO) 


2-356 


4-F-Ph 


2-NH 2 -4-Pym 


2, 2-0CH 2 GH 2 0- 


2-357 


4-F-Ph 


2-NH 2 -4-Pym 


2-0xo 


2-358 


4-F-Ph 


2-NH 2 -4-Pym 


2-F 


2-359 


4-F-Ph 


2-NH 2 -4-Pym 


2-C1 


2-360 


4-F-Ph 


2-NH 2 -4-Pym 


2-Br 


2-361 


4-F-Ph 


2-NH 2 -4-Pym 


2-1 


2-362 


4-F-Ph 


2-NH 2 -4-Pym 


2, 2-diF 


2-363 


4-F-Ph 


2-NH 2 -4-Pym 


2, 2-diCl 


2-364 


4-F-Ph 


2-NH 2 -4-Pym 


2, 2-diBr 


2-365 


4-F-Ph 


2-NH 2 -4-Pym 


3-Me 


2-366 


4-F-Ph 


2-NH 2 -4-Pym 


3-Et 


2-367 


4-F-Ph 


2-NH r 4-Pym 


3-Pr 


2-368 


4-F-Ph 


2-NH 2 -4-Pym 


3, 3-diMe 


2-369 


4-F-Ph 


2-NH 2 -4-Pym 


5-Me 


2-370 


4-F-Ph 


2-NH 2 -4-Pym 


5-Et 


2-371 


4-F-Ph 


2-NH 2 -4-Pym 


5-Pr 



WO 03/015781 



PCT/JP02/08276 



76 



2-372 


4-F-Ph 


2-NH 2 -4-Pym 


5, 5-diMe 


2-373 


4-F-Ph 


2-NH 2 -4-Pym 


6-Me 


2-374 


4-F-Ph 


2-NH 2 -4-Pym 


6-Et 


2-375 


4-F-Ph 


2-NH 2 -4-Pym 


6-Pr 


2-376 


4-F-Ph 


2-NH,-4-Pym 


6, 6-diMe 


2-377 


4-F-Ph 


2-NH 2 -4-Pym 


6-0xo 


2-378 


4-F-Ph 


2-NH 2 -4-Pym 


8-Me 


2-379 


4-F-Ph 


2-NH 2 -4-Pym 


8-Et 


2-380 


4-F-Ph 


2-NH 2 -4-Pym 


8-Pr 


2-381 


4-F-Ph 


2-NH 2 -4-Pym 


8-Ph 


2-382 


4-F-Ph 


2-NH 2 -4-Pym 


8a-Me 


2-383 


4-F-Ph 


2-NH 2 -4-Pym 


8a-Et 


2-384 


4-F-Ph 


2-NHj-4-Pym 


8a-Pr 


2-385 


4-F-Ph 


2-MeNH-4-Pym 


1-Me 


2-386 


4-F-Ph 


2-MeNH-4-Pyi 


1-Et 


2-387 


4-F-Ph 


2-MeNH-4-Pym 


1-Pr 


2-388 


4-F-Ph 


2-MeNH-4-Pym 


1 1-diMe 


2-389 


4-F-Ph 


2-MeNH-4-Pym 


2-iMe 


2-390 


4-F-Ph 


2-MeNH-4-Pym 


2-Et 


2-391 


4-F-Ph 


2-MeNH-4-Pym 


2-Pr 


2-392 


4-F-Ph 


2-MeNH-4-Pym 


2-Bu 


2-393 


4-F-Ph 


2-MeNH-4-Pym 


2-Allyl 


2-394 


4-F-Ph 


2-MeNH-4-Pyi 


2-Ph 


2-395 


4-F-Ph 


2-MeNH-4-Pym 


2-Bn 


2-396 


4-F-Ph 


2-MeNH-4-Pym 


2-Phet 


2-397 


4-F-Ph 


2-MeNH-4-Pym 


2, 2-diMe 


2-398 


4-F-Ph 


2-MeNH-4-Pym 


2-OH 


2-399 


4-F-Ph 


2-MeNH-4-Pym 


2-MeO 


2-400 


4-F-Ph 


2-MeNH-4-Pym 


2-EtO 


2-401 


4-F-Ph 


2-MeNH-4-Pvm 


2-Prft 

Lt X LKJ 


2-402 


4-F-Ph 


2-MeNH-4-Pym 


2, 2-di (MeO) 


2-403 


4-F-Ph 


2-MeNH-4-Pym 


2, 2-di (E tO) 


2-404 


4-F-Ph 


2-MeNH-4-Pym 


2, 2-0CH 2 CH 2 0- 


2-405 


4-F-Ph 


2-MeNH-4-Pym 


2-0xo 


2-406 


4-F-Ph 


2-MeNH-4-Pyni 


2-F 


2-407 


4-F-Ph 


2-MeNH-4-Pym 


2-C1 



WO 03/015781 



77 



PCT/JP02/08276 



2-408 4-F-Ph 

2-409 4-F-Ph 

2-410 4-F-Ph 

2-411 4-F-Ph 

2-412 4-F-Ph 

2-413 4-F-Ph 

2-414 4-F-Ph 

2-415 4-F-Ph 

2-416 4-F-Ph 

2-417 4-F-Ph 

2-418 4-F-Ph 

2-419 4-F-Ph 

2-420 4-F-Ph 

2-421 4-F-Ph 

2-422 4-F-Ph 

2-423 4-F-Ph 

2-424 4-F-Ph 

2-425 4-F-Ph 

2-426 4-F-Ph 

2-427 4-F-Ph 

2-428 4-F-Ph 

2-429 4-F-Ph 

2-430 4-F-Ph 

2-431 4-F-Ph 

2-432 4-F-Ph 

2-433 3-Cl-Ph 

2-434 3-Cl-Ph 

2-435 3-Cl-Ph 

2-436 3-Cl-Ph 

2-437 3-Cl-Ph 

2-438 3-Cl-Ph 

2-439 3-Cl-Ph 

2-440 3-Cl-Ph 

2-441 3-Cl-Ph 

2-442 3-Cl-Ph 

2-443 3-Cl-Ph 



2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pyi 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pyi 

2-MeNH-4-Pym 

2-MeNH-4-Pyi 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

2-MeNH-4-Pym 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 

4-Pyr 



2-Br 

2- 1 

2,2-diF 
2,2-diCl 

2.2- diBr 

3- Me 
3-Et 
3-Pr 

3.3- diMe 
5-Me 
5-Bt 

5- Pr 

5. 5- diMe 

6- Me 
6-Et 
6-Pr 

6.6- diMe 
6-0xo 
8-Me 
8-Et 
8-Pr 
8-Ph 
8a-Me 
8a-Et 
8a-Pr 
1-Me 
1-Et 

1- Pr 

1,1-diMe 

2- Me 
2-Et 
2-Pr 
2-Bu 
2-Allyl 
2-Ph 
2-Bn 



WO 03/015781 



78 



PCT/JP02/08276 



2-444 


3-Cl-Ph 


4-Pyr 


2-Phet 


2-445 


3-CI-Ph 


4-Pyr 


2,2-diMe 


2-446 


3-Cl-Ph 


4-Pyr 


2-OH 


2-447 


3-Cl-Ph 


4-Pyr 


2-MeO 


2-448 


3-Cl-Ph 


4-Pyr 


2-EtO 


2-449 


3-Cl-Ph 


4-Pyr 


2-PrO 


2-450 


3-Cl-Ph 


4-Pyr 


2 2-d i (MeO) 


2-451 


3-Cl-Ph 


4-Pyr 


2 2-di (EtQ) 

^ > « Ul \U b V#/ 


2-452 


3-Cl-Ph 


4-Pyr 


2 2-OCHoCH«0- 


2-453 


3-Cl-Ph 


4-Pyr 

x. J. j x 


2-0xo 


2-454 


3-Cl-Ph 


4-Pyr 


2-F 


2-455 


3-Cl-Ph 


4-Pyr 


2— CI 


2-456 


3-Cl-Ph 


4-Pyr 


2-Br 


2-457 


3-Cl-Ph 


4-Pyr 


2-1 


2-458 


3-Cl-Ph 


4-Pyr 


2, 2-diF 


2-459 


3-Cl-Ph 


4-Pyr 


2, 2-diCl 


2-460 


3-Cl-Ph 


4-Pyr 
* * * 


2 2-diBr 

Uy U U X <LS 1 


2-461 


3-Cl-Ph 


4-Pyr 


3-Me 


2-462 


3-Cl-Ph 


4-Pyr 


3-Et 


2-463 


3-Cl-Ph 


4-Pyr 


3-Pr 


2-464 


3-Cl-Ph 


4-Pyr 


3 3-d i Me 


2-465 


3-Cl-Ph 


4-Pyr 


5-Me 


2-466 


3-Cl-Ph 


4-Pyr 


5-Et 


2-467 


3-Cl-Ph 


4-Pyr 


5-Pr- 


2-468 


3-Cl-Ph 


4-Pyr 


5 5-diMe 


2-469 


3-Cl-Ph 


4-Pyr 


6-Me 


2-470 


3-Cl-Ph 


4-Pyr 


6-Et 


2-471 


3-Cl-Ph 


4-Pyr 


6-Pr 


2-472 


3-Cl-Ph 


4-Pyr 

X X J A 


6 6-diMe 


2-473 


3-Cl-Ph 


4-Pvr 




2-474 


3-Cl-Ph 


4-Pyr 


8-Me 


2-475 


3-Cl-Ph 


4-Pyr 


8-Et 


2-476 


3-Cl-Ph 


4-Pyr 


8-Pr 


2-477 


3-Cl-Ph 


4-Pyr 


8-Ph 


2-478 


3-Cl-Ph 


4-Pyr 


8a-Me 


2-479 


3-Cl-Ph 


4-Pyr 


8a-Et 



WO 03/015781 



PCT/JP02/08276 



79 



2-480 


3-Cl-Ph 


4-Pyr 


8a-Pr 


2-481 


3-Cl-Ph 


2-NH 2 -4-Pym 


1-Me 


2-482 


3-Cl-Ph 


2-NH 2 -4-Pym 


1-Et 


2-483 


3-Cl-Ph 


2-NH 2 -4-Pym 


1-Pr 


2-484 


3-Cl-Ph 


2-NH r 4-Pym 


• 1,1-diMe 


2-485 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-Me 


2-486 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-Et 


2-487 


3-CI-Ph 


2-NH 2 -4-Pym 


2-Pr 


2-488 


3-Cl-Ph 


2-NH r 4-Pym 


2-Bu 


2-489 


3-Cl-Ph 


2-NH r 4-Pym 


2-Allyl 


2-490 


3-Cl-Ph 


2-NH r 4-Pym 


2-Ph 


2-491 


3-Cl-Ph 


2-NH r 4-Pym 


2-Bn 


2-492 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-Phet 


2-493 


3-Cl-Ph 


2-NH 2 -4-Pym 


2, 2-diMe 


2-494 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-OH 


2-495 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-MeO 


2-496 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-EtO 


2-497 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-PrO 


2-498 


3-Cl-Ph 


2-NH 2 -4-Pym 


2, 2-di (MeO) 


2-499 


3-Cl-Ph 


2-NH 2 -4-Pym 


2, 2-di (E tO) 


2-500 


3-Cl-Ph 


2-NH 2 -4-Pym 


2, 2-0CH 2 CH 2 0- 


2-501 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-Oxo 


2-502 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-F 


2-503 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-C1 


2-504 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-Br 


2-505 


3-Cl-Ph 


2-NH 2 -4-Pym 


2-1 


2-506 


3-Cl-Ph 


2-NH 2 -4-Pym 


2, 2-diF 


2-507 


3-Cl-Ph 


2-NH 2 -4-Pym 


2,2-diCl 


2-508 


3-Cl-Ph 


2-NH 2 -4-Pym 


2, 2-diBr 


2-509 


3-Cl-Ph 


2-NH 2 -4-Pym 


3-Me 


2-510 


3-Cl-Ph 


2-NH 2 -4-Pym 


3-Et 


2-511 


3-Cl-Ph 


2-NH 2 -4-Pym 


3-Pr 


2-512 


3-Cl-Ph 


2-NH 2 -4-Pym 


3,3-diMe 


2-513 


3-Cl-Ph 


2-NH 2 -4-Pym 


5-Me 


2-514 


3-Cl-Ph 


2-NH 2 -4-Pym 


5-Et 


2-515 


3-Cl-Ph 


2-NH 2 -4-Pym 


5-Pr 



WO 03/015781 



PCT/JP02/08276 



80 



2-516 


3-Cl-Ph 


2-NH 2 -4-Pym 


5, 5-diMe 


2-517 


3-Cl-Ph 


2-NH 2 -4-Pym 


6-Me 


2-518 


3-Cl-Ph 


2-NH 2 -4-Pym 


6-Et 


2-519 


3-Cl-Ph 


2-NH r 4-Pym 


6-Pr 


2-520 


3-Cl-Ph 


2-NH r 4-Pym 


6, 6-diMe 


2-521 


3-Cl-Ph 


2-NH 2 -4-Pym 


6-0xo 


2-522 


3-Cl-Ph 


2-NH 2 -4-Pym 


8-Me 


2-523 


3-Cl-Ph 


2-NH 2 -4-Pym 


8-Et 


2-524 


3-Cl-Ph 


2-NH 2 -4-Pym 


8-Pr 


2-525 


3-Cl-Ph 


2-NH r 4-Pym 


8-Ph 


2-526 


3-Cl-Ph 


2-NH 2 -4-Pym 


8a-Me 


2-527 


3-Cl-Ph 


2-NH 2 -4-Pym 


8a-Et 


2-528 


3-Cl-Ph 


2-NH 2 -4-Pym 


8a-Pr 


2-529 


3-Cl-Ph 


2-MeNH-4-Pym 


1-Me 


2-530 


3-Cl-Ph 


2-MeNH-4-Pym 


1-Et 


2-531 


3-Cl-Ph 


2-MeNH-4-Pym 


1-Pr 


2-532 


3-Cl-Ph 


2-MeNH-4-Pym 


1,1-diMe 


2-533 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Me 


2-534 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Et 


2-535 


3-Cl-Ph 


2-MeNH-4-Pyi 


2-Pr 


2-536 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Bu 


2-537 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Allyl 


2-538 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Ph 


2-539 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Bn 


2-540 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Phet 


2-541 


3-Cl-Ph 


2-MeNH-4-Pym 


2, 2-diMe 


2-542 


3-Cl-Ph 


2-MeNH-4-Pym 


2-0H 


2-543 


3-Cl-Ph 


2-MeNH-4-Pym 


2-MeO 


2-544 


3-Cl-Ph 


2-MeNH-4-Pym 


2-EtO 


2-545 


3-Cl-Ph 


2-MeNH-4-Pym 


2-PrO 


2-546 


3-CI-Ph 


2-MeNH-4-Pym 


2,2-di(MeO) 


2-547 


3-Cl-Ph 


2-MeNH-4-Pym 


2, 2-di (EtO) 


2-548 


3-Cl-Ph 


2-MeNH-4-Pym 


2, 2-0CH 2 CH 2 0- 


2-549 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Oxo 


2-550 


3-Cl-Ph 


2-MeNH-4-Pym 


2-F 


2-551 


3-Cl-Ph 


2-MeNH-4-Pym 


2-C1 



WO 03/015781 



PCT/JP02/08276 



81 



2-552 


3-Cl-Ph 


2-MeNH-4-Pym 


2-Br 


2-553 


3-Cl-Ph 


2-MeNH-4-Pym 


2-1 


2-554 


3-Cl-Ph 


2-MeNH-4-Pym 


2, 2-diF 


2-555 


3-Cl-Ph 


2-MeNH-4-Pym 


2,2-diCl 


2-556 


3-Cl-Ph 


2-MeNH-4-Pym 


2, 2-diBr 


2-557 


3-Cl-Ph 


2-MeNH-4-Pym 


3-Me 


2-558 


3-Cl-Ph 


2-MeNH-4-Pym 


3-Et 


2-559 


3-Cl-Ph 


2-MeNH-:4-Pym 


3-Pr 


2-560 


3-Cl-Ph 


2-MeNH-4-Pym 


3, 3-d i Me 


2-561 


3-Cl-Ph 


2-MeNH-4-Pym 


5-Me 


2-562 


3-Cl-Ph 


2-MeNH-4-Pyi 


5-Et 


2-563 


3-Cl-Ph 


2-MeNH-4-Pyi 


5-Pr 


2-564 


3-Cl-Ph 


2-MeNH-4-Pym 


5, 5-diMe 


2-565 


3-Gl-Ph 


2-MeNH-4-Pyi 


6-Me 


2-566 


3-Cl-Ph 


2-MeNH-4-Pym 


6-Et 


2-567 


3-Cl-Ph 


2-MeNH-4-Pym 


6-Pr 


2-568 


3-Cl-Ph 


2-MeNH-4-Pym 


6, 6-diMe 


2-569 


3-Cl-Ph 


2-MeNH-4-Pym 


6-Oxo 


2-570 


3-Cl-Ph 


2-MeNH-4-Pym 


8-Me 


2-571 


3-Cl-Ph 


2-MeNH-4-Pym 


8-Et 


2-572 


3-Cl-Ph 


2-MeNH-4-Pym 


8-Pr 


2-573 


3-Cl-Ph 


2-MeNH-4-Pyi 


8-Ph 


2-574 


3-Cl-Ph 


2-MeNH-4-Pyi 


8a-Me 


2-575 


3-Cl-Ph 


2-MeNH-4-Pym 


8a-Et 


2-576 


3-Cl-Ph 


2-MeNH-4-Pym. 


8a-Pr 


2-577 


3-CF 3 -Ph 


4-Pyr 


1-Me 


2-578 


3-CF 3 -Ph 


4-Pyr 


1-Et 


2-579 


3-CF 3 -Ph 


4-Pyr 


1-Pr 


2-580 


3-CF 3 -Ph 


4-Pyr 


1,1-diMe 


2-581 


3-CF 3 -Ph 


4-Pyr 


2-Me 


2-582 


3-CF 3 -Ph 


4-Pyr 


2-Et 


2-583 


3-CF 3 -Ph 


4-Pyr 


2-Pr 


2-584 


3-CF 3 -Ph 


4-Pyr 


2-Bu 


2-585 


3-CF 3 -Ph 


4-Pyr 


2-Allyl 


2-586 


3-CF 3 -Ph 


4-Pyr 


2-Ph 


2-587 


3-CF 3 -Ph 


4-Pyr 


2-Bn 



WO 03/015781 



82 



PCT/JP02/08276 



2-588 


3-CF 3 -Ph 


4-Pyr 


2-Phet 


2-589 


3-CF 3 -Ph 


4-Pyr 


2,2-diMe 


2-590 


3-CF 3 -Ph 


4-Pyr 


2-0H 


2-591 


3-CF 3 -Ph 


4-Pyr 


2-MeO 


2-592 


3-CF 3 -Ph 


" 4-Pyr 


2-EtO 


2-593 


3-CF 3 -Ph 


4-Pyr 


2-Pr0 


2-594 


3-CF 3 -Ph 


4-Pyr 


2, 2-di (MeO) 


2-595 


3-CF 3 -Ph 


4-Pyr 


2,2-di (EtO) 


2-596 


3-CF a -Ph 


4-Pyr 


2, 2-OCH 2 CH 2 0- 


2-597 


3-CF 3 -Ph 


4-Pyr 


2-0xo 


2-598 


3-CF 3 -Ph 


4-Pyr 


2-F 


2-599 


3-CF 3 -Ph 


4-Pyr 


2-C1 


2-600 


3-CF 3 -Ph 


4-Pyr 


2-Br 


2-601 


3-CF 3 -Ph 


4-Pyr 


2-1 


2-602 


3-CF 3 -Ph 


4-Pyr 


2, 2-diF 


2-603 


3-CF 3 -Ph 


4-Pyr 


2, 2-diCl 


2-604 


3-CFg-Ph 


4-Pyr 


2, 2-diBr 


2-605 


3-CF 3 -Ph 


4-Pyr 


3-Me 


2-606 


3-CF 3 -Ph 


4-Pyr 


3-Et 


2-607 


3-CF 3 -Ph 


4-Pyr 


3-Pr 


2-608 


3-CF 3 -Ph 


4-Pyr 


3, 3-diMe 


2-609 


3-CF 3 -Ph 


4-Pyr 


5-Me 


2-610 


3-CF 3 -Ph 


4-Pyr 


5-Et 


2-611 


3-CF 3 -Ph 


4-Pyr 


5-Pr 


2-612 


3-CF 3 -Ph 


4-Pyr 


5, 5-diMe 


2-613 


3-CFj-Ph 


4-Pyr 


6-Me 


2-614 


. 3-CFj-Ph 


4-Pyr 


6-Et 


2-615 


3-CF 3 -Ph 


4-Pyr 


6-Pr 


2-616 


3-CF 3 -Ph 


4-Pyr 


6, 6-diMe 


2-617 


3-CF s -Ph 


4-Pyr 


6-0xo 


2-618 


3-CFj-Ph 


4-Pyr 


8-Me 


2-619 


3-CF s -Ph 


4-Pyr 


8-Et 


2-620 


3-CFj-Ph 


4-Pyr 


8-Pr 


2-621 


3-CF r Ph 


4-Pyr 


8-Ph 


2-622 


3-CF 3 -Ph 


4-Pyr 


8a-Me 


2-623 


3-CF 3 -Ph 


4-Pyr 


8a-Et 



WO 03/015781 



PCT/JP02/08276 



83 



2-624 


3-CF 3 -Ph 


4-Pyr 


8a-Pr 


2-625 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


1-Me 


2-626 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


1-Et 


2-627 


3-CF 3 -Ph 


2-NH r 4-Pym 


1-Pr' 


2-628 


3-CFj-Ph 


2-NH 2 -4-Pym 


1,1-diMe 


2-629 


3-CFj-Ph 


2-NHj-4-Pym 


2-Me 


2-630 


3-CF 8 -Ph 


2-NH 2 -4-Pym 


2-Et 


2-631 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-Pr 


2-632 


3-CF s -Ph 


2-NH 2 -4-Pym 


2-Bu 


2-633 


3-CFj-Pli 


2-NH 2 -4-Pym 


2-Allyl 


2-634 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-Ph 


2-635 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-Bn 


2-636 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


2-Phet 


2-637 


3-CF3-PI1 


2-NH 2 -4-Pym 


2, 2-diMe 


2-638 


3-CFj-Ph 


2-NH r 4-Pyi 


2-0H 


2-639 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


2-MeO 


2-640 


3-CF3-PI1 


2-NH 2 -4-Pyi 


2-EtO 


2-641 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-PrO 


2-642 


3-CF3-PI1 


2-NH 2 -4-Pym 


2, 2-di(Me0) 


2-643 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


2, 2-di(Bt0) 


2-644 


3-CF3-PI1 


2-NH r 4-Pym 


2, 2-OCH 2 CH 2 0- 


2-645 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


2-0xo 


2-646 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-F 


2-647 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-C1 


2-648 


3-CF3-PI1 


2-NH 2 -4-Pym 


2-Br 


2-649 


3-CFj-Ph 


2-NH 2 -4-Pym 


2-1 


2-650 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


2, 2-diF 


2-651 


3-CF3-PI1 


2-NH 2 -4-Pym 


2,2-diCl 


2-652 


3-CFj-Ph 


2-NH 2 -4-Pym 


2, 2-diBr 


2-653 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


3-Me 


2-654 


3-CFg-Ph 


2-NH 2 -4-Pym 


3-Et 


2-655 


3-CF3-P11 


2-NH 2 -4-Pym 


3-Pr 


2-656 


3-CF3-P11 


2-NH 2 -4-Pym 


3, 3-diMe 


2-657 


3-CFs-Ph 


2-NH 2 -4-Pym 


5-Me 


2-658 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


5-Et 


2-659 


3-CF3-PI1 


2-NH 2 -4-Pym 


5-Pr 



WO 03/015781 



84 



PCT/JP02/08276 



2-660 


3-CF 3 -Ph . 


2-NH 2 -4-Pyin 


5, 5-diMe 


2-661 


3-CF 3 -Ph 


2-NH r 4-Pym 


6-Me 


2-662 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


6-Et 


2-663 


3-CF r Ph 


2-NH 2 -4-Pym 


6-Pr 


2-664 


3-CF 3 -Ph 


2-NH r 4-Pym 


6. 6-diMe 


2-665 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


6-0xo 


2-666 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


8-Me 


2-667 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


8-Et 


.2-668 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


8-Pr 


2-669 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


8-Ph 

yj 111 


2-670 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


8a~Me 


2-671 


3-CF 3 -Ph 


2-NH 2 -4-Pyi 


8a-Et 


2-672 


3-CF 3 -Ph 


2-NH 2 -4-Pyi 


8a-Pr 


2-673 


3-CF 3 -Ph 


2-MeNH-4-Pym 


1-Me 


2-674 


3-CF 3 -Ph 


2-MeNH-4-Pym 


1-Et 


2-675 


3-CF 3 -Ph 


2-MeNH-4-Pym 


1-Pr 


2-676 


3-CF 3 -Ph 


2-MeNH-4-Pym 


1 1-diMe 


2-677 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Me 

U lilt/ 


2-678 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Et 


2-679 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Pr 


2-680 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Bu 


2-681 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-AllvI 


2-682 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Ph 


2-683 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Bn 


2-684 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-Phet 


2-685 


3-CFj-Ph 


2-MeNH-4-Pym 


2, 2-diMe 


2-686 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-0H 


2-687 


3-CF 3 -Ph 


2-MeNH-4-Pyi 


2-MeO 


2-688 


3-CF 3 -Ph 


2-MeNH-4-Pyi 


2-EtO 


2-689 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-PrO 


2-690 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2, 2-di (MeO) 


2-691 


3-CF 3 -Ph 


2-MeNH-4-Pyi 


2, 2-di (EtO) 


2-692 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2, 2-OCH 2 CH 2 0- 


2-693 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-0xo 


2-694 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-F 


2-695 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-C1 



WO 03/015781 



PCT/JP02/08276 



85 



2-696 


3-CFj-Ph 


. 2-MeNH-4-Pym 


2-Br 


2-697 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2-1 


2-698 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2,2-diF 


2-699 


3-CFj-Ph 


2-MeNH-4-Pym 


2,2-diCl 


2-700 


3-CF 3 -Ph 


2-MeNH-4-Pym 


2,2-diBr 


2-701 


3-CFj-Ph 


2-MeNH-4-Pym 


3-Me 


2-702 


3-CFj-Ph 


2-MeNH-4-Pym 


3-Et 


2-703 


3-CFj-Ph 


2-MeNH-4-Pym 


3-Pr 


2-704 


3-CFj-Ph 


2-MeNH-4-Pym 


3, 3-diMe 


2-705 


3-CFj-Ph 


2-MeNH-4-Pym 


5-Me 


2-706 


3-CF 3 -Ph 


2-MeNH-4-Pym 


5-Et 


2-707 


3-CF 3 -Ph 


2-MeNH-4-Pym 


5-Pr 


2-708 


• 3-CF 3 -Ph 


2-MeNH-4-Pym 


5, 5-diMe 


2-709 


3-CF 3 -Ph 


2-MeNH-4-Pym 


6-Me 


2-710 


3-CF 3 -Ph 


2-MeNH-4-Pym 


6-Et 


2-711 


3-CF 3 -Ph 


2-MeNH-4-Pyi 


6-Pr 


2-712 


3-CF r Ph 


2-MeNH-4-Pym 


6, 6-diMe 


2-713 


3-CFj-Ph 


2-MeNH-4-Pym 


6-0xo 


2-714 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8-Me 


2-715 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8-Et 


2-716 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8-Pr . 


2-717 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8-Ph 


2-718 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8a-Me 


2-719 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8a-Et 


2-720 


3-CF 3 -Ph 


2-MeNH-4-Pym 


8a-Pr 


2-721 


3,4-diF-Ph 


4-Pyr 


1-Me 


2-722 


3,4-diF-Ph 


4-Pyr 


1-Et 


2-723 


3, 4-diF-Ph 


4-Pyr 


1-Pr 


2-724 


3,4-diF-Ph 


4-Pyr 


1, 1-diMe 


2-725 


3,4-diF-Ph 


4-Pyr 


2-Me 


2-726 


3,4-diF-Ph 


4-Pyr 


2-Et 


2-727 


3,4-diF-Ph 


4-Pyr 


2-Pr 


2-728 


3,4-diF-Ph 


4-Pyr 


2-Bu 


2-729 


3, 4-diF-Ph 


4-Pyr 


2-Allyl 


2-730 


3,4-diF-Ph 


4-Pyr 


2-Ph 


2-731 


3,4-diF-Ph 


4-Pyr 


2-Bn 



WO 03/015781 



PCT/JP02/08276 



86 



2-732 


3,4-diF-Ph 


4-Pyr 


2-Phet 


2-733 


3,4-diF-Ph 


4-Pyr 


2, 2-diMe 


2-734 


3,4-diF-Ph 


4-Pyr 


2-0H 


2-735 


3,4-diF-Ph 


4-Pyr 


2-MeO 


2-736 


3,4-diF-Ph 


4-Pyr 


2-EtO 


2-737 


3,4-diF-Ph 


4-Pyr 


2-PrO 


2-738 


3,4-diF-Ph 


4-Pyr 


2,2-di(Me0) 


2-739 


3,4-diF-Ph 


4-Pyr 


2, 2-di (EtO) 


2-740 


3,4-diF-Ph 


4-Pyr 


2, 2-0CH 2 CH 2 0- 


2-741 


3,4-diF-Ph 


4-Pyr 


2-0xo 


2-742 


3,4-diF-Ph 


4-Pyr 


2-F 


2-743 


3,4-diF-Ph 


4-Pyr 


2-C1 


2-744 


3,4-diF-Ph 


4-Pyr 


2-Br 


2-745 


3,4-diF-Ph 


4-Pyr 


•2-1 


2-746 


3,4-diF-Ph 


4-Pyr 


2,2-diF 


2-747 


• 3,4-diF-Ph 


4-Pyr 


2,2-diCl 


2-748 


3, 4-diF-Ph 


4-Pyr 


2,2-diBr 


2-749 


3,4-diF-Ph 


4-Pyr 


3-Me 


2-750 


3, 4-diF-Ph 


4-Pyr 


3-Et 


2-751 


3, 4-diF-Ph 


4-Pyr 


3-Pr 


2-752 


3,4-diF-Ph 


4-Pyr 


3,3-diMe 


2-753 


3, 4-diF-Ph 


4-Pyr 


5-Me 


2-754 


3, 4-diF-Ph 


4-Pyr 


5-Et 


2-755 


3, 4-diF-Ph 


4-Pyr 


5-Pr 


2-756 


3, 4-diF-Ph 


4-Pyr 


5,5-diMe 


2-757 


3, 4-diF-Ph 


4-Pyr 


6-Me 


2-758 


3, 4-diF-Ph 


4-Pyr 


6-Et 


2-759 


3,4-diF-Ph 


4-Pyr 


6-Pr 


2-760 


3, 4-diF-Ph 


4-Pyr 


6,6-diMe 


2-761 


3,4-diF-Ph 


4-Pyr 


6-0xo 


2-762 


3,4-diF-Ph 


4-Pyr 


8-Me 


2-763 


3,4-diF-Ph 


4-Pyr 


8-Et 


2-764 


3, 4-diF-Ph 


4-Pyr 


8-Pr 


2-765 


3, 4-diF-Ph 


4-Pyr' 


8-Ph 


2-766 


3, 4-diF-Ph 


4-Pyr 


8a-Me 


2-767 


3, 4-diF-Ph 


4-Pyr 


8a-Et 



WO 03/015781 



87 



PCT/JP02/08276 



2-768 


3,4-diF-Ph 


4-Pyr 


8a-Pr 


2-769 


3,4-diF-Ph 


2-NH 2 -4-Pym 


1-Me 


2-770 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


1-Et 


2-771 


3,4-diF-Ph 


2-NH 2 -4-Pym 


1-Pr 


2-772 


3,4-diF-Ph 


2-NH,-4-Pym 


1,1-diMe 


2-773 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2-Me 


2-774 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2-Et 


2-775 


3,4-diF-Ph 


2-NH 2 -4-Pyi 


2-Pr . 


2-776 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2-Bu 


2-777 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-Allyl 


2-778 


3, 4-diF-Ph 


2-NH r 4-Pym 


2-Ph 


2-779 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2-Bn. 


2-780 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2-Phet 


2-781 


3,4-diF-Ph 


2-NH r 4-Pyi 


2, 2-diMe 


2-782 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-0H 


2-783 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2-MeO 


2-784 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-EtO 


2-785 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-PrO 


2-786 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2, 2-di (MeO) 


2-787 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2,2-di(EtO) 


2-788 . 


3, 4-diF-Ph 


2-NH 2 -4-Pyi 


2, 2-0CH 2 CH 2 0- 


2-789 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-0xo 


2-790 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-F 


2-791 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-C1 


2-792 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-Br 


2-793 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


2-1 


2-794 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2,2-diF 


2-795 


3, 4-diF-Ph 


2-NH 2 -4-Pyi 


2,2-diCl 


2-796 


3,4-diF-Ph 


2-NH 2 -4-Pym 


2,2-diBr 


2-797 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


3-Me 


2-798 


3,4-diF-Ph 


2-NH 2 -4-Pym 


3-Et 


2-799 


3,4-diF-Ph 


2-NH 2 -4-Pym 


3-Pr 


2-800 


3,4-diF-Ph 


2-NH 2 -4-Pym 


3,3-diMe 


2-801 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


5-Me 


2-802 


3,4-diF-Ph 


2-NH 2 -4-Pym 


5-Et 


2-803 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


5-Pr 



WO 03/015781 



88 



PCT/JP02/08276 



2-804 


3,4-diF-Ph 


2-NH 2 -4-Pym 


5, 5-diMe 


2-805 


3,4-diF-Ph 


2-NH 2 -4-Pym 


6-Me 


2-806 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


6-Et 


2-807 


3,4-diF-Ph 


2-NH 2 -4-Pym 


6-Pr 


2-808 


3,4-diF-Ph 


2-NH 2 -4-Pym 


6, 6-diMe 


2-809 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


6-0xo 


2-810 


3, 4-diF-Ph 


2-NH r 4-Pym 


8-Me 


2-811 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


8-Et 


2-812 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


8-Pr 


2-813 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


8-Ph 


2-814 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


8a-Me 


2-815 


3,4-diF-Ph 


2-NH 2 -4-Pym 


8a-Et 


2-816 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


8a-Pr 


2-817 


3, 4-diF-Ph 


2-MeNH-4-Pym 


1-Me 


2-818 


3, 4-diF-Ph 


2-MeNH-4-Pym 


1-Et 


2-819 


3,4-diF-Ph 


2-MeNH-4-Pym 


1-Pr 


2-820 


3, 4-diF-Ph 


2-MeNH-4-Pym 


1,1-diMe 


2-821 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Me 


2-822 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-Et 


2-823 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-Pr 


2-824 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-Bu 


2-825 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Allyl 


2-826 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Ph 


2-827 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Bn 


2-828 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Phet 


2-829 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2, 2-diMe 


2-830 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-0H 


2-831 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-Me0 


2-832 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-EtO 


2-833 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-PrO 


2-834 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2, 2-di (MeO) 


2-835 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2, 2-di (EtO) 


2-836 


3,4-diF-Ph 


2-MeNH-4-Pym 


2, 2-0CH 2 CH 2 0- 


2-837 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Oxo 


2-838 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-F 


2-839 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-C1 



WO 03/015781 



PCT/JP02/08276 



89 



2-840 


3,4-diF-Ph 


2-MeNH-4-Pym 


2-Br 


2-841 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2-1 


2-842 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2,2-diF 


2-843 


3, 4-diF-Ph 


2-MeNH-4-Pym 


2,2-diCl 


2-844 


3,4-diF-Ph 


2-MeNH-4-Pym 


2,2-diBr 


2-845 


3, 4-diF-Ph 


2-MeNH-4-Pym 


3-Me 


2-846 


3,4-diF-Ph 


2-MeNH-4-Pym 


3-Et 


2-847 


3, 4-diF-Ph 


2-MeNH-4-Pym 


3-Pr 


2-848 


3,4-diF-Ph 


2-MeNH-4-Pym 


3, 3-d i Me 


2-849 


3, 4-diF-Ph 


2-MeNH-4-Pym 


5-Me 


2-850 


3,4-diF-Ph 


2-MeNH-4-Pym 


5-Et 


2-851 


3,4-diF-Ph 


,2-MeNH-4-Pym 


5-Pr 


2-852 


3,4-diF-Ph 


2-MeNH-4-Pym 


5, 5-diMe 


2-853 


3,4-diF-Ph 


2-MeNH-4-Pym 


6-Me 


2-854 


3, 4-diF-Ph 


2-MeNH-4-Pym 


6-Et 


2-855 


3, 4-diF-Ph 


2-MeNH-4-Pym 


6-Pr 


2-856 


3, 4-diF-Ph 


2-MeNH-4-Pym 


6, 6-diMe 


2-857 


3, 4-diF-Ph 


2-MeNH-4-Pym 


6-0xo 


2-858 


3,4-diF-Ph 


2-MeNH-4-Pym 


8-Me 


2-859 


3, 4-diF-Ph 


2-MeNH-4-Pym 


8-Et 


2-860 


3,4-diF-Ph 


2-MeNH-4-Pym 


8-Pr 


2-861 


3,4-diF-Ph 


2-MeNH-4-Pym 


8-Ph 


2-862 


3,4-diF-Ph 


2-MeNH-4-Pyi 


8a-Me 


2-863 


3, 4-diF-Ph 


2-MeNH-4-Pym 


8a-Et 


2-864 


3, 4-diF-Ph 


2-MeNH-4-Pym 


8a-Pr 


2-865 


4-F-Ph 


2-MeO-4-Pyr 


2-0H 


2-866 


4-F-Ph 


2-MeO-4-Pyr 


2-MeO 


2-867 


4-F-Ph 


2-Me0-4-Pyr 


2-Ph 


2-868 


4-F-Ph 


2-Me0-4-Pyr 


8-Me 


2-869 


4-F-Ph 


2-Me0-4-Pyr 


2-F 


2-870 


4-F-Ph 


2-Me0-4-Pyr 


2-C1 


2-871 


4-F-Ph 


2-MeO-4-Pyr 


2-Br 


2-872 


4-F-Ph 


2-Me0-4-Pyr 


2, 2-diF 


2-873 


4-F-Ph 


2-MeO-4-Pyr 


2, 2-diCl 


2-874 


4-F-Ph 


2-NH 2 -4-Pyr 


2-0H 


2-875 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Me0 



WO 03/015781 



PCT/JP02/08276 



90 



2-876 


4-F-Ph 


2-NH 2 -4-Pyr 


2-Ph 


2-877 


4-F-Ph 


2-NH 2 -4-Pyr 


8-Me 


2-878 


4-F-Ph 


2-NH r 4-Pyr 


2-F 


2-879 


4-F-Ph 


2-NH r 4-Pyr 


2-C1 


2-880 


4-F-Ph 


2-NH r 4-Pyr 


2-Br 


2-881 


4-F-Ph 


2-NH 2 -4-Pyr 


2, 2-diF 


2-882 


4-F-Ph 


2-NHj-4-Pyr 


2, 2-diCl 


2-883 


4-F-Ph 


2-MeNH-4-Pyr 


2-OH 


2-884 


4-F-Ph 


2-MeNH-4-Pyr 


2-MeO 


2-885 


4-F-Ph 


2-MeNH-4-Pyr 


2-Ph 


2-886 


4-F-Ph 


2-MeNH-4-Pyr 


8-Me 


2-887 


4-F-Ph 


2-MeNH-4-Pyr 


2-F 


2-888 


4-F-Ph 


2-MeNH-4-Pyr 


2-C1 


2-889 


4-F-Ph 


2-MeNH-4-Pyr 


2-Br 


2-890 


4-F-Ph 


2-MeNH-4-Pyr 


2, 2-diF 


2-891 


4-F-Ph 


2-MeNH-4-Pyr 


2, 2-diCl 


2-892 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2-OH 


2-893 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2-MeO 


2-894 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2-Ph 


2-895 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


8-Me 


2-896 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2-F 


2-897 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2-C1 


2-898 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2-Br 


2-899 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2, 2-diF 


2-900 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


2,2-diCl 


2-901 


4-F-Ph 


2-BnNH-4-Pyr 


2-OH 


2-902 


4-F-Ph 


2-BnNH-4-Pyr 


2-MeO 


2-903 


4-F-Ph 


2-BnNH-4-Pyr 


2-Ph 


2-904 


4-F-Ph 


2-BnNH-4-Pyr 


8-Me 


2-905 


4-F-Ph 


2-BnNH-4-Pyr 


2-F 


2-906 


4-F-Ph 


2-BnNH-4-Pyr 


2-CI 


2-907 


4-F-Ph 


2-BnNH-4-Pyr 


2-Br 


2-908 


4-F-Ph 


2-BnNH-4-Pyr 


2, 2-diF 


2-909 


4-F-Ph 


2-BnNH-4-Pyr 


2,2-diCl 


2-910 


4-F-Ph 


4-Pym 


2-OH 


2-911 


4-F-Ph 


4-Pym 


2-MeO 



WO 03/015781 



2- 


-912 


4-F-Ph 


2- 


-913 


4-F-Ph 


2- 


-914 


4-F-Ph 


2- 


-915 


4-F-Ph 


2- 


-916 


4-F-Ph 


2- 


-917 


4-F-Ph 


2- 


-918 


4-F-Ph 


2- 


-919 


4-F-Ph 


2- 


-920 


4-F-Ph 


2- 


-921 


' 4-F-Ph 


2- 


-922 


4-F-Ph 


2- 


-923 


4-F-Ph 


2- 


-924 


4-F-Ph 


2- 


-925 


4-F-Ph 


2- 


-926 


4-F-Ph 


2- 


-927 


4-F-Ph 


2- 


-928 


4-F-Ph 


2- 


-929 


4-F-Ph 


2- 


-930 


4-F-Ph 


2- 


-931 


4-F-Ph 


2- 


-932 


4-F-Ph 


2- 


-933 


4-F-Ph 


2- 


-934 


4-F-Ph 


2- 


-935 


4-F-Ph 


2- 


-936 


4-F-Ph 


2- 


-937 


4-F-Ph 


2- 


-938 


4-F-Ph 


2- 


-939 


4-F-Ph 


2- 


-940 


4-F-Ph 


2- 


-941 


4-F-Ph 


2- 


-942 


4-F-Ph 


2- 


-943 


4-F-Ph 


2- 


•944 


4-F-Ph 


2- 


-945 


4-F-Ph 


2- 


-946 


Ph 


2- 


-947 


Ph 



PCT/JP02/08276 

91 



4-Pym 


2-Ph 


4-Pym 


8-Me 


4-Pym 


2-F 


4-Pym 


2-C1 


4-Pym , . 


2-Br 


4-Pym 


2, 2-diF 


4-Pym 


•2, 2-diCl 


2-MeO-4-Pym 


2-0H- 


2-MeO-4-Pym 


2-MeO 


2-MeO-4-Pym 


2-Ph 


2-MeO-4-Pym 


8-Me 


2-MeO-4-Pym 


2-F 


2-MeO-4-Pym 


2-C1 


2-MeO-4-Pym 


2-Br 


2-MeO-4-Pym 


2, 2-diF 


2-MeO-4-Pym 


2, 2-diCl 


2-(a-Me-BnNH)-4-Pym 


2-OH 


2-(a-Me-BnNH)-4-Pym 


2-MeO 


2-(a-Me-BnNH)-4-Pym 


2-Ph 


2-(o-Me-BnNH)-4-Pym 


8-Me 


2-(a-Me-BnNH)-4-Pym 


2-F • 


2-(a-Me-BnNH)-4-Pym 


2-C1 


2-(a-Me-BnNH)-4-Pym 


2-Br 


2-(a-Me-BnNH)-4-Pym 


2, 2-diF 


2-(a-Me-BnNH)-4-Pym 


2, 2-diCl 


2-BnNH-4-Pym 


2-OH 


2-BnNH-4-Pym 


2-MeO 


2-BnNH-4-Pym 


2-Ph 


2-BnNH-4-Pym 


8-Me 


2-BnNH-4-Pym 


2-F 


2-BnNH-4-Pym 


2-C1 


2-BnNH-4-Pym 


2-Br 


2-BnNH-4-Pym 


2, 2-diF 


2-BnNH-4-Pym 


2,2-diCl 


4-Pyr 


6,6-(CH 2 ) r 


2-NH 2 -4-Pym 


6,6-(CH 2 ) r 



WO 03/015781 



PCT/JP02/08276 



92 



2-948 


Ph 


2-MeNH-4-Pym . 


6,6-(CH,),- 


2-949 


3-F-Ph 


4-Pyr 


6, 6-(CH 2 ) 2 - 


2-950 


3-F-Ph 


2-NH 2 -4-Pym 


6, 6-(CH,) s - 


2-951 


3-F-Ph 


2-MeNH-4-Pym 


6, 6-(CH 2 ) 


2-952 


4-F-Ph 


4-Pyr 


6, 6-(CH,) ,- 


2-953 


4-F-Ph 


2-NH 2 -4-Pym 


6, 6-(CE>),- 


2-954 


4-F-Ph 


2-MeNH-4-Pym 


6, 6-(CE,) o- 


2-955 


3-Cl-Ph 


4-Pyr 


6 6-(CHo),- 

w> «■» WHO/ » 


2-956 


3-Cl-Ph 


2-NH r 4-Pym 


6, 6-(CH,),- 


2-957 


3-Cl-Ph 


2-MeNH-4-Pym 


6, 6-(CHJ 


2-958 


3-CF 3 -Ph 


4-Pyr 


6, 6-(CHo) 


2-959 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


6, 6- (CH 2 ) 2 - 


2-960 


3-CFj-Ph 


2-MeNH-4-Pym 


6, 6- (CIO 


2-961 


3, 4-diF-Ph 


4-Pyr 


6, 6-(CE,) 


2-962 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


6, 6- (CH,) 


2-963 


3,4-diF-Ph 


2-MeNH-4-Pym 


6, 6-(CE>) 


2-964 


Ph 


4-Pyr 


6, 6-diF 


2-965 


Ph 


2-NH 2 -4-Pym 


6, 6-diF 


2-966 


Ph 


2-MeNH-4-Pym 


6, 6-diF 


2-967 


3-F-Ph 


4-Pyr 


6, 6-diF 


2-968 


3-F-Ph 


2-NH 2 -4-Pym 


6, 6-diF 


2-969 


3-F-Ph 


2-MeNH-4-Pym 


6, 6-diF 


2-970 


4-F-Ph 


4-Pyr 


6, 6-diF 


2-971 


4-F-Ph 


2-NH 2 -4-Pym 


6, 6-diF 


2-972 


4-F-Ph 


2-MeNH-4-Pym 


6, 6-diF 


2-973 


3-Cl-Ph 


4-Pyr 


6, 6-diF 


2-974 


3-Cl-Ph 


2-NH 2 -4-Pym 


6, 6-diF 


2-975 


3-Cl-Ph 


2-MeNH-4-Pym 


6, 6-diF 


2-976 


3-CF 3 -Ph 


4-Pyr 


6 6-diF 

My V UU 


2-977 


3-CFj-Ph 


2-NH,-4-Pvm 


\Jy \J Mil 


2-978 


3-CFj-Ph 


2-MeNH-4-Pym 


6, 6-diF 


2-979 


3,4-diF-Ph 


4-Pyr 


6, 6-diF 


2-980 


3,4-diF-Ph. 


. 2-NH 2 -4-Pym 


6, 6-diF 


2-981 


3,4-diF-Ph 


2-MeNH-4-Pym 


6, 6-diF 


2-982 


4-F-Ph 


4-Pyr 


2->CH 2 


2-983 


4-F-Ph 


4-Pyr 


2->CHMe 



WO 03/015781 



PCT/JP02/08276 



93 



2-984 


4-F-Ph 


4-Pyr 


2->CHEt 


2-985 


4-F-Ph 


4-HPyr 


2->CHPr 


2-986 


4-F-Ph 


4-Pyr 


2->C(Me) 2 


2-987 


4-F-Ph 


4-Pyr 


2->CHPh 


2-988 


4-F-Ph 


4-Pyr . 


2,2-diPh 


2-989 


4-F-Ph 


4-Pyr 


2,2-0(CH 2 ) 3 0- 


2-990 


4-F-Ph 


4-Pyr 


2,2-0CH 2 C(Me) 2 CH 2 0- 


2-991 


4-F-Ph 


4-Pyr- 


2,2*" (GH2) 2~ 


2-992 


4-F-Ph 


4-Pyr 


2,2-(CH 2 ) 3 - 


2-993 


4-F-Ph 


4-Pyr 


2,2-(CH 2 ) 4 - 


2-994 


4-F-Ph 


4-Pyr 


2,2-(CH 2 ) 5 - 


2-995 


4-F-Ph 


4-Pyr 


2-MeS 


2-996 


4-F-Ph 


4-Pyr 


2-EtS 


2-997 


4-F-Ph 


4-Pyr 


2-PrS 


2-998 


4-F-Ph 


4-Pyr 


2-BuS 


2-999 


4-F-Ph 


4-Pyr 


2-MeS0 2 


2-1000 


4-F-Ph 


4-Pyr 


2-PhO 


2-1001 


4-Cl-Ph 


4-Pyr 


1-Me 


2-1002 


4-Cl-Ph 


4-Pyr 


1-Et 


2-1003 


4-Cl-Ph 


4-Pyr 


1-Pr 


2-1004 


4-Cl-Ph 


4-Pyr 


1,1-diMe 


2-1005 


4-Cl-Ph 


4-Pyr 


2-Me 


2-1006 


4-Cl-Ph 


4-Pyr 


2-Et 


2-1007 


4-Cl-Ph 


4-Pyr 


2-Pr 


2-1008 


4-Cl-Ph 


4-Pyr 


2-Bu 


2-1009 


4-Cl-Ph 


4-Pyr 


2-Allyl 


2-1010 


4-Cl-Ph 


4-Pyr 


2-Ph 


2-1011 


4-CI-Ph 


4-Pyr 


2-Bn 


2-1012 


4-Cl-Ph 


4-Pyr 


2-Phet 


2-1013 


4-Cl-Ph 


4-Pyr 


2,2-diMe 


2-1014 


4-Cl-Ph 


4-Pyr 


2-OH 


2-1015 


4-Cl-Ph 


4-Pyr 


2-MeO 


2-1016 


4-Cl-Ph 


4-Pyr 


2-EtO 


2-1017 


4-Cl-Ph 


4-Pyr 


2-PrO 


2-1018 


4-Cl-Ph 


4-Pyr 


2, 2-di (MeO) 


2-1019 


4-Cl-Ph 


4-Pyr 


2, 2-di (EtO) 



WO 03/015781 



94 



PCT/JP02/08276 



2-1020 


4-Cl-Ph 


4-Pyr 


2, 2-OCH 2 CH 2 0- 


2-1021 


4-Cl-Ph 


4-Pyr 


2-0xo 


2-1022 


4-Cl-Ph 


4-Pyr 


2-F 


2-1023 


4-Cl-Ph 


4-Pyr 


2-C1 


2-1024 


4-Cl-Ph 


4-Pyr 


2-Br 


2-1025 


4-Cl-Ph 


4-Pyr 


2-1 


2-1026 


4-Cl-Ph 


4-Pyr 


2, 2-diF 


2-1027 


4-Cl-Ph 


4-Pyr 


2, 2-diCl 


2-1028 


4-Cl-Ph 


4-Pyr 


2,2-diBr 


2-1029 


4-Cl-Ph 


4^Pyr 


3-Me 


2-1030 


4-Cl-Ph 


4-Pyr 


3-Et 


2-1031 


4-Cl-Ph 


4-Pyr 


3-Pr 


2-1032 


4-Cl-Ph 


4-Pyr 


3, 3-d iMe 


2-1033 


4-Cl-Ph 


4-Pyr 


5-Me 


2-1034 


4-Cl-Ph 


4-Pyr 


5-Et 


2-1035 


4-Cl-Ph 


4-Pyr 


5-Pr 


2-1036 


4-Cl-Ph 


4-Pyr 


5, 5-diMe 


2-1037 


4-Cl-Ph 


4-Pyr 


6-Me 


2-1038 


4-Cl-Ph 


4-Pyr 


6-Et 


2-1039 


4-Cl-Ph 


4-Pyr 


6-Pr 


2-1040 


4-Cl-Ph 


4-Pyr 


6, 6-diMe 


2-1041 


4-Cl-Ph 


4-Pyr 


6-0xo 


2-1042 


4-Cl-Ph 


4-Pyr 


8-Me 


2-1043 


4-Cl-Ph 


4-Pyr 


8-Et 


2-1044 


4-Cl-Ph 


4-Pyr 


8-Pr 


2-1045 


4-Cl-Ph 


4-Pyr 


8-Ph 


2-1046 


4-Cl-Ph 


4-Pyr 


8a-Me 


2-1047 


4-Cl-Ph 


4-Pyr 


8a-Et 


2-1048 


4-Cl-Ph 


4-Pyr 


8a-Pr 


2-1049 


4-Cl-Ph 


4-Pyr 


6,6- (CH 2 ) 2 - 


2-1050 


4-Cl-Ph 


4-Pyr 


6,6-diF 


2-1051 


4-Cl-Ph 


4-Pyr 


2->CH 2 


2-1052 


4-Cl-Ph 


4-Pyr 


2->CHMe 


2-1053 


4-Cl-Ph 


4-Pyr 


2->CHEt 


2-1054 


4-Cl-Ph 


4-Pyr 


2->CHPr 


2-1055 


4-Cl-Ph 


4-Pyr 


2->C(Me) 2 



WO 03/015781 



PCT/JP02/08276 



95 



2-1056 


4-Cl-Ph 


4-Pyr 


2->CHPh 


2-1057 


4-Cl-Ph 


4-Pyr 


2, 2-diPh 


2-1058 


4-Cl-Ph 


4-Pyr 


2,2-0(CH 2 ) 30- 


2-1059 


4-Cl-Ph 


4-Pyr 


2,2-0CH 2 C(Me) 2 CH 2 0- 


2-1060 


4-Cl-Ph 


4-Pyr 


2, 2-(CH 2 ) 2 - 


2-1061 


4-Cl-Ph 


4-Pyr 


2,2-(CH 2 ) 3 - 


2-1062 


4-Cl-Ph 


4-Pyr 


2,2-(CH 2 ) 4 - 


2-1063 


4-Cl-Ph 


4-Pyr .. 


2,2-(CH 2 ) 5 - 


2-1064 


4-Cl-Ph 


4-Pyr 


2-MeS 


2-1065 


4-Cl-Ph 


4-Pyr 


2-EtS 


2-1066 


4-Cl-Ph 


4-Pyr 


2-PrS 


2-1067 


4-Cl-Ph 


4-Pyr 


2-BuS 


2-1068 


4-Cl-Ph 


4-Pyr 


2-MeS0 2 


2-1069 


4-Cl-Ph 


4-Pyr 


2-PhO 


2-1070 


4-F-Ph 


• 4-Pyr 


2-(4-MeO-Ph) 


2-1071 


4-F-Ph 


4-Pyr 


2-(4-Me-Ph) 


2-1072 


4-F-Ph 


4-Pyr 


2- (4-F-Ph) 


2-1073 


4-F-Ph 


4-Pyr 


2-(4-CF 3 -Ph) 


2-1074 


4-F-Ph 


4-Pyr 


2- (4-Cl-Ph) 


2-1075 


4-F-Ph 


4-Pyr 


2-(2,4-diF-Ph) 


2-1076 


3-CF 3 -Ph 


4-Pyr 


2-(4-MeO-Ph) 


2-1077 


3-CF 3 -Ph 


4-Pyr 


2-(4-Me-Ph) 


2-1078 


3-CF 3 -Ph 


4-Pyr 


2- (4-F-Ph) 


2-1079 


3-CF 3 -Ph 


4-Pyr 


2-(4-CF 3 -Ph) 


2-1080 


3-CFj-Ph 


4-Pyr 


2-(4-Cl-Ph) 


2-1081 


3-CF 3 -Ph 


4-Pyr 


2-(2,4-diF-Ph) 



% 3 




WO 03/015781 



PCT/JP02/08276 



96 



m n 

■ 


R 1 


R 2 


R 5 


3-1 


Ph 


4-Pyr 


1-Me 


3-2 


Ph 


4-Pyr 


1-Et 


3-3 


Ph 


4-Pyr 


1-Pr 


3-4 


Ph 


4-Pyr 


1, 1-diMe 


3-5 


Ph 


4-Pyr 


2-Me 


3-6 


Ph 


4-Pyr 


2-Et 


3-7 


Ph 


4-Pyr 


2-Pr 


3-8 


Ph 


4-Pyr 


2-Bu 


3-9 


Ph 


4-Pyr 


2-Allyl 


3-10 


Ph 


4-Pyr 


2-Ph 


3-11 


Ph 


4-Pyr 


2-Bn 


3-12 


Ph 


4-Pyr 


2-Phet 


3-13 


Ph 


4-Pyr 


2,2-diMe 


3-14 


Ph 


4-Pyr 


2-OH 


3-15 


Ph 


4-Pyr 


2-MeO 


3-16 


Ph 


4-Pyr 


2-EtO 


3-17 


Ph 


4-Pyr 


2-PrO 


3-18 


Ph 


4-Pyr 


2, 2-di (MeO) 


3-19 


Ph 


4-Pyr 


2, 2-di (EtO) 


3-20 


Ph 


4-Pyr 


2, 2-0CH 2 CH 2 0- 


3-21 


Ph 


4-Pyr 


2-Oxo 


3-22 


Ph 


4 a Pyr 


2-F 


3-23 


Ph 


4-Pyr 


2-C1 


3-24 


Ph 


4-Pyr 


2-Br 


3-25 


Ph 


4-Pyr 


2-1 


3-26 


Ph 


4-Pyr 


2,2-diF 


3-27 


Ph 


4-Pyr 


2, 2-diCl 


3-28 


Ph 


4-Pyr 


2, 2-diBr 


3-29 


Ph 


4-Pyr 


3-Me 


3-30 


Ph 


4-Pyr 


3-Et 


3-31 


Ph 


4-Pyr 


3-Pr 


3-32 


Ph 


4-Pyr 


3, 3-diMe 


3-33 


Ph 


4-Pyr 


5-Me 



WO 03/015781 



PCT/JP02/08276 



97 



3-34 


Ph 


4-Pyr 


5-Et 


3-35 


Ph 


4-Pyr 


5-Pr 


3-36 


Ph 


4-Pyr 


5, 5-diMe 


3-37 


Ph 


4-Pyr 


6-Me 


3-38 


Ph 


4-Pyr 


6-Et 


3-39 


Ph 


4-Pyr 


6-Pr 


3-40 


Ph 


4-Pyr 


6,6-diMe 


3-41 


Ph 


4-Pyr 


6-Oxo 


3-42 


Ph 


4-Pyr 


8a-Me 


3-43 


Ph 


4-Pyr 


8a-Et 


3-44 


Ph 


4-Pyr 


8a-Pr 


3-45 


3-F-Ph 


4-Pyr 


1-Me 


3-46 


3-F-Ph 


4-Pyr 


1-Et 


3-47 


3-F-Ph 


4-Pyr 


1-Pr 


3-48 


• 3-F-Ph 


4-Pyr 


1,1-diMe 


3-49 


3-F-Ph 


4-Pyr 


2-Me 


3-50 


3-F-Ph 


4-Pyr 


2-Et 


3-51 


3-F-Ph 


4-Pyr 


2-Pr 


3-52 


3-F-Ph 


4-Pyr 


2-Bu 


3-53 


3-F-Ph 


4-Pyr 


2-Allyl 


3-54 


3-F-Ph 


4-Pyr 


2-Ph 


3-55 


3-F-Ph 


4-Pyr 


2-Bn 


3-56 


3-F-Ph 


4-Pyr 


2-Phet 


3-57 


3-F-Ph 


4-Pyr 


2, 2-diMe 


3-58 


3-F-Ph 


4-Pyr 


2-OH 


3-59 


3-F-Ph 


4-Pyr 


2-MeO 


3-60 


3-F-Ph 


4-Pyr 


2-EtO 


3-61 


3-F-Ph 


4-Pyr 


2-PrO 


3-62 


3-F-Ph 


4-Pyr 


2, 2-di (MeO) 


3-63 


3-F-Ph 


4-Pyr 


2, 2-di (EtO) 


3-64 


3-F-Ph 


4-Pyr 


2, 2-OCH,CHjO- 


3-65 


3-F-Ph 


4-Pyr 


2-Oxo 


3-66 


3-F-Ph 


4-Pyr 


2-F 


3-67 


3-F-Ph 


4-Pyr 


2-C1 


3-68 


3-F-Ph 


4-Pyr 


2-Br 


3-69 


3-F-Ph 


4-Pyr 


2-1 



WO 03/015781 



PCT/JP02/08276 



98 



3-70 


3-F-Ph 


4-Pyr 


2,2-diF 


3-71 


3-F-Ph 


4-Pyr 


2, 2-diCl 


3-72 


3-F-Ph 


4-Pyr 


2, 2-diBr 


3-73 


3-F-Ph 


4-Pyr 


3-Me 


3-74 


3-F-Ph 


4-Pyr 


3-Et 


3-75 


3-F-Ph 


4-Pyr 


3-Pr 


3-76 


3-F-Ph 


4-Pyr 


3 3-d i Me 

U) %J U 1 111 I* 


3-77 


3-F-Ph 


4-Pyr 


5-Me 


3-78 


3-F-Ph 


4-Pyr 


5-Et 


3-79 


3-F-Ph 


4-Pyr 


5-Pr 


3-80 


3-F-Ph 


4-Pyr 


5, 5-diMe 


3-81 


3-F-Ph 


4-Pyr 


6-Me 


3-82 


3-F-Ph 


4-Pyr 


6-Et 


3-83 


3-F-Ph 


4-Pyr 


6-Pr 


3-84 


3-F-Ph 


4-Pyr 


6, 6-diMe 

v» y w U I ILL w 


3-85 


3-F-Ph 


4-Pyr 


6-0xo 


3-86 


3-F-Ph 


4-Pyr 


8a-Me 


3-87 


3-F-Ph 


4-Pyr 


8a-Et 


3-88 


3-F-Ph 


4-Pyr 


8a-Pr 


3-89 


4-F-Ph 


4-Pyr 


1-Me 


3-90 


4-F-Ph 


4-Pyr 


1-Et 


3-91 


4-F-Ph 


4-Pyr 


1-Pr 


3-92 


4-F-Ph 


4-Pyr 


1, 1-diMe 


3-93 


4-F-Ph 


4-Pyr 


2-Me 


3-94 


4-F-Ph 


4-Pyr 


2-Et 


3-95 


4-F-Ph 


4-Pyr 


2-Pr 


3-96 


4-F-Ph 


4-Pyr 


2-Bu 


3-97 


4-F-Ph 


4-Pyr 


2-Allyl 


3-98 


4-F-Ph 


4-Pyr 


2-Ph 


3-99 


4-F-Ph 


4-Pvr 

*X 1 jl 


9-Rn 


3-100 


4-F-Ph 


4-Pyr 


2-Phet 


3-101 


4-F-Ph 


4-Pyr 


2, 2-diMe 


3-102 


4-F-Ph 


4-Pyr 


2-0H 


3-103 


4-F-Ph 


4-Pyr 


2-MeO 


3-104 


4-F-Ph 


4-Pyr 


2-EtO 


3-105 


4-F-Ph 


4-Pyr 


2-PrO 



WO 03/015781 



PCT/JP02/08276 



99 



3-106 


4-F-Ph 


4-Pyr 


2,2-di(MeO) 


3-107 


4-F-Ph 


4-Pyr 


2, 2-di (EtO) 


3-108 


4-F-Ph 


4-Pyr 


2, 2-OCH 2 CH 2 0- 


3-109 


4-F-Ph 


4-Pyr 


2-Oxo 


3-110 


4-F-Ph 


4-Pyr 


2-F 


3-111 


4-F-Ph 


4-Pyr 


2-C1 


3-112 


4-F-Ph 


4-Pyr 


2-Br 


3-113 


4-F-Ph 


4-Pyr 


2-1 


3-114 


4-F-Ph 


4-Pyr 


2,2-diF 


3-115 


4-F-Ph 


4-Pyr 


2,2-diCl 


3-116 


4-F-Ph 


4-Pyr 


2,2-diBr 


3-117 


4-F-Ph 


4-Pyr 


3-Me 


3-118 


4-F-Ph 


4-Pyr 


3-Et 


3-119 


4-F-Ph 


4-Pyr 


3-Pr 


3-120 


4-F-Ph 


4-Pyr 


3, 3-diMe 


3-121 


4-F-Ph 


4-Pyr 


5-Me 


3-122 


4-F-Ph 


4-Pyr 


5-Bt 


3-123 


4-F-Ph 


4-Pyr 


5-Pr 


3-124 


4-F-Ph 


4-Pyr 


5, 5-diMe 


3-125 


4-F-Ph 


4-Pyr 


6-Me 


3-126 


4-F-Ph 


4-Pyr 


6-Et 


3-127 


4-F-Ph 


4-Pyr 


6-Pr 


3-128 


4-F-Ph 


4-Pyr 


6, 6-diMe 


3-129 


4-F-Ph 


4-Pyr 


6-Oxo 


3-130 


4-F-Ph 


4-Pyr 


8a-Me 


3-131 


4-F-Ph 


4-Pyr 


8a-Et 


3-132 


4-F-Ph 


4-Pyr 


8a-Pr 


3-133 


3-Cl-Ph 


4-Pyr 


1-Me 


3-134 


3-Cl-Ph 


4-Pyr 


1-Et 


3-135 


3-Cl-Ph 


4-Pyr 


1-Pr 


3-136 


3-Cl-Ph 


4-Pyr 


1,1-diMe 


3-137 


3-Cl-Ph 


4-Pyr 


2-Me 


3-138 


3-Cl-Ph 


4-Pyr 


2-Et 


3-139 


3-Cl-Ph 


4-Pyr 


2-Pr 


3-140 


3-Cl-Ph 


4-Pyr 


2-Bu 


3-141 


3-Cl-Ph 


4-Pyr 


2-Allyl 



WO 03/015781 



PCT/JP02/08276 



100 



3-142 3-Cl-Ph 


4-Pyr 


2-Ph 


3-143 3-Cl-Ph 


4-Pyr 


2-Bn 


3-144 3-Cl-Ph 


4-Pyr 


2-Phet 


3-145 3-Cl-Ph 


4-Pyr 


2, 2-diMe 


3-146 3-Cl-Ph 


4-Pyr 


2-0H 


3-147 3-Cl-Ph 


4-Pyr 


2-MeO 


3-148 3-Cl-Ph 


4-Pyr 


2-EtO 


3-149 3-Cl-Ph 


4-Pyr 


2-PrO 


3-150 3-Cl-Ph 


4-Pyr 


2, 2-di (MeO) 


3-151 3-Cl-Ph 


4-Pyr 


2, 2-di (EtO) 


3-152 3-Cl-Ph 


4-Pyr 


2, 2-0CH 2 CH 2 0 


3-153 3-Cl-Ph 


4-Pyr 


2-Oxo 


3-154 3-Cl-Ph 


4-Pyr 


2-F 


3-155 3-Cl-Ph 


4-Pyr 


2-C1 


3-156 3-Cl-Ph 


4-Pyr 


2-Br 


3-157 3-Cl-Ph 


4-Pyr 


2-1 


3-158 3-Cl-Ph 


4-Pyr 


2, 2-diF 


3-159 3-Cl-Ph 


4-Pyr 


2, 2-diCl 


3-160 3-Cl-Ph 


4-Pyr 


2, 2-diBr 


3-161 3-Cl-Ph 


4-Pyr 


3-Me 


3-162 3-Cl-Ph 


4-Pyr 


3-Et 


3-163 3-Cl-Ph 


4-Pyr 


3-Pr 


3-164 3-Cl-Ph 


4-Pyr 


3, 3-diMe 


3-165 3-Cl-Ph 


4-Pyr 


5-Me 


3-166 3-Cl-Ph 


4-Pyr 


5-Et 


3-167 3-Cl-Ph 


4-Pyr 


5-Pr 


3-168 3-Cl-Ph 


• 4-Pyr 


5, 5-diMe 


3-169 3-Cl-Ph 


4-Pyr 


6-Me 


3-170 3-Cl-Ph 


4-Pyr 


6-Et 


3-171 3-Cl-Ph 


4-Pyr 


6-Pr 


3-172 3-Cl-Ph 


4-Pyr 


6, 6-diMe 


3-173 3-CI-Ph 


4-Pyr 


6-0xo 


3-174 3-Cl-Ph 


4-Pyr 


8a-Me 


3-175 3-Cl-Ph 


4-Pyr 


8a-Et 


3-176 3-Cl-Ph 


4-Pyr 


8a-Pr 


3-177 3-CFj-Ph 


4-Pyr 


1-Me 



WO 03/015781 



PCT/JP02/08276 



101 



3-178 


3-CFj-Ph 


4-Pyr 


1-Et 


3-179 


3-CFj-Ph 


4-Pyr 


1-Pr 


3-180 


3-CF 3 -Ph 


4-Pyr 


1, 1-diMe 


3-181 


3-CF 3 -Ph 


4-Pyr 


2-Me 


3-182 


3-CFj-Ph 


4-Pyr 


2-Et 


3-183 


3-CF 3 -Ph 


4-Pyr 


2-Pr 


3-184 


3-CFj-Ph 


4-Pyr 


2-Bu 


3-185 


3-CF 3 -Ph 


4-Pyr 


2-Allyl 


3-186 


3-CF 3 -Ph 


4-Pyr 


2-Ph 


3-187 


3-CF 3 -Ph 


4-Pyr 


2-Bn 


3-188 


3-CF 3 -Ph 


4-Pyr 


2-Phet 


3-189 


3-CF 3 -Ph 


4-Pyr 


2, 2-diMe 


3-190 


3-CF 3 -Ph 


4-Pyr 


2-0H 


3-191 


3-CF 3 -Ph 


4-Pyr 


2-Me0 


3-192 


3-CF 3 -Ph 


4-Pyr 


2-Et0 


3-193 


3-CF 3 -Ph 


4-Pyr 


2-Pr0 


3-194 


3-CF 3 -Ph 


4-Pyr 


2, 2-di (MeO) 


3-195 


3-CF 3 -Ph 


4-Pyr 


2, 2-di (EtO) 


3-196 


3-CF 3 -Ph 


4-Pyr 


2, 2-0CH 2 CH 2 0- 


3-197 


3-CF 3 -Ph 


4-Pyr 


2-0xo 


3-198 


3-CF 3 -Ph 


4-Pyr 


2-F 


3-199 


3-CF 3 -Ph 


4-Pyr 


2-C1 


3-200 


3-CF 3 -Ph 


4-Pyr 


2-Br 


3-201 


3-CF 3 -Ph 


4-Pyr 


2-1 


3-202 


3-CF 8 -Ph 


4-Pyr 


2, 2-diF 


3-203 


3-CF 3 -Ph 


4-Pyr 


2, 2-diCl 


3-204 


3-CF 3 -Ph 


4-Pyr 


2, 2-diBr 


3-205 


3-CF 3 -Ph 


4-Pyr 


3-Me 


3-206 


3-CF 3 -Ph 


4-Pyr 


3-Et 


3-207 


3-CF 3 -Ph 


4-Pyr 


3-Pr 


3-208 


3-CF 3 -Ph 


4-Pyr 


3, 3-diMe 


3-209 


3-CF 3 -Ph 


4-Pyr 


5-Me 


3-210 


3-CF 3 -Ph 


4-Pyr 


5-Et 


3-211 


3-CF 3 -Ph 


4-Pyr 


5-Pr 


3-212 


3-CF 3 -Ph 


4-Pyr 


5, 5-diMe 


3-213 


3-CF 3 -Ph 


4-Pyr 


6-Me 



WO 03/015781 



102 



PCT/JP02/08276 



3-214 3-CFj-Ph 4-Pyr 

3-215 3-CF 3 -Ph 4-Pyr 

3-216 3-CF 3 -Ph 4-Pyr 

3-217 3-CFj-Ph 4-Pyr 

3-218 3-CFj-Ph 4-Pyr 

3-219 3-CF 3 -Ph 4-Pyr 

3-220 3-CF 3 -Ph 4-Pyr 

3-221 3,4-diF-Ph 4-Pyr 

3-222 3,4-diF-Ph 4-Pyr 

3-223 3,4-diF-Ph 4-Pyr 

3-224 3,4-diF-Ph 4-Pyr 

3-225 3,4-diF-Ph 4-Pyr 

3-226 3,4-diF-Ph 4-Pyr 

3-227 3,4-diF-Ph 4-Pyr 

3-228 3,4-diF-Ph 4-Pyr 

3-229 3,4-diF-Ph 4-Pyr 

3-230 3,4-diF-Ph 4-Pyr 

3-231 3,4-diF-Ph 4-Pyr 

3-232 3,4-diF-Ph 4-Pyr 

3-233 3,4-diF-Ph 4-Pyr 

3-234 3,4-diF-Ph 4-Pyr 

3-235 3,4-diF-Ph 4-Pyr 

3-236 3,4-diF-Ph 4-Pyr 

3-237 3,4-diF-Ph 4-Pyr 

3-238 3,4-diF-Ph 4-Pyr 

3-239 3,4-diF-Ph 4-Pyr 

3-240 3,4-diF-Ph 4-Pyr 

3-241 3,4-diF-Ph 4-Pyr 

3-242 3,4-diF-Ph 4-Pyr 

3-243 3,4-diF-Ph 4-Pyr 

3-244 3,4-diF-Ph 4-Pyr 

3-245 3,4-diF-Ph 4-Pyr 

3-246 3,4-diF-Ph 4-Pyr 

3-247 3,4-diF-Ph 4-Pyr 

3-248 3,4-diF-Ph 4-Pyr 

3-249 3,4-diF-Ph 4-Pyr 



6-et 

6-Pr 

6, 6-diMe 

6-0xo 

8a-Me 

8a-Et 

8a-Pr 

1-Me 

1-Et 

1- Pr 

1.1- diMe 

2- Me 
2-Et 
2-Pr 
2-Bu 
2-Allyl 
2-Ph 
2-Bn 
2-Phet 

2.2- diMe 
2-0H 
2-Me0 
2-EtO 
2-PrO 

2, 2-di (MeO) 

2, 2-diCEtO) 

2, 2-OCH 2 CH 2 0- 

2-Oxo 

2-F 

2-C1 

2-Br 

2- 1 

2, 2-diF 
2, 2-diCl 
2, 2-diBr 

3- Me 



WO 03/015781 



103 



PCT/JP02/08276 



3-250 


3, 4-diF-Ph 


4-Pyr 


3-Et 


3-251 


3,4-diF-Ph 


4-Pyr 


3-Pr 


3-252 


3,4-diF-Ph 


4-Pyr 


3,3-diMe 


3-253 


3,4-diF-Ph 


4-Pyr 


5-Me 


3-254 


3, 4-diF-Ph 


4-Pyr 


5-Et 


3-255 


3, 4-diF-Ph 


4-Pyr 


5-Pr 


3-256 


3, 4-diF-Ph 


4-Pyr 


5, 5-diMe 


3-257 


3, 4-diF-Ph 


4-Pyr 


6-Me 


3-258 


3,4-diF-Ph 


4-Pyr 


6-Et 


3-259 


3, 4-diF-Ph 


4-Pyr 


6-Pr 


3-260 


3,4-diF-Ph 


4-Pyr 


6,6-diMe 


3-261 


3,4-diF-Ph 


4-Pyr 


6-Oxo 


3-262 


3,4-diF-Ph 


4-Pyr 


8a-Me 


3-263 


3,4-diF-Ph 


4-Pyr 


8a-Et 


3-264 


3,4-diF-Ph 


4-Pyr 


8a-Pr 


3-265 


Ph 


4-Pyr 


6,6-(CH 2 ) 2 - 


3-266 


3-F-Ph 


4-Pyr 


6, 6-(CH 2 ) 2 - 


3-267 


4-F-Ph 


4-Pyr 


6,6-(CH 2 ) 2 - 


3-268 


3-Cl-Ph 


4-Pyr 


6,6-(CH 2 ) 2 - 


3-269 


3-CF r Ph 


4-Pyr 


6,6-(CH 2 ) 2 - 


3-270 


3, 4-diF-Ph 


4-Pyr 


6,6-(CH 2 ) 2 - 


3-271 


Ph 


4-Pyr 


6, 6-diF 


3-272 


3-F-Ph 


4-Pyr 


6, 6-diF 


3-273 


4-F-Ph 


4-Pyr 


6, 6-diF 


3-274 


3-Cl-Ph 


4-Pyr 


6, 6-diF 


3-275 


3-CFj-Ph 


4-Pyr 


6, 6-diF 


3-276 


3,4-diF-Ph 


4-Pyr 


6, 6-diF 



* 4 



1 




WO 03/015781 



PCT/JP02/08276 



# * 



104 



R s 



4-1 


4-F-Ph 


4-Pvr 


2-Mp 


4-2 


4-F-Ph 


4-Pyr 


2-Pt 


4-3 


4-F-Ph 


4-Pvr 


2-Pr 
t« ii 


4-4 


4-F-Ph 


4-Pvr 


£ Dli 


4-5 


4-F-Ph 


4-Pvr 
■* i ji 


£ nl I y 1 


4-6 


4-F-Ph 


4-Pvr 


u x 11 


4-7 


4-F-Ph 


4-Pvr 


u Vli 


4-8 


4-F-Ph 


4-Pvr 
^ i ji 


U ill c I 


4-9 


4-F-Ph 


4-Pvr 


O 1V1C 


4-10 


4-F-Ph 


4-Pvr 


3-Ft 

O Ju I 


4-11 


4-F-Ph 


4-Pvr 


3-Pr 

U XX 


4-12 


4-F-Ph 


4-Pvr 

* J. J X 


w> U U 1 IY1C 


4-13 


4-F-Ph 


4-Pvr 

* X J A 




4-14 


4-F-Ph 


4-Pvr 


0 C l 


4-15 


4-F-Ph 


4-Pvr 


o r i 


4-16 


4-F-Ph 


4-Pvr 


R ^-H i Mp 

d, U UliUC 


4-17 


4-F-Ph 


4-Pvr 


U WlC 


4-18 


4-F-Ph 


4-Pvr 

x jr X 




4-19 


4-F-Ph 


4-Pvr 


fi-Pr 
o n 


4-20 


4-F-Ph 


4-Pvr 

•x x j I 


U, 0 U IlUC 


4-21 


4-F-Ph 


4-Pvr 

^ x y i 


fi fi- f nr ^ - 


4-22 


4-F-Ph 


4-Pyr 


6-0xo 


4-23 


4-F-Ph 


4-Pyr 


8-Me 


4-24 


4-F-Ph 


4-Pyr 


8-Et 


4-25 


4-F-Ph 


4-Pyr 


8-Pr 


4-26 


4-F-Ph 


4-Pyr 


8-Ph 


4-27 


4-F-Ph 


4-Pyr 


8a-Me 


4-28 


4-F-Ph 


4-Pyr 


8a-Et 


4-29 


4-F-Ph 


4-Pyr 


8a-Pr 


4-30 


4-F-Ph 


4-Pyr 


2-H 



WO 03/015781 



105 



PCT/JP02/08276 




5-1 


4-F-Ph 


4-Pyr 


1-Me 


5-2 


4-F-Ph 


4-Pyr 


1-Et 


5-3 


4-F-Ph 


4-Pyr 


1-Pr 


5-4 


4-F-Ph 


4-Pyr 


1, 1-diMe 


5-5 


4-F-Ph 


4-Pyr 


2-Me 


5-6 


4-F-Ph 


4-Pyr 


2-Et 


5-7 


4-F-Ph 


4-Pyr 


2-Pr 


5-8 


4-F-Ph 


4-Pyr 


2-Bu 


5-9 


4-F-Ph 


4-Pyr 


2-Allyl 


5-10 


4-F-Ph 


4-Pyr 


• 2-Ph 


5-11 


4-F-Ph 


4-Pyr 


2-Bn 


5-12 


4-F-Ph 


4-Pyr 


2-Phet 


5-13 


4-F-Ph 


4-Pyr 


2, 2-diMe 


5-14 


4-F-Ph 


4-Pyr 


2-0H 


5-15 


4-F-Ph 


4-Pyr 


2-MeO 


5-16 


4-F-Ph 


4-Pyr 


2-EtO 


5-17 


4-F-Ph 


4-Pyr 


2-PrO 


5-18 


4-F-Ph 


4-Pyr 


2, 2-di (MeO) 


5-19 


4-F-Ph 


4-Pyr 


2, 2-di (EtO) 


5-20 


4-F-Ph 


4-Pyr 


2, 2-0CH 2 CH 2 O- 


5-21 


4-F-Ph 


4-Pyr 


2-0xo 


5-22 


4-F-Ph 


4-Pyr 


2-F 


5-23 


4-F-Ph 


4-Pyr 


2-C1 


5-24 


4-F-Ph 


4-Pyr 


2-Br 


5-25 


4-F-Ph 


4-Pyr 


2-1 



WO 03/015781 



5-26 4-F-Ph 

5-27 4-F-Ph 

5-28 4-F-Ph 

5-29 4-F-Ph 

5-30 4-F-Ph 

5-31 4-F-Ph 

5-32 4-F-Ph 

5-33 4-F-Ph 

5-34 4-F-Ph 

5-35 4-F-Ph 

5-36 4-F-Ph 

5-37 4-F-Ph 

5-38 4-F-Ph 

5-39 4-F-Ph 

5-40 4-F-Ph 

5-41 4-F-Ph 

5-42 4-F-Ph 

5-43 4-F-Ph 

5-44 4-F-Ph 

5-45 4-F-Ph 

5-46 4-F-Ph 

5-47 4-F-Ph 

5-48 4-F-Ph 

5-49 4-F-Ph 

5-50 4-F-Ph 

5-51 4-F-Ph 

5-52 4-F-Ph 

5-53 4-F-Ph 

5-54 4-F-Ph 

.5-55 4-F-Ph 

5-56 4-F-Ph 

5-57 4-F-Ph 

5-58 4-F-Ph 

5-59 4-F-Ph 

5-60 4-F-Ph 

5-61 4-F-Ph 



PCT/JP02/08276 

106 



4-Pvr 


2 2-diF 

U y U UU 


4-Pvr 


2 2-diCl 

U j Li U 1 \j 1 


4-Pvr 


2 2-riiRr 

u 9 u U 1 JJ1 


4-Pvr 

*t i y i 


O LT1C 


4-Pvr 

t x y i 




4-Pvr 
t i ji 


3-Pr 


4-Pvr 
t ryi 


o,o u l flic 


t r y i 


^-Mp 

0 IViC 


* ryi 


c;-Pt 

DDI 


4-Pvr 
* x y i 




4_p vr 
t i y l 




4-Pvr 
* x y i 


fi-Mp 

U IVIu 


4-Pvr 


fi-Rt 

U CI 


4-Pvr 


fi-Pr 

V XI 


4-Pvr 


U x 11 


4-Pvr 
t r y i 


R-Mp 

O Irlc 


4-Pvr 
t ryi 


R-Rt 


t i y i 


R-Pr 
o x l 


4-Pvr 
t ryi 


ft 8-riiMp 


4-Pvr 
t ryi 


O, 0 V^tty 2 


4-Pvr 

t x y i 


R-fWn 


4-Pvr 
t ryi 




4-Pvr 

t x y i 


Od EL 


4-Pvr 


od x i 


4— Pvm 

Tt J. J 111 




4-Pym 


2-VHMp 


4-Pym 


2->PHFf 

£ /KjxxLi I 


4-Pvm 




4-Pvm 


9-Sf CMp") 


4-Pym 


£» /VvILT 11 


4-Pym 


2, 2-diPh 


4-Pym 


2, 2-0(CH 2 ) 3 0- 


4-Pym 


2,2-0CH 2 C(Me) 2 CH 2 0- 


4-Pym 


2 , 2— (CH2) 2~ 


4-Pym 


2, 2-(CH 2 ) 3 - 


4-Pym 


2,2-(CH 2 ) 4 - 



WO 03/015781 PCT/JP02/08276 

107 



62 


4-F-Ph. 


4-Pym 


2,2-(CH 2 ) 5 - 


63 


4-F-Ph 


4-Pym 


2-MeS 


64 


4-F-Ph 


4-Pym 


2-EtS 


65 


4-F-Ph 


4-Pym 


2-PrS 


66 


4-F-Ph 


4-Pym 


2-BuS 


67 


4-F-Ph 


4-Pym 


2-MeS0 2 


68 


4-F-Ph 


4-Pym 


2-PhO 



WO 03/015781 PCT/JP02/08276 

109 



m 7 



1 




H 

(1-7) 



R 1 R 2 R5 

# ^ 



7-1 


4-F-Ph 


4-Pyr 


2-Me 


7-2 


4-F-Ph 


4-Pyr 


2-Et 


7-3 


4-F-Ph 


4-Pyr 


2-Pr 


7-4 


4-F-Ph 


4-Pyr 


2-Bu 


7-5 


4-F-Ph 


4-Pyr 


2-Allyl 


7-6 


4-F-Ph 


4-Pyr 


2-Ph 


7-7 


4-F-Ph 


4-Pyr 


2-Bn 


7-8 


4-F-Ph 


4-Pyr 


2-Phet 


7-9 


4-F-Ph 


4-Pyr 


3-Me 


7-10 


4-F-Ph 


4-Pyr 


3-Et 


7-11 


4-F-Ph 


4-Pyr 


3-Pr 


7-12 


4-F-Ph 


4-Pyr 


3,3-diMe 


7-13 


4-F-Ph 


4-Pyr 


5-Me 


7-14 


4-F-Ph 


4-Pyr 


5-Et 


7-15 


4-F-Ph 


4-Pyr 


5-Pr 


7-16 


4-F-Ph 


4-Pyr 


5, 5-diMe 


7-17 


4-F-Ph 


4-Pyr 


6-Me 


7-18 


4-F-Ph 


4-Pyr 


6-Et 


7-19 


4-F-Ph 


4-Pyr 


6-Pr 


7-20 


4-F-Ph 


4-Pyr 


6, 6-diMe 


7-21 


4-F-Ph 


4-Pyr 


6, 6-(CH 2 ) r 


7-22 


4-F-Ph 


4-Pyr 


6-0xo 


7-23 


4-F-Ph 


4-Pyr 


8-Me 


7-24 


4-F-Ph 


4-Pyr 


8-Et 


7-25 


4-F-Ph 


4-Pyr 


8^Pr 



WO 03/015781 



PCT/JP02/08276 



110 



7-26 


4-F-Ph 


4-Pyr 


8-Ph 


7-27 


4-F-Ph 


4-Pyr 


8a-Me 


7-28 


4-F-Ph 


4-Pyr 


8a-Et 


7-29 


4-F-Ph 


4-Pyr 


8a-Pr 




# n 


R 1 


R* 


R 4 


R 5 


8-1 


Ph 


4-Pyr 


H 


H 


8-2 


Ph 


4-Pyr 


H 


1-Me 


8-3 


Ph 


4-Pyr 


H 


1-Et 


8-4 


Ph 


4-Pyr 


H 


1-Pr 


8-5 


Ph 


4-Pyr 


H 


1,1-diMe 


8-6 


Ph 


4-Pyr 


H 


2-Me 


8-7 


Ph 


4-Pyr 


H 


2-Et 


8-8 


Ph 


4-Pyr 


H 


2-Pr 


8-9 


Ph 


4-Pyr 


H 


2-Bu 


8-10 


Ph 


4-Pyr 


H 


2-Allyl 


8-11 


Ph 


4-Pyr 


H 


2-Ph 


8-12 


Ph 


4-Pyr 


H 


2-Bn 


8-13 


Ph 


4-Pyr 


H 


2-Phet 


8-14 


Ph 


4-Pyr 


H 


2, 2-diMe 


8-15 


Ph 


4-Pyr 


H 


2-OH 


8-16 


Ph 


4-Pyr 


H 


2-MeO 


8-17 


Ph 


4-Pyr 


H 


2-EtO 



WO 03/015781 



PCT/JP02/08276 



111 



8-18 


Ph 


4-Pyr 


H 


2-PrO 


8-19 


Ph 


4-Pyr 


H 


2, 2-di(Me0) 


8-20 


Ph 


4-Pyr 


H 


.2, 2-di(Et0) 


8-21 


Ph 


4-Pyr 


H 


2, 2-OCH 2 CH 2 0- 


8-22 


Ph 


4-Pyr 


-H 


2-Oxo • 


8-23 


Ph 


4-Pyr 


H 


2-F 


8-24 


Ph 


4-Pyr 


H 


2-C1 


8-25 


Ph 


4-Pyr . 


• H 


2-Br 


8-26 


Ph 


4-Pyr 


H 


2-1 


8-27 


Ph 


4-Pyr 


H 


2, 2-diF 


8-28 


Ph 


4-Pyr 


H 


2,2-diCl 


8-29 


Ph 


4-Pyr 


H 


2, 2-diBr 


8-30 


Ph 


4-Pyr 


H 


3-Me 


8-31 


Ph 


4-Pyr 


H 


3-Et 


8-32 


Ph 


4-Pyr 


H 


3-Pr 


8-33 


Ph 


4-Pyr 


H 


3, 3-diMe 


8-34 


Ph 


4-Pyr 


H 


5-Me 


8-35 


Ph 


4-Pyr 


H 


5-Et 


8-36 


Ph 


4-Pyr 


H 


5-Pr 


8-37 


Ph 


4-Pyr 


H 


5, 5-diMe 


8-38 


Ph 


4-Pyr 


•H 


6-Me 


8-39 


Ph 


4-Pyr 


H 


6rEt 


8-40 


Ph 


4-Pyr 


H 


6-Pr 


8-41 


Ph 


4-Pyr 


H 


6, 6-diMe 


8-42 


Ph 


4-Pyr 


H 


6, 6-diF 


8-43 


Ph 


4-Pyr 


H 


6, 6-CH 2 CH r 


8-44 


Ph 


4-Pyr 


H 


6-Oxo 


8-45 


Ph 


4-Pyr 


H 


8-Me 


8-46 


Ph , 


4-Pyr 


H 


8-Et 


8-47 


Ph 


4-Pyr 


H 


8-Pr 


8-48 


Ph 


4-Pyr 


H 


8-Ph 


8-49 


Ph 


4-Pyr 


H 


8a-Me 


8-50 


Ph 


4-Pyr 


H 


8a-Et 


8-51 


Ph 


4-Pyr 


H 


8a-Pr 


8-52 


Ph 


2-NH 2 -4-Pym 


H 


H 


8-53 


Ph 


2-NH r 4-Pym 


H 


1-Me 



i 



WO 03/015781 



PCT/JP02/08276 



112 



8-54 


Ph 


2-NH 2 -4-Pym 


H 


1-Et 


8-55 


Ph 


2-NH 2 -4-Pym 


H 


1-Pr 


8-56 


Ph 


2-NH 2 -4-Pym 


H 


1, 1-diMe 


8-57 


Ph 


2-NH 2 -4-Pym 


H 


2-Me 


8-58 


Ph 


2-NH 2 -4-Pym 


H 


2-Et 


8-59 


Ph 


2-NH 2 -4-Pym 


H 


2-Pr 


8-60 


Ph 


2-NH 2 -4-Pym 


H 


2-Bu 


8-61 


Ph 


2-NH 2 -4-Pym 


H 


2-Allyl 


8-62 


Ph 


2-NH 2 -4-Pym 


H 


2-Ph 


8-63 


Ph 


2-NH 2 -4-Pym 


H 


2-Bn 


8-64 


Ph 


2-NH 2 -4-Pym 


H 


2-Phet 


8-65 


Ph 


2-NH 2 -4-Pym 


H 


2, 2-diMe 


8-66 


Ph 


2-NH 2 -4-Pym 


H 


2-OH 


8-67 


Ph 


2-NH 2 -4-Pym 


H 


2-MeO 


8-68 


Ph 


2-NH 2 -4-Pym 


H 


2-EtO 


8-69 


Ph 


2-NH 2 -4-Pym 


H 


2-PrO 


8-70 


Ph 


2-NH 2 -4-Pym 


H 


2 2-di(MeO) 


8-71 


Ph 


2-NH 2 -4-Pym 


H 


2 2-di(EtO) 

Li y Li U 1 \U I \J / 


8-72 


Ph 


2-NH 2 -4-Pym 


H 


2. 2-OCILCILO- 

Li y Lt \J \Jllq\jLla\J 


8-73 


Ph 


2-NH 2 -4-Pym 


H 


2-Oxo 


8-74 


Ph 


2-NH 2 -4-Pym 


H 


2-F 


8-75 


Ph 


2-NH 2 -4-Pym 


H 


2-C1 


8-76 


Ph 


2-NH 2 -4-Pym 


H 


2-Br 


8-77 


Ph 


2-NH 2 -4-Pym 


H 


2-1 


8-78 


Ph 


2-NH 2 -4-Pym 


H 


2, 2-diF 


8-79 


Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl 


8-80 


Ph 


2-NH 2 -4-Pym 


H 


2. 2-diBr 

*i 9 Li VJ 1 U 1 


8-81 


Ph 


2-NH 2 -4-Pym 


H 


3-Me 


8-82 


Ph 


2-NH 2 -4-Pym 


H 


3-Et 


8-83 


Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


8-84 


Ph 


2-NH 2 -4-Pym 


H 


3, 3-diMe 


8-85 


Ph 


2-NH 2 -4-Pym 


H 


5-Me 


8-86 


Ph 


2-NH 2 -4-Pym 


H 


5-Et 


8-87 


Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


8-88 


Ph 


2-NH 2 -4-Pym 


H 


5,5-diMe 


8-89 


Ph 


2-NH 2 -4-Pym 


H 


6-Me 



WO 03/015781 



PCT/JP02/08276 



113 



8-90 


Ph 


2-NH r 4-Pyi 


H 


6-Et 


8-91 


Ph 


2-NH r 4-Pym 


H 


6-Pr 


8-92 


Ph 


2-NH 2 -4-Pym 


H 


6, 6-diMe. 


8-93 


Ph 


2-NH r 4-Pym 


H 


6,6-diF 


8-94 


Ph 


2-NH r 4-Pym 


H 


6, 6-CHjCH 2 - 


8-95 


Ph 


2-NH r 4-Pym 


H. 


6-Oxo 


8-96 


Ph 


2-NH,-4-Pym 


H 


8-Me 


8-97 


Ph 


2-NH r 4-Pym 




8-Et 


8-98 


Ph 


2-NH r 4-Pym 


H 


8-Pr 


8-99 


Ph 


2-NH r 4-Pym 


H 


8-Ph 


8-100 


Ph 


2-NH r 4-Pym 


H 


8a-Me 


8-101 


Ph 


2-NH r 4-Pym 


H 


8a-Et 


8-102 


Ph 


2-NH r 4-Pym 


H 


8a-Pr 


8-103 


Ph 


2-MeNH-4-Pym 


H 


H 


8-104 


Ph 


2-MeNH-4-Pym 


H 


1-Me 


8-105 


Ph 


2-MeNH-4-Pym 


H 


1-Et 


8-106 


Ph 


2-MeNH-4-Pym 


H 


1-Pr 


8-107 


Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 


8-108 


Ph 


2-MeNH-4-Pym 


H 


2-Me 


8-109 


Ph 


2-MeNH-4-Pym 


H 


2-Et 


8-110 


Ph 


2-MeNH-4-Pym 


■ H 


2-Pr 


8-111 


Ph 


2-MeNH-4-Pym 


H 


2-Bu 


8-112 


Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


8-113 


Ph 


2-MeNH-4-Pym 


H 


2-Ph 


8-114 


Ph 


2-MeNH-4-Pym 


H 


2-Bn 


8-115 


Ph 


2-MeNH-4-Pym 


H 


2-Phet 


8-116 


Ph 


2-MeNH-4-Pym 


H 


2, 2-diMe 


8-117 


Ph 


2-MeNH-4-Pym 


H 


2-0H 


8-118 


Ph 


2-MeNH-4-Pym 


H 


2-MeO 


8-119 


Ph 


' 2-MeNH-4-Pym 


H 


2-EtO 


8-120 


Ph 


2-MeNH-4-Pym 


H 


2-PrO 


8-121 


Ph 


2-MeNH-4-Pym 


H 


2, 2-di (MeO) 


8-122 


Ph 


2-MeNH-4-Pym 


H 


2, 2-di (EtO) 


8-123 


Ph 


2-MeNH-4-Pym 


H 


2, 2-OCHjCHjO- 


8-124 


Ph 


2-MeNH-4-Pym 


H 


2-Oxo 


8-125 


Ph 


2-MeNH-4-Pym 


H 


2-F 



WO 03/015781 



PCT/JP02/08276 



114 



8-126 


Ph 


2-MeNH-4-Pym 


H 


2-C1 


8-127 


Ph 


2-MeNH-4-Pym 


H 


2-Br 


8-128 


Ph 


2-MeNH-4-Pym 


H 


2-1 


8-129 


Ph 


2-MeNH-4-Pvi 


H 


2, 2-diF 


8-130 


Ph 


2-MeNH-4-Pvm 

u uiwiiii x x Jr ill 


H 

ii 


2 2-diCl 

Lt j Lt U 1 vl 


8-131 


Ph 


Li 1T1V 1111 7 Jl Jill 


ii 


U y Lt Ul JL>1 


8-132 


Ph 


2-MeNH-4-Pvm 

U 1T1V1111 x x j Hi 


H 
ii 


3-Mp 

O IY1C 


8-133 


Ph 


2-MeNH-4~Pvm 

Li H1U1U1 T 1 jlll 


ii 


O D I 


8-134 


Ph 


2-MeNH-4-Pvm 

u luvnii x x y in 


ii 


S-Pr 


8-135 


Ph 


2-MeNH-4-Pvin 

Li IT1 Villi x JL j ill 


H 
ii 


3 S-riiMp 

Of O U llUC 


8-136 


Ph 


2-MeNH-4-Pvm 

Li ITJVilll I JL jr 111 


ii 


O lilC 


8-137 


Ph 


2-MeNH-4-Pvm 

Li ill Villi 7 X J ill 


ii 




8-138 


Ph 


2-MeNH-4-Pvm 

U xlX \j 1 1 XX X X j 1±X 


H 


S-Pr 

U XI 


8-139 


Ph 


2-MeNH-4-Pvm 


H 


U j U Ul 1 1T1V 


8-140 


Ph 


2-MeNH-4-Pvm 

Li iU Villi ~ 1 J Hi 


H 


fi-Mp 


8-141 


Ph 


2-MeNH-4-Pvm 

Lt lu Villi x 1 j Ul 


ii 


fi-Ft 


8-142 


Ph 


2-MeNH-4-Pvm 

fcl IUV1111 T X Jill 


H 
ii 


fi-Pr 

U XI 


8-143 


Ph 


2-MeNH-4-Pvm 


ii 


U j U U llYlv 


8-144 


Ph 


2-MeNH-4-Pvm 

Li IU Villi "X X J 111 


ii 


U, U U If 


8-145 


Ph 


2-MeNH-4-Pvm 

LI ill V» 1 1 1 1 JL 1 Jill 


H 

ii 


fi fi-fH CM - 


8-146 


Ph 


2-MeNH-4-Pvm 

£j 111 Villi I 1 J 111 


H 

n 


fi-Oyn 


8-147 


Ph 


2-MeNH-4-Pvm 

Lt uivini i x jiii 


ii 


O luv 


8-148 


Ph 


2-MeNH-4-Pvm 

Li ITiVllll X X J Ul 


ii 


8-Ft 

0 CI 


8-149 


Ph 


2-MeNH-4-Pvm 

U 1U Willi A X Jill 


H 
ii 


O 11 


8-150 


Ph 


2-MeNH-4-Pvm 

IU Villi 7 1 J 111 


H 
ii 


O X 11 


8-151 


Ph 


2-MeNH-4-Pvm 

LI 1T1 V i 111 X X Jill 


H 
ii 


Q d luv 


8-152 


Ph 


2-MeNH-4~Pvm 

U 111 \s 11 11 X 1 Jill 


H 

XX 




8-153 


Ph 


2-MeNH-4-Pvm 

fJ 111 Villi i X J 111 


H 
ii 


oa xi 


8-154 


3-F-Ph 


4-Pvr 

* X J 1 


H 
ii 


u 

IX 


8-155 


or ni 


* x yi 


n 


i roe 


8-156 


3-F-Ph 


4-Pyr 


H 


l-Et 


8-157 


3-F-Ph 


4-Pyr 


H 


1-Pr 


8-158 


3-F-Ph 


4-Pyr 


H 


1,1-diMe 


8-159 


3-F-Ph 


4-Pyr 


H 


2-Me 


8-160 


3-F-Ph 


4-Pyr 


H 


2-Et 


8-161 


3-F-Ph 


4-Pyr 


H 


2-Pr 



WO 03/015781 



PCT/JP02/08276 



115 



8-162 


3-F-Ph 


4-Pyr 


H 


2-Bu 


8-163 


3-F-Ph 


4-Pyr 


H. 


2-Allyl 


8-164 


3-F-Ph 


4-Pyr 


H 


2-Ph 


8-165 


3-F-Ph . 


4-Pyr 


H 


2-Bn 


8-166 


3-F-Ph 


4-Pyr 


. H 


2-Phet 


8-167 


3-F-Ph 


4-Pyr 


H 


2,2-diMe 


8-168 


3-F-Ph 


4-Pyr 


H 


2-0H 


8-169 


3-F-Ph : -r 


4-Pyr 


. • H 


2-MeO 


8-170 


3-F-Ph 


4-Pyr 


H 


2-EtO 


8-171 


3-F-Ph 


4-Pyr 


H 


2-PrO 


8-172 


3-F-Ph 


4-Pyr 


H 


2, 2-di(Me0) 


8-173 


3-F-Ph 


4-Pyr 


H 


2, 2-di (EtO) 


8-174 


3-F-Ph 


4-Pyr 


H 


2, 2-OCH 2 CH 2 0- 


8-175 


3-F-Ph 


4-Pyr 


H 


2-0xo 


8-176 


3-F-Ph 


4-Pyr 


H 


2-F 


8-177 


3-F-Ph 


4-Pyr 


H 


2-C1 


8-178 


3-F-Ph 


4-Pyr 


H 


2-Br 


8-179 


3-F-Ph 


4-Pyr 


H 


2-1 


8-180 


3-F-Ph 


4-Pyr 


H 


2,2-diF 


8-181 


3-F-Ph 


4-Pyr 


H 


2,2-diCl 


8-182 


3-F-Ph - 


4-Pyr 


H 


2,2-diBr • 


8-183 


3-F-Ph 


4-Pyr 


H 


3-Me 


8-184 


3-F-Ph 


4-Pyr 


H 


3-Et 


8-185 


3-F-Ph 


4-Pyr 


H 


3-Pr 


8-186 


3-F-Ph 


4-Pyr 


H 


3, 3-d iMe 


8-187 


3-F-Ph 


4-Pyr 


H 


5-Me 


8-188 


3-F-Ph 


4-Pyr 


H 


5-Et 


8-189 


3-F-Ph 


4-Pyr 


H 


5-Pr 


8-190 


3-F-Ph 


4-Pyr 


H 


5, 5-diMe 


8-191 


3-F-Ph 


4-Pyr 


H 


6-Me 


8-192 


3-F-Ph 


4-Pyr 


H 


6-Et 


8-193 


3-F-Ph 


4-Pyr 


H 


6-Pr 


8-194 


3-F-Ph 


4-Pyr 


H 


6, 6-diMe 


8-195 


3-F-Ph 


4-Pyr 


H 


6,6-diF 


8-196 


3-F-Ph 


4-Pyr 


H 


6, 6-CH 2 CH r 


8-197 


3-F-Ph 


4-Pyr 


H 


6-0xo 
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8-198 


3-F-Ph 


4-Pyr 


H 


8-Me 


8-199 


3-F-Ph 


4-Pyr 


H 


8-Et 


8-200 


3-F-Ph 


4-Pyr 


H 


8-Pr 


8-201 


3-F-Ph 


4-Pyr 


H 


8-Ph 


8-202 


3-F-Ph 


4-Pyr 


H 


8a-Me 


8-203 


3-F-Ph 


4-Pyr 


H 


8a-Et 


8-204 


3-F-Ph 


4-Pyr 


H 


8a-Pr 


8-205 


3-F-Ph 


2-NH 2 -4-Pym 


H 


H 


8-206 


3-F-Ph 


2-NH 2 -4-Pym ' 


H 


1-Me 


8-207 


3-F-Ph 


2-NH r 4-Pym 


H 


1-Et 


8-208 


3-F-Ph 


2-NH 2 -4-Pym 


H 


1-Pr 


8-209 


3-F-Ph 


2-NH 2 -4-Pym 


H 


1,1-diMe 


8-210 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Me 


8-211 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Et 


8-212 


3-F-Ph 


2-NH 2 -4-Pyi 


H 


2-Pr 


8-213 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Bu 


8-214 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-A1 lyl 


8-215 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Ph 


8-216 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Bn 


8-217 


3-F-Ph 


2-NH 2 -4-Pyi 


H 


2-Phet 


8-218 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-diMe 


8-219 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-0H 


8-220 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-MeO 


8-221 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-EtO 


8-222 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-PrO 


8-223 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-di (MeO) 


8-224 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-di(Et0) 


8-225 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-OCH 2 CH 2 0- 


8-226 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-0xo 


8-227 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-F 


8-228 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-C1 


8-229 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


8-230 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-1 


8-231 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-diF 


8-232 


3-F-Ph 


2-NH 2 -4-Pyi 


H 


2,2-diCl 


8-233 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-diBr 
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8-234 


3-F-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


8-235 


3-F-Ph 


2-NH 2 -4-Pyra 


H 


3-Et 


8-236 


3-F-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


8-237 


3-F-Ph 


2-NH 2 -4-Pym 


H 


3,3-diMe 


8-238 


3-F-Ph 


2-NH 2 -4-Pym 


H 


5-Me 


.8-239 


3-F-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


8-240 


3-F-Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


8-241 


3-F-Ph 


2-NH 2 -4-Pym 


H 


5, 5-diMe 


8-242 


3-F-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


8-243 


3-F-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


8-244 


3-F-Ph 


2-NH 2 -4-Pym ' 


H 


6-Pr 


8-245 


3-F-Ph 


2-NH 2 -4-Pym 


H 


6, 6-diMe 


8-246 


3-F-Ph 


2-NH 2 -4-Pym - 


H 


6,6-diF 


8-247 


3-F-Ph 


2-NH 2 -4-Pyi 


H 


6, 6-CH,CH»- 


8-248 


3-F-Ph 


2-NH 2 -4-Pym 


H 


6-0xo 


8-249 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


8-250 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


8-251 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


8-252 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


S-253 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


8-254 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


8-255 


3-F-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


8-256 


3-F-Ph 


2-MeNH-4-Pym 


H 


H 


8-257 


3-F-Ph 


2-MeNH-4-Pyi 


H 


1-Me 


8-258 


3-F-Ph 


2-MeNH-4-Pym 


H 


1-Et 


8-259 


3-F-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


8-260 


3-F-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 


8-261 


3-F-Ph 


2-MeNH-4-Pyi 


H 


2-Me 


8-262 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Et 


8-263 


3-F-Ph . 


2-MeNH-4-Pym 


H 


2-Pr 


8-264 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Bu 


8-265 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


8-266 


3-F-Ph 


2-MeNH-4-Pyi 


H 


2-Ph 


8-267 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


8-268 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


8-269 


3-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-diMe 
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8-270 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-0H 


8-271 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-MeO 


8-272 


3-F-Ph 


2-MeNH-4-Pyi 


H 


2-Et0 


8-273 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-PrO 


8-274 


3-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-di (MeO) 


8-275 


3-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-di (EtO) 


8-276 


3-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-0CHnCH*0~ 


8-277 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-0xo 


8.-278 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-F 


8-279 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-C1 


8-280 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Br 


8-281 


3-F-Ph 


2-MeNH-4-Pyi 


H 


2-1 


8-282 


3-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-diF 


8-283 


3-F-Ph 


2-MeNH-4-Pym 


H 


2 2-diCi 


8-284 


3-F-Ph 


2-MeNH-4-Pym 


H 


2 2-diBr 


8-285 


3-F-Ph 


2-MeNH-4-Pym 


H 


3-Me 


8-286 


3-F-Ph 


2-MeNH-4-Pym 


H 


3-Et 


8-287 


3-F-Ph 


2-MeNH-4-Pym 


H 


3-Pr 

U 1 1 


8-288 


3-F-Ph 


2-MeNH-4-Pym 


H 


3 3-d iMe 


8-289 


3-F-Ph 


2-MeNH-4-Pym 


H 


5-Me 


8-290 


3-F-Ph 


. 2-MeNH-4-Pym 


H 


5-Et 


8-291 


3-F-Ph 


2-MeNH-4-Pym 


H 


5-Pr 


8-292 


3-F-Ph 


2-MeNH-4-Pym 


H 


5, 5-diMe 


8-293 


3-F-Ph 


2-MeNH-4-Pym 


H 


6-Me 


8-294 


3-F-Ph 


2-MeNH-4-Pyi 


H 


6-Et 


8-295 


3-F-Ph 


2-MeNH-4-Pyi 


H 


6-Pr 

VAX 


8-296 


3-F-Ph 


2-MeNH-4-Pym 


H 


6 6-diMe 


8-297 


3-F-Ph 


2-MeNH-4-Pym 


H 


6 6-diF 

\J y U UH 


8-298 


3-F-Ph 


2-MeNH-4-Pym 


H 


6 6-CHoCH n - 


8-299 


3-F-Ph 


2-MeNH-4-Pvm 


R 


0 UaU 


8-300 


3-F-Ph 


2-MeNH-4-Pym 


H 


8-Me 


8-301 


3-F-Ph 


2-MeNH-4-Pym 


H 


8-Et 


8-302 


3-F-Ph 


2-MeNH~4-Pym 


H 


8-Pr 


8-303 


3-F-Ph 


2-MeNH-4-Pym 


H 


8-Ph 


8-304 


3-F-Ph 


2-MeNH-4-Pym 


H 


8a-Me 


8-305 


3-F-Ph 


2-MeNH-4-Pym 


H 


8a-Et 
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8-306 


3-F-Ph 


2-MeNH-4-Pym 


H 


8a-Pr 


8-307 


4-F-Ph 


4-Pyr 


H 


H 


8-308 


4-F-Ph 


4-Pyr 


H 


1-Me 


8-309 


4-F-Ph 


4-Pyr 


H 


1-Et 


8-310 


4-F-Ph 


4-Pyr 


H 


1-Pr 


8-311 


4-F-Ph 


4-Pyr 


H 


1,1-diMe 


8-312 


4-F-Ph 


4-Pyr 


H 


2-Me 


8-313 


4-F-Ph 


4-Pyr 


H 


2-Et 


8-314 


4-F-Ph 


4-Pyr 


H 


2-Pr 


8-315 


4-F-Ph 


4-Pyr 


H 


2-Bu 


8-316 


4-F-Ph 


4-Pyr 


H 


2-Allyl 


8-317 


4-F-Ph 


4-Pyr 


H 


2-Ph 


8-318 


4-F-Ph 


4-Pyr 


H 


2-Bn 


8-319 


4-F-Ph 


4-Pyr . 


H 


2-Phet 


8-320 


4-F-Ph 


4-Pyr 


H 


2,2-diMe 


8-321 


4-F-Ph 


4-Pyr 


H 


2-0H 


8-322 


4-F-Ph 


4-Pyr 


H 


2-MeO 


8-323 


4-F-Ph 


4-Pyr 


H 


2-BtO 


8-324 


4-F-Ph 


4-Pyr 


H 


2-PrO 


8-325 


4-F-Ph 


4-Pyr 


H 


2, 2-di(MeO) 


8-326 


4-F-Ph. 


4^Pyr 


H 


2, 2-di(Et0) 


8-327 


4-F-Ph 


4-Pyr 


H 


2, 2-OCH 2 CH 2 0- 


8-328 


4-F-Ph 


4-Pyr 


H 


2-Oxo 


8-329 


4-F-Ph 


4-Pyr 


H 


2-F 


8-330 


4-F-Ph 


4-Pyr 


H 


2-C1 


8-331 


4-F-Ph 


4-Pyr 


H 


2-Br 


8-332 


4-F-Ph 


4-Pyr 


H 


2-1 


8-333 


4-F-Ph 


4-Pyr 


H 


2,2-diF 


8-334 


4-F-Ph 


4-Pyr 


H 


2,2-diCl 


8-335 


4-F-Ph 


4-Pyr 


H 


2, 2-diBr 


8-336 


4-F-Ph 


4-Pyr 


H 


3-Me 


8-337 


4-F-Ph 


4-Pyr 


H 


3-Et 


8-338 


4-F-Ph 


4-Pyr 


H 


3-Pr 


8-339 


4-F-Ph 


4-Pyr 


H 


3, 3-diMe 


8-340 


4-F-Ph 


4-Pyr 


H 


5-Me 


8-341 


4-F-Ph 


4-Pyr 


H 


5-Et 
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8-342 


4-F-Ph 


4-Pyr 


H 


5-Pr 


8-343 


4-F-Ph 


4-Pyr 


H 


5, 5-diMe 


8-344 


4-F-Ph 


4-Pyr 


H 


6-Me 


8-345 


4-F-Ph 


4-Pyr 

A J. J i 


H 


6-Et 


8-346 


4-F-Ph 


4-Pyr 

J. J A 


H 


6-Pr 


8-347 


4-F-Ph 


4-Pvr 


H 


6 6-diMe 


8-348 


4-F-Ph 


4-Pvr 


H 

1M. 


6 6-diF 


8-349 


4-F-Ph 


4-Pvr 

^ A J A 


H 


6 6-CHXHo- 

V/j V VAlfl^-'AAO 


8-350 


4-F-Ph 


4-Pvr 


H 


6-Oxo 


8-351 


4-F-Ph 


4-Pvr 


H 

JUL 


8-Me 


8-352 


4-F-Ph 


4-Pvr 

* A J A 


H 


8-Et 


8-353 


4-F-Ph 


4-Pvr 

1 A J A 


H 


8-Pr 

VI Jl A 


8-354 


4-F-Ph 


4-Pyr 


H 


8-Ph 


8-355 


4-F-Ph 


4-Pvr 


H 


8a-Me 


8-356 


4-F-Ph 


4-Pyr 


H 


8a-Et 


8-357 


4-F-Ph 


4-Pvr 


H 


8a-Pr 


8-358 


4-F-Ph 


2-NH,-4-Pvm 


H 


H 


8-359 


4-F-Ph 


2-NH,-4-Pvm 


H 


1-Me 


8-360 


4-F-Ph 


2-NE,-4-Pvm 


H 


1-Et 


8-361 


4-F-Ph 


2-NHo-4-Pvm 


H 


1-Pr 


8-362 


4-F-Ph 


2-NHo-4-Pym 

*-* 1 UIO J JL J 111 


H 


1 1-diMe 

A } A U A LUV 


8-363 


4-F-Ph 


2-NHo-4-Pym 

XV 11 IX O X X JF All 


H 


2-Me 


8-364 


4-F-Ph 


2-NH,-4-Pym 


H 


2-Et 


8-365 


4-F-Ph 


2-NH 9 -4-Pym 


H 


2-Pr 


8-366 


4-F-Ph 


2-NHo-4-Pym 

U lUln X JL J XIX 


H 


2-Bu 


8-367 


4-F-Ph 


2-NH,-4-Pym 

** 4 1**9 * X J 111 


H 


2-Allyl 


8-368 


4-F-Ph 


2-NHo-4-Pym 

*J Xl**y * JF XXX 


H 


2-Ph 


8-369 


4-F-Ph 


2-NHo-4-Pvm 

*J 2 * J. J MM* 


H 


2-Bn 


8-370 


4-F-Ph 


2-NH9-4-Pvin 

*V lllXO * JL Jf 111 


H 


2-Phet 


8-371 


4-F-Ph 


2-NHo-4-Pvm 

" 111 19 A X Jill 


H 


2,2-diMe 


8-372 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-0H 


8-373 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Me0 


8-374 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Et0 


8-375 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Pr0 


8-376 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-di (MeO) 


8-377 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2, 2-di (EtO) 
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8-378 


4-F-Ph 


2-NH 2 -4-Pyi 


H 


2, 2-OCH 2 CH 2 0- 


8-379 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-0xo 


8-380 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-F 


8-381 


4-F-Ph 


2-NH 2 -4-Pyi 


H 


2-C1 


8-382 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


8-383 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-1 


8-384 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diF 


8-385 


4-F-Ph . 


2-NH 2 -4-Pym 


H 


2,2-diCl 


8-386 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 


8-387 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


8-388 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


8-389 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


8-390 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3, 3-d i Me 


8-391 


4-F-Ph 


2-NH 2 -4-Pym 


H 


5-Me 


8-392 


4-F-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


8-393 


4-F-Ph 


2-NH r 4-Pym 


H 


5-Pr 


8-394 


4-F-Ph 


2-NH 2 -4-Pym 


H 


5, 5-diMe 


8-395 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


8-396 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


8-397 


4-F-Ph 


2-NH 2 -4-Pyi 


H 


6-Pr 


8-398 


4-F-Ph 


2-NH 2 -4-Pym 


H • 


6, 6-diMe " 


8-399 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


8-400 


4-F-Ph 


2-NH 2 -4-Pyi 


H 


6, 6-CH 2 CH 2 - 


8-401 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6-0xo 


8-402 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


8-403 


4-F-Ph 


2-NH 2 -4-Pym " 


H 


8-Et 


8-404 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


8-405 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


8-406 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


8-407 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


8-408 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


8-409 


4-F-Ph 


2-MeNH-4-Pym 


H 


H 


8-410 


4-F-Ph 


2-MeNH-4-Pyi 


H 


1-Me 


8-411 


4-F-Ph 


2-MeNH-4-Pym 


H 


1-Et 


8-412 


4-F-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


8-413 


4-F-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 
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8-414 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Me 


8-415 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Et 


8-416 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Pr 


8-417 


4-F-Ph 


2-MeNH-4-Pyi 


H 


2-Bu 


8-418 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


8-419 


4-F-Ph 


2-MeNH-4-Pyi 


H 


2-Ph 


8-420 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


8-421 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


8-422 


4-F-Ph 


2-MeNH-4-Pym 


H 


2 2-diMe 


8-423 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-0H 


8-424 


4-F-Ph 


2-MeNH-4-Pyn 


H 


2-MeO 


8-425 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-EtO 


8-426 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-PrO 


8-427 


4-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-di (MeO) 


8-428 


4-F-Ph 


2-MeNH-4-Pym 


H 


2 2-di (EtO) 


8-429 


4-F-Ph 


2-MeNH-4-Pym 


H 


2 2-OCHoCILO- 


8-430 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-0xo 


8-431 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-F 


8-432 


4-F-Ph 


2-MeNH-4-Pym 


H 


2— CI 


8-433 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Br 


8-434 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-1 


8-435 


4-F-Ph 


2-MeNH-4-Pym 


H 


2, 2-diF 


8-436 


4-F-Ph 


2-MeNH-4-Pym 


H 


2 2— d i CI 


8-437 


4-F-Ph 


2-MeNH-4-Pym 


H 


2 2-diBr 

£*> fcl U 1 ill 


8-438 


4-F-Ph 


2-MeNH-4-Pym 


H 


3-Me 


8-439 


4-F-Ph 


2-MeNH-4-Pym 


H 


3-Et 


8-440 


4-F-Ph 


2-MeNH-4-Pym 


H 


3-Pr 


8-441 


4-F-Ph 


2-MeNH-4-Pym 


H 


3 3-d i Me 


8-442 


4-F-Ph 


2-MeNH-4-Pym 


H 


5-Me 


8-443 


4-F-Ph 


2-MeNH-4-Pym 


H 


5-Et 


8-444 


4-F-Ph 


2-MeNH-4-Pym 


H 


5-Pr 


8-445 


4-F-Ph 


2-MeNH-4-Pym 


H 


5, 5-diMe 


8-446 


4-F-Ph 


2-MeNH-4-Pym 


H 


6-Me 


8-447 


4-F-Ph 


2-MeNH-4-Pym 


H 


6-Et 


8-448 


4-F-Ph 


2-MeNH-4-Pym 


H 


6-Pr 


8-449 


4-F-Ph 


2-MeNH-4-Pyi 


H 


6,6-diMe 
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8-450 


4-F-Ph 


2-MeNH-4-Pym 


H 


6,6-diF 


8-451 


4-F-Ph 


2-MeNH-4-Pym 


: H 


6, 6-CH 2 CH r 


8-452 


4-F-Ph 


2-MeNH-4-Pym 


H 


6-Oxo 


8-453 


4-F-Ph 


2-MeNH-4-Pym 


H 


8-Me 


8-454 


4-F-Ph 


2-MeNH-4-Pym 


H 


8-Et 


8-455 


4-F-Ph 


2-MeNH-4-Pym 


H 


8-Pr 


8-456 


4-F-Ph 


2-MeNH-4-Pym 


H 


8-Ph 


8-457 


4-F-Ph ,. 


2-MeNH-4-Pym . 


H 


8a-Me- -: 


8-458 


4-F-Ph 


2-MeNH-4-Pym 


H 


8a-Et 


8-459 


4-F-Ph 


2-MeNH-4-Pym 


H 


8a-Pr 


8-460 


3-Cl-Ph 


4-Pyr 


H 


H 


8-461 


3-Cl-Ph 


4-Pyr 


H 


1-Me 


8-462 


3-Cl-Ph 


4-Pyr 


H 


1-Et 


8-463 


3-Cl-Ph 


4-Pyr 


H 


1-Pr 


8-464 


3-Cl-Ph 


4-Pyr 


H 


1,1-diMe 


8-465 


3-Cl-Ph 


4-Pyr 


H 


2-Me 


8-466 


3-Cl-Ph 


4-Pyr 


H 


2-Et 


8-467 


3-Cl-Ph 


4-Pyr 


H 


2-Pr 


8-468 


3-Cl-Ph 


4-Pyr 


H 


2-Bu 


8-469 


3-Cl-Ph 


4-Pyr 


H 


2-Allyl 


8-470 


3-Cl-Ph , 


4-Pyr 


Eh 


2-Ph ■- 


8-472 


3-Cl-Ph 


4-Pyr 


H 


2-Bn 


8-472 


3-Cl-Ph 


4-Pyr 


H 


2-Phet 


8-473 


3-Cl-Ph 


4-Pyr 


H 


2, 2-diMe 


8-474 


3-Cl-Ph 


4-Pyr 


H 


2-0H 


8-475 


3-Cl-Ph 


4-Pyr 


H 


2-Me0 


8-476 


3-Cl-Ph 


4-Pyr 


H 


2-EtO 


8-477 


3-Cl-Ph 


4-Pyr 


H 


2-PrO 


8-478 


3-Cl-Ph 


4-Pyr 


H 


2, 2-d i (MeO) 


8-479 


3-Cl-Ph 


4-Pyr 


H 


2, 2-di (EtO) 


8-480 


3-Cl-Ph 


4-Pyr 


H 


2, 2-0CH 2 CH 2 0- 


8-481 


3-Cl-Ph 


4-Pyr 


H 


2-0xo 


8-482 


3-Cl-Ph 


4-Pyr 


H 


2-F 


8-483 


3-Cl-Ph 


4-Pyr 


H 


2-C1 


8-484 


3-Cl-Ph 


4-Pyr 


H 


2-Br 


8-485 


3-Cl-Ph 


4-Pyr 


H 


2-1 
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8-486 


3-CI-Ph 


4-Pyr 


H 


2, 2-diF 


.8-487 


3-Cl-Pb 


4-Pyr 


H 


2,2-diCl 


8-488 


3-Cl-Ph 


4-Pyr 


H 


2,2-diBr 


8-489 


3-Cl-Ph 


4-Pyr 


H 


3-Me 


8-490 


3-Cl-Ph 


4-Pyr 


H 


3-Et 


8-491 


3-Cl-Ph 


4-Pyr 


H 


3-Pr 


8-492 


3-Cl-Ph 


4-Pyr 


H 


3, 3-diMe 


8-493 


3-Cl-Ph 


4-Pyr 


H 


5-Me 


8-494 


3-Cl-Ph 


4-Pyr 


H 


5-Et 


8-495 


3-Cl-Ph 


4-Pyr 


H 


5-Pr 


8-496 


3-Cl-Ph 


4-Pyr 


H 


5, 5-diMe 


8-497 


3-Cl-Ph 


4-Pyr 


H 


6-Me 


8-498 


3-Cl-Ph 


4-Pyr 


H 


6-Et 


8-499 


3-Cl-Ph 


4-Pyr 


H 


6-Pr 


8-500 


3-Cl-Ph 


4-Pyr 


H 


6, 6-diMe 


8-501 


3-Cl-Ph 


4-Pyr 


H 


6, 6-diF 


8-502 


3-Cl-Ph 


4-Pyr 


H 


6, 6-CH 2 CH 2 - 


8-503 


3-Cl-Ph 


4-Pyr 


H 


6-Oxo 


8-504 


3-Cl-Ph 


4-Pyr 


H 


8-Me 


8-505 


3-Cl-Ph 


4-Pyr 


H 


8-Et 


8-506 


3-Cl-Ph 


4-Pyr 


H 


8-Pr 


8-507 


3-Cl-Ph 


4-Pyr 


H 


8-Ph 


8-508 


3-Cl-Ph 


4-Pyr 


H 


8a-Me 


8-509 


3-Cl-Ph 


4-Pyr 


H 


8a-Et 


8-510 


3-Cl-Ph 


4-Pyr 


H 


8a-Pr 


8-511 


3-Cl-Ph 


2-NH r 4-Pym 


H 


H 


8-512 


3-CI-Ph 


2-NH r 4-Pym 


H 


1-Me 


8-513 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


1-Et 


8-514 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


1-Pr 


8-515 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


1,1-diMe 


8-516 


3-CI-Ph 


2-NH 2 -4-Pym 


H 


2-Me 


8-517 


3-Cl-Ph 


2-NH r 4-Pym 


H 


2-Et 


8-518 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Pr 


8-519 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Bu 


8-520 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Allyl 


8-521 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Ph 
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8-522 


3-Cl-Ph . 


2-NH 2 -4-Pym 


H 


2-Bn 


8-523 


3-Cl-Ph 


2-NH r 4-Pyi 


H 


2-Phet 


8-524 


3-Cl-Ph 


2-NH r 4-Pyi 


H 


2,2-diMe 


8-525 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-0H 


8-526 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-MeO 


8-527 


3-Cl-Ph 


2-NH 2 -4-Pym 


. H 


2-EtO 


8-528 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-PrO 


8-529 


3-Cl-Ph . 


2-NH 2 -4-Pyi 


• -H 


2,2-di(Me0) 


8-530 


3-Cl-Ph 


2-NH 2 -4-Pyio 


H 


2,2-di(Et0) 


8-531 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2, 2-0CH 2 CH 2 0- 


8-532 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Oxo 


8-533 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-F 


8-534 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-C1 


8-535 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


8-536 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-1 


8-537 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diF 


8-538 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl 


8-539 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 


8-540 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


8-541 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


8-542 


3-Cl-Ph • 


2-NH 2 -4-Pym 


H' 


3-Pr - 


8-543 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3, 3-diMe 


8-544 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Me 


8-545 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


8-546 


3-Cl-Ph 


2-NH 2 -4-Pyi 


H 


5-Pr 


8-547 


3-Cl-Ph 


2-NH 2 -4-Pyi 


H 


5, 5-diMe 


8-548 


3-Cl-Ph 


2-NH 2 -4-Pyi 


H 


6-Me 


8-549 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


8-550 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


8-551 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6, 6-diMe 


8-552 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6, 6-diF 


8-553 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6, 6-CH 2 CH 2 - 


8-554 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Oxo 


8-555 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


8-556 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


8-557 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 
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8-558 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


8-559 


3-Cl-Ph 


2-NH r 4-Pym 


H 


8a-Me 


8-560 


3-Cl-Ph 


2-NH r 4-Pym 


H 


8a-Et 


8-561 


3-Cl-Ph 


2-NH r 4-Pym 


H 


8a-Pr 


8-562 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


H 


8-563 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1-Me 


8-564 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1-Ef 


8-565 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


8-566 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 


8-567 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Me 


8-568 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Et 


8-569 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Pr 


8-570 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Bu 


8-571 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


8-572 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Ph 


8-573 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


8-574 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


8-575 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2,2-diMe 


8-576 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-0H 


8-577 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-MeO 


8-578 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-EtO 


8-579 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-PrO 


8-580 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2, 2-d i (MeO) 


8-581 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2, 2-di (EtO) 


8-582 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2, 2-0CH 2 CH 2 0- 


8-583 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Oxo 


8-584 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-F 


8-585 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-C1 


8-586 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-Br 


8-587 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2-1 


8-588 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


8-589 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2, 2-diCl 


8-590 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


2,2-diBr 


8-591 


3-Cl-Ph ' 


2-MeNH-4-Pym 


H 


3-Me 


8-592 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


3-Et 


8-593 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


3-Pr 
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8-594 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


3, 3-diMe 


8-595 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


5-Me 


8-596 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


5-Et 


8-597 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


5-Pr 


8-598 


3-Cl-Ph 


2-MeNH-4-Pym . 


H 


5, 5-diMe 


8-599 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-Me 


8-600 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-Et 


8-601 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-Pr- 


8-602 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6, 6-diMe 


8-603 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6,6-diF 


8-604 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6, 6-CHjCHj- 


8-605 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-0xo 


8-606 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Me 


8-607 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Et 


8-608 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Pr 


8-609 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Ph 


8-610 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8a-Me 


8-611 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8a-Et 


8-612 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8a-Pr 


8-613 


3-CF 3 -Ph 


4-Pyr 


H 


H 


8-614 


3-CF 3 -Ph 


4-Pyr 


H 


1-Me.r 


8-615 


3-CF 3 -Ph 


4-Pyr 


H 


1-Et 


8-616 


3-CF 3 -Ph 


4-Pyr 


H 


1-Pr 


8-617 


3-CF 3 -Ph 


4-Pyr 


H 


1,1-diMe 


8-618 


3-CF 3 -Ph 


4-Pyr 


H 


2-Me 


8-619 


3-CF 3 -Ph 


4-Pyr 


H 


2-Et 


8-620 


3-CF 3 -Ph 


4-Pyr 


H 


2-Pr 


8-621 


3-CF 3 -Ph 


4-Pyr 


H 


2-Bu 


8-622 


3-CF 3 -Ph 


4-Pyr 


H 


2-Allyl 


8-623 


3-CF 3 -Ph 


4-Pyr 


H 


2-Ph 


8-624 


3-CF 3 -Ph 


4-Pyr 


H 


2-Bn 


8-625 


3-CF 3 -Ph 


4-Pyr 


H 


2-Phet 


8-626 


3-CF 3 -Ph 


4-Pyr 


H 


2, 2-diMe 


8-627 


3-CF 3 -Ph 


4-Pyr 


H 


2-0H 


8-628 


3-CF 3 -Ph 


4-Pyr 


H 


2-MeO 


8-629 


3-CF 3 -Ph 


4-Pyr 


H 


2-EtO 
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8-630 


3-CF,-Ph 


4-Pyr 


H 


2-PrO 


8-631 


3-CFj-Ph 


4-Pyr 


H 


2, 2-di(Me0) 


8-632 


3-CFj-Ph 


4-Pyr 


H 


2, 2-di (EtO) 


8-633 


3-CFj-Ph 


4-Pyr 


H 


2 2-0CH,CH,0- 


8-634 


3-CF 3 -Ph 


4-Pvr 

* X J X 


H 


2-0xo 


8-635 


3-CF,-Ph 

V V/A ■? .1 11 


4-Pyr 

* X J 1 


H 


2-F 


8-636 


3-CF,-Ph 


4-Pvr 


H 

AA 


2-C1 

u \j A 


8-637 


3-CFo-Ph 


4-Pvr 


H 

Al 


2-Br 

u AJ 1 


8-638 


3-CF,-Ph 


4-Pvr 


H 

Al 


2-1 


8-639 


3-CFo-Ph 


4-Pyr 


H 

Al 


2 2-diF 

u y u U A A 


8-640 


3-CF,-Ph 

\J VI 11 X 11 


4-Pvr 

— *■ y *• 


H 


2 2-diCl 


8-641 


3-CF,-Ph 

V ui q X 11 


4-Pyr 


H 


2 2-diBr 


8-642 


3-CF,-Ph 

v wX y X it 


4-Pvr 

* X J X 


H 


3-Me 


8-643 


3-CF,-Ph 


4-Pvr 

X Jr A 


H 


3-Et 


8-644 


3-CFo-Ph 


4-Pyr 

-x x jr i 


H 


3-Pr 


8-645 


3-rp -ph 

v Vi y X Al 


— a j a 


H 


3 3-d iMe 


8-646 


3-CF,-Ph 

U V/l 4 X U 


4-Pvr 


H 

AA 


5 -Me 


8-647 


V V/A 9 X 11 


4-Pvr 


H 

AA 


5-Et 


8-648 


3_rp pfo 

V V/l 9 X 11 


4-Pvr 


H 

AA 


5-Pr 

%J A A 


8-649 


3-CFj-Ph 


4-Pyr 

A J A 


H 


5, 5-diMe 


8-650 


3-CF„-Ph 


4-Pvr 


H 


6-Me 


8-651 


3-CF 3 -Ph 


4-Pvr 

— x y 1 


H 

AA 


6-Et 


8-652 


3-CF,-Ph 

V V/<1 v X 11 


4-Pvr 

* X J X 


H 


6-Pr 


8-653 


3-CF,-Ph 


4-Pvr 

* X J X 


H 


fi fi— diMp 


8-654 


3-CFHPh 


4-Pvr 

A J A 


H 


6 6-diF 

V U AA 


8-655 


3-CFo-Ph 

V VI y X 11 


4-Pyr 


H 


6 6-CILCIL- 


8-656 


3-CF 9 -Ph 

\J wX y X 11 


4-Pvr 


H 


6-0xo 


8-657 


3-CF,~Ph 

v vx *j x ii 


4-Pvr 


H 


8-Me 


8-658 


3-CF,-Ph 

V \sl> V A 11 


4-Pvr 


H 


8-Et 


8-659 


3-CF ,-Ph 

1/ v/A w A 11 


4-Pyr 

* X J A 


H 


8-Pr 

\J XL 


8-660 


3-CF r Ph 


4-Pyr 


H 


8-Ph 


8-661 


3-CF 3 -Ph 


4-Pyr 


H 


8a-Me 


8-662 


3-CF 3 -Ph 


4-Pyr 


H 


8a-Et 


8-663 


3-CFj-Ph 


4-Pyr 


H 


8a-Pr 


8-664 


3-CF r Ph 


2-NH 2 -4-Pym 


H 


H 


8-665 


3-CFj-Ph 


2-NH 2 -4-Pym 


H 


1-Me 



WO 03/015781 



PCT/JP02/08276 



129 



8-666 


3-CF s -Ph 


2-NH 2 -4-Pym 


H 


1-Et 


8-667 


3-CFj-Ph 


2-NH 2 -4-Pyi 


H 


1-Pr 


8-668 


3-CFj-Ph 


2-NH 2 -4-Pym 


H 


1,1-diMe 


8-669 


3-CFj-Ph 


2-NH 2 -4-Pym 


H 


2-Me 


8-670 


3-CF r Ph 


2-NH 2 -4-Pym 


H 


2-Et 


8-671 


3-CFj-Ph 


2-NH 2 -4-Pym 


H 


2-Pr 


8-672 . 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-Bu 


8-673 


3-CFj-Ph 


2-NH 2 -4-Pym 


..H. 


2-Allyl 


8-674 


3-CFj-Ph 


2-NH 2 -4-Pym 


H 


2-Ph 


8-675 


3-CF r Ph 


2-NH 2 -4-Pym 


H 


2-Bn 


8-676 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-Phet 


8-677 


3-CF 3 -Ph 


2-NH 2 -4-Pym' 


H 


2, 2-diMe 


8-678 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-OH 


8-679 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-MeO 


8-680 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-EtO 


8-681 


3-CF 3 -Ph 


2-NH 2 -4-Pyin 


H 


2-PrO 


8-682 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2, 2-di(Me0) 


8-683 


3-CF 3 -Ph 


2-NH 2 -4-Pym . 


H 


2, 2-di (EtO) 


8-684 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2, 2-0CH 2 CH 2 0- 


8-685 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-0xo 


8-686 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-F • 


8-687 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-CI 


8-688 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-Br 


8-689 


3-CF 3 -Ph 


2-NH 2 -4-Pyio 


H 


2-1 


8-690 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2, 2-diF 


8-691 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2, 2-di.Cl 


8-692 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2, 2-diBr 


8-693 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


3-Me 


8-694 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


3-Et 


8-695 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


8-696 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


3, 3-diMe 


8-697 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


5-Me 


8-698 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


5-Et 


8-699 


3-CF 3 -Ph 


2-NH r 4-Pyi 


H 


5-Pr 


8-700 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


5, 5-diMe 


8-701 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6-Me 
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8-702 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6-Et 


8-703 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


8-704 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6, 6-diMe 


8-705 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


8-706 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6, 6-CH 2 CH 2 - 


8-707 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


6-0xo 


8-708 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


8-Me 


8-709 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


8-Et 


8-710 


3-CF 3 -Ph 


2-NH r 4-Pym 


H 


8-Pr 


8-711 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


8-712 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


8-713 


3-CF 3 -Ph 


2-NH 2 -4-Pyai 


H 


8a-Et 


8-714 


3-CF 3 -Ph 


2-NH 2 -4-Pyi 


H 


8a-Pr 


8-715 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


H 


8-716 


• 3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


1-Me 


8-717 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


1-Et 


8-718 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


1-Pr 


8-719 


3-CF 3 -Ph 


24JeNH-4-Pym 


H 


1, 1-diMe 


8-720 


3-CF 3 -Ph 


2-ileNH-4-Pym 


H 


2-Me 


8-721 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Et 


8-722 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Pr 


8-723 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Bu 


8-724 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


8-725 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Ph 


8-726 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Bn 


8-727 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Phet 


8-728 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2,2-diMe 


8-729 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-0H 


8-730 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-MeO 


8-731 


3-CF 3 -Ph 


2-MeNH-4-Pyra 


H 


2-EtO 


8-732 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Pr0 


8-733 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2, 2-di (MeO) 


8-734 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2, 2-di (EtO) 


8-735 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2, 2-OCH 2 CH 2 0- 


8-736 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-0xo 


8-737 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-F 
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8-738 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-C1 


8-739 


3-CFg-Ph 


2-MeNH-4-Pym - 


H 


2-Br 


8-740 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-1 


8-741 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


8-742 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2,2-diCl 


8-743 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2,2-diBr 


8-744 


3-CF r Ph 


2-MeNH-4-Pym 


H 


3-Me 


8-745 


3-CF 3 -Ph 


2-MeNH-4-Pyi 


• H 


3-Et • 


8-746 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


3-Pr 


8-747 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


3, 3-diMe 


8-748 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


5-Me 


8-749 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


5-Et 


8-750 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


5-Pr 


8-751 


3-CF r Ph 


2-MeNH-4-Pym 


H 


5, 5-diMe 


8-752 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6-Me 


8-753 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6-Et 


8 : 754 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6-Pr 


8-755 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6,6-diMe 


8-756 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6, 6-diF 


8-757 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6, 6-CH 2 CH r 


8-758 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6-0xo 


8-759 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8-Me 


8-760 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8-Et 


8-761 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8-Pr 


8-762 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8-Ph 


8-763 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8a-Me 


8-764 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8a-Et 


8-765 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


8a-Pr 


8-766 


3,4-diF-Ph 


4-Pyr 


H 


H 


8-767 


3,4-diF-Ph 


4-Pyr 


H 


1-Me 


8-768 


3,4-diF-Ph 


4-Pyr 


H 


1-Et 


8-769 


3, 4-diF-Ph 


4-Pyr 


H 


1-Pr 


8-770 


3, 4-diF-Ph 


4-Pyr 


H 


1, 1-diMe 


8-771 


3,4-diF-Ph 


4-Pyr 


H 


2-Me 


8-772 


3,4-diF-Ph 


4-Pyr 


H 


2-Et 


8-773 


3,4-diF-Ph 


4-Pyr 


H 


2-Pr 
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8-774 


3,4-diF-Ph 


4-Pyr 


H 


2-Bu 


8-775 


3,4-diF-Ph 


4-Pyr 


H 


2-Allyl 


8-776 


3,4-diF-Ph 


4-Pyr 


H 


2-Ph 


8-777 


3,4-diF-Ph 


4-Pyr 


H 


2-Bn 


8-778 


3,4-diF-Ph 


4-Pyr 


H 


2-Phet 


8-779 


3,4-diF-Ph 


4-Pyr 


H 


2, 2-diMe 


8-780 


3,4-diF-Ph 


4-Pyr 


H 


2-0H 


S-781 


3,4-diF-Ph 


4-Pyr 


H 


2-MeO 

U ill C \J 


8-782 


3,4-diF-Ph 


4-Pyr 


H 


2-Ftn 


8-783 


3,4-diF-Ph 


4-Pyr 


H 

XL 


2-PrO 

u X 1 U 


8-784 


3,4-diF-Ph 


4-Pyr 


H 


2 2-d i (MpO) 


8-785 


3,4-diF-Ph 


4-Pyr 


H 




8-786 


3, 4-diF-Ph 


4-Pyr 


H 


2 2-OCfLfHO- 


8-787 


3, 4-diF-Ph 


4-Pyr 


H 


2-0xo 


8-788 


3,4-diF-Ph 


4-Pyr 


H 


2-F 


8-789 


3,4-diF-Ph 


4-Pyr 


H 


2-C1 


8-790 


3, 4-diF-Ph 


4-Pyr 


H 


2-Br 


8-791 


3,4-diF-Ph 


4-Pyr 


H 


2-1 


8-792 


3,4-diF-Ph 


4-Pyr 


H 


2 2-diF 

Uy id Mir 


8-793 


3, 4-diF-Ph 


4-Pyr 


H 

IX 


2 2-d ifl 


8-794 


3, 4-diF-Ph 


4-Pyr 


H 


2 2-diRr 

u j It Ul DI 


8-795 


3,4-diF-Ph 


4-Pyr 


H 


3-Mp 


8-796 


3, 4-diF-Ph 


4-Pyr 


H 


3-Et 


8-797 


3,4-diF-Ph 


4-Pyr 


H 


3-Pr 

O XI 


8-798 


3, 4-diF-Ph 


4-Pyr 


H 


3 3-d iMp 

V > tl Ul IUG 


8-799 


3,4-diF-Ph 


4-Pyr 


H 


5-Me 


8-800 


3, 4-diF-Ph 


4-Pyr 


H 


5-Et 


8-801 


3,4-diF-Ph 


4-Pyr 


H 


5-Pr 

U XI 


8-802 


3,4-diF-Ph 


4-Pyr 


H 


5 5-diMp 


8-803 


3,4-diF-Ph 


4-Pyr 


H 
ii 


fi-Mp 


8-804 


3, 4-diF-Ph 


4-Pyr 


H 


6-Bt 


8-805 


3, 4-diF-Ph 


4-Pyr 


H 


6-Pr 


8-806 


3,4-diF-Ph 


4-Pyr 


H 


6, 6-diMe 


8-807 


3,4-diF-Ph 


4-Pyr 


H 


6, 6-diF 


8-808 


3,4-diF-Ph 


4-Pyr 


H 


6,6-CH 2 CH r , 


8-809 


3,4-diF-Ph 


4-Pyr 


H 


6-Oxo 
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8-810 


3,4-d 


iF-Ph 


4-Pyr 


H 


8-Me 


8-811 


3, 4-d 


iF-Ph 


4-Pyr 


H 


8-Bf ■ 


8-812 


3,4-d 


iF-Ph 


4-Pyr 


H 


8-Pr 


8-813 


3,4-d 


iF-Ph 


4-Pyr 


H 


8-Ph 


8-814 


3,4-d 


iF-Ph 


4-Pyr 


H 


8a-Me 


8-81* 


3,4-d 


iF-Ph 


4-Pyr 


. H 


8a-Et 


8-816 


3,4-d 


iF-Ph 


4-Pyr 


H 


8a-Pr 


8-817 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


H 


8-818 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


1-Me 


8-819 


3, 4-d 


iF-Ph 


2-NH r 4-Pym 


H 


1-Et 


8-820 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


1-Pr 


8-821 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


1,1-diMe 


8-822 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Me 


8-823 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Et 


8-824 


3, 4-d 


iF-Ph 


2-NH 2 -4-Pym 


H 


2-Pr 


8-825 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Bu 


8-826 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Allyl 


8-827 


3, 4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Ph 


8-828 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Bn 


8-829 


3,4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-Phet 


8-830 


3, 4-d 


iF-Ph 


2-NH r 4-Pym 


• H- 


2, 2-diMe 


8-831 


3, 4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-OH 


8-832 


3, 4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-MeO 


8-833 


3, 4-d 


iF-Ph 


2-NH r 4-Pym 


H 


2-EtO 


8-834 


3, 4-d. 


iF-Ph 


2-NH r 4-Pym 


H 


2-PrO 


8-835 


3,4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2,2-di (MeO) 


8-836 


3, 4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2,2-di(EtO) 


8-837 


3, 4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2, 2-0CH 2 CH 2 O- 


8-838 


3, 4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2-Oxo . 


8-839 


3,4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2-F 


8-840 


3, 4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2-C1 


8-841 


3, 4-di 


iF-Ph 


2-NH r 4-Pym 


H 


2-Br 


8-842 


3, 4-di 


iF-Ph 


2-NH 2 -4-Pym 


H 


2-1 


8-843 


3, 4-di 


F-Ph 


2-NH r 4-Pym 


H 


2,2-diF 


8-844 


3,4-di 


F-Ph 


2-NH r 4-Pym 


H 


2,2-diCl 


8-845 


3, 4-di 


F-Ph 


2-NH r 4-Pym 


H 


2,2-diBr 
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8-846 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


8-847 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


8-848 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


8-849 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


3,3-diMe 


8-850 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


5-Me 


8-851 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


8-852 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


8-853 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


5, 5-diMe 


8-854 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


8-855 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


8-856 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


8-857 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


6, 6-diMe 


8-858 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6, 6-diF 


8-859 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6, 6-CH 2 CH 2 - 


8-860 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Oxo 


8-861 


3,4-diF-Ph 


2-NH r 4-Pym 


H 


8-Me 


8-862 


3, 4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


8-863 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


8-864 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


8-865 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


8-866 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


8-867 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


8-868 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


H 


8-869 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Me 


8-870 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Et 


8-871 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


8-872 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


1, 1-diMe 


8-873 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Me 


8-874 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Et 


8-875 


3,4-diF-Ph 


2-MeNH-4-Pyi 


H 


2-Pr 


8-876 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Bu 


8-877 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


8-878 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Ph 


8-879 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


8-880 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


8-881 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2, 2-diMe 
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8-882 


3,4-diF-Ph 


2-MeNH-4-Pym 


. H 


2-OH 


8-883 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-MeO 


8-884 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-EtO 


8-885 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Pr0 


8-886 


3,4-diF-Ph 


2-MeNH-4-Pym 


. H 


2, 2-di (MeO) 


8-887 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2, 2-di (E tO) 


8-888 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2, 2-0CH 2 CH 2 0- 


8-889 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2-0x0' ••- 


8-890 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-F 


8-891 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-C1 


8-892 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Br ' 


8-893 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-1 


8-894 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


8-895 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


2, 2-diCl 


8-896 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2, 2-di Br 


8-897 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3-Me 


8-898 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3-Et 


8-899 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3-Pr 


8-900 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3, 3-diMe 


8-901 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


5-Me 


8-902 


3,4-diF-Ph 


2-MeNH-4-Pyi 


••■H- 


5-Et 


8-903 


3, 4-diF-Ph 


2-MeNH-4-Pym 


H 


5-Pr 


8-904 


3, 4-diF-Ph 


2-MeNH-4-Pym 
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u r 


9-200 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-Cl 


9-201 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-Br 


9-202 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2, 2-diF 


9-203 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2, 2-diCl 


9-204 


4-F-Ph 


4-Pym 


Me 


H 


9-205 


4-F-Ph 


4-Pym 


Me 


2-OH 
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9-206 


4-F-Ph 


4-Pym 


Me 


2-MeO 


9-207 


4-F-Ph 


4-Pym 


Me 


2-Ph 


9-208 


4-F-Ph 


4-Pym 


Me 


8-Me 


9-209 


4-F-Ph 


4-Pym 


Me 


2-F 


9-210 


4-F-Ph 


4-Pym 


Me . 


2-C1 


9-211 


4-F-Ph 


4-Pym 


Me 


2-Br 


9-212 


4-F-Ph 


4-Pym 


Me 


2,2-diF 


9-213 


4-F-Ph 


4-Pym . > 


Me . 


2,2-diCl 


9-214 


4-F-Ph 


2-MeO-4-Pym 


Me 


H 


9-215 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-OH 


9-216 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-MeO 


9-217 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Ph 


9-218 


4-F-Ph 


2-MeO-4-Pym 


Me 


8-Me 


9-219 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-F 


9-220 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-C1 


9^221 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Br 


9-222 


4-F-Ph 


2-Me0-4-Pym 


Me 


2,2-diF 


9-223 


4-F-Ph 


2-Me0-4-Pym 


Me 


2,2-diCl 


9-224 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


H 


9-225 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-OH 


9-226 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


•2-MeO 


9-227 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-Ph 


9-228 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


8-Me 


9-229 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-F 


9-230 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-C1 


9-231 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-Br 


9-232 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2,2-diF 


9-233 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2,2-diCl 


9-234 


4-F-Ph 


2-BnNH-4-Pym 


Me 


H 


9-235 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-OH 


9-236 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-MeO 


9-237 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-Ph 


9-238 


4-F-Ph 


2-BnNH-4-Pym 


Me 


8-Me 


9-239 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-F 


9-240 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-C1 


9-241 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-Br 
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9-242 


4-F-Ph 


2-BnNH-4-Pym 


Me 


9-243 


4-F-Ph 


2-BnNH-4-Pym 


Me 


9-244 


4-F-Ph 


4-Pyr 


Me 


9-245 


4-F-Ph 


4-Pyr 


Me 


9-246 


4-F-Ph 


4-Pyr 


Me 


9-247 


4-F-Ph 


4-Pyr 


Me 


9-248 


4-F-Ph 


4-Pyr 


Me 


9-249 


4-F-Ph 


4-Pyr 


Me 


9-250 


4-F-Ph 


4-Pyr 


Me 


9-251 


4-F-Ph 


4-Pyr 


Me 


9-252 


4-F-Ph 


4-Pyr 


Me 


9-253 


4-F-Ph 


4-Pyr 


Me 


9-254 


4-F-Ph 


4-Pyr 


Me 


9-255 


4-F-Ph 


4-Pyr 


Me 


9-256 


4-F-Ph 


4-Pyr 


Me 


9-257 


4-F-Ph 


4-Pyr 


Me 


9-258 


4-F-Ph 


4-Pyr 


Me 


9-259 


4-F-Ph 


4-Pyr 


Me 


9-260 


4-F-Ph 


4-Pyr 


Me 


9-261 


4-F-Ph 


4-Pyr 


Me 


9-262 


4-F-Ph 


4-Pyr 


Me 


9-263 


4-Cl-Ph 


4-Pyr 


Me 


9-264 


4-Cl-Ph 


4-Pyr 


Me 


9-265 


4-Cl-Ph 


4-Pyr 


Me 


9-266 


4-Cl-Ph 


4-Pyr 


Me 


9-267 


4-Cl-Ph 


4-Pyr 


Me 


9-268 


4-Cl-Ph 


4-Pyr 


Me 


9-269 


4-Cl-Ph 


4-Pyr 


Me 


9-270 


4-Cl-Ph 


4-Pyr 


Me 


9-271 


4-Cl-Ph 


4-Pyr 


Me 


9-272 


4-Cl-Ph 


4-Pyr 


Me 


9-273 


4-Cl-Ph 


4-Pyr 


Me 


9-274 


4-Cl-Ph 


4-Pyr 


Me 


9-275 


4-Cl-Ph 


4-Pyr 


Me 


9-276 


4-CI-Ph 


4-Pyr 


Me 


9-277 


4-Cl-Ph 


4-Pyr 


Me 



2,2-diF 

2,2-diCl 

2->CH 2 

2->CHMe 

2->CHEt 

2->CHPr 

2->C(Me) 2 

2->CHPh 

2,2-diPh 

2,2-0(CH 2 ) 3 0- 

2,2-0CH 2 C(Me) 2 CH 2 0- 

2,2-(CH 2 ) 2 - 

2,2-(CH 2 ) 3 - 

2,2-(CH 2 ) 4 - 

2,2-(CH 2 ) 5 - 

2-MeS 

2-EtS 

2-PrS 

2-BuS 

2-MeS0 2 

2-PhO 

1-Me 

1-Et 

1- Pr 

1.1- diMe 

2- Me 
2-Et 
2-Pr 
2-Bu 
2-Allyl 
2-Ph 
2-Bn 
2-Phet 

2. 2- diMe 
2-OH 
2-MeO 



WO 03/015781 



PCT/JP02/08276 



165 



9-278 


4-Cl-Ph 


4-Pyr 


Me 


2-EtO 


9-279 


4-Cl-Ph 


4-Pyr 


Me 


2-PrO 


9-280 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-di (MeO) 


9-281 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-di (EtO) 


9-282 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-0CH 2 CH 2 0- 


9-283 


4-Cl-Ph 


4-Pyr 


Me 


2-Oxo 


9-284 


4-Cl-Ph 


4-Pyr 


Me 


2-F 


9-285 


4-Cl-Ph 


4-Pyr 


Me 


2-C1 


9-286 


4-Cl-Ph 


4-Pyr 


Me 


2-Br 


9-287 


4-Gl-Ph 


4-Pyr 


Me 


2-1 


9-288 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diF 


9-289 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diCl 


9-290 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diBr 


9-291 


4-Cl-Ph 


4-Pyr 


Me 


3-Me 


9-292 


4-Cl-Ph 


4-Pyr 


Me 


3-Et 


9-293 


4-Cl-Ph 


4-Pyr 


Me 


3-Pr 


9-294 


4-Cl-Ph 


4-Pyr 


Me 


3, 3-d iMe 


9-295 


4-Cl-Ph 


4-Pyr 


Me 


5-Me 


9-296 


4-Cl-Ph 


4-Pyr 


Me 


5-Et 


9-297 


4-Cl-Ph 


4-Pyr 


Me 


5-Pr 


9-298 


4-Cl-Ph 


4-Pyr . • 


Me 


5, 5-diMe 


9-299 


4-Cl-Ph 


4-Pyr 


Me 


6-Me 


9-300 


4-Cl-Ph 


4-Pyr 


Me 


6-Et 


9-301 


4-Cl-Ph 


4-Pyr 


Me 


6-Pr 


9-302 


4-Cl-Ph 


4-Pyr 


Me 


6, 6-diMe . 


9-303 


4-Cl-Ph 


4-Pyr 


Me 


6-Oxo 


9-304 


4-Cl-Ph 


4-Pyr 


Me 


8-Me 


9-305 


4-Cl-Ph 


4-Pyr 


Me 


8-Et 


9-306 


4-Cl-Ph 


4-Pyr 


Me 


8-Pr 


9-307 


4-Cl-Ph 


4-Pyr 


Me 


8-Ph 


9-308 


4-Cl-Ph 


4-Pyr 


Me 


8a-Me 


9-309 


4-Cl-Ph 


4-Pyr 


Me 


8a-Et 


9-310 


4-Cl-Ph 


4-Pyr 


Me 


8a-Pr 


9-311 


4-Cl-Ph 


4-Pyr 


Me 


6, 6-(CH 2 ) 2 - 


9-312 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diF 


9-31.3 


4-Cl-Ph 


4-Pyr 


Me 


2->CH 2 
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9-314 


4-Cl-Ph 


4-Pyr 


Me 


9-315 


4-Cl-Ph 


4-Pyr 


Me 


9-316 


4-Cl-Ph 


4-Pyr 


Me 


9-317 


4-Cl-Ph 


4-Pyr 


Me 


9-318 


4-Cl-Ph 


4-Pyr 


Me 


9-319 


4-Cl-Ph 


4-Pyr 


Me 


9-320 


4-Cl-Ph 


4-Pyr 


Me 


9-321 


4-Cl-Ph 


4-Pyr 


Me 


9-322 


4-Cl-Ph 


4-Pyr 


Me 


9-323 


4-Cl-Ph 


4-Pyr 


Me 


9-324 


4-Cl-Ph 


4-Pyr 


Me 


9-325 


4-Cl-Ph 


4-Pyr 


Me 


9-326 


4-Cl-Ph 


4-Pyr 


Me 


9-327 


4-Cl-Ph 


4-Pyr 


Me 


9-328 


4-Cl-Ph 


4-Pyr 


Me 


9-329 


4-Cl-Ph 


4-Pyr 


Me 


9-330 


4-Cl-Ph 


4-Pyr 


Me 


9-331 


4-Cl-Ph 


4-Pyr 


Me 


9-332 


4-F-Ph 


4-Pyr 


Me 


9-333 


4-F-Ph 


4-Pyr 


Me 


9-334 


4-F-Ph 


4-Pyr 


Me 


9-335 


4-F-Ph 


4-Pyr 


Me 


9-336 


4-F-Ph 


4-Pyr 


Me 


9-337 


4-F-Ph 


4-Pyr 


Me 


9-338 


3-CF 3 -Ph 


4-Pyr 


Me 


9-339 


3-CF 3 -Ph 


4-Pyr 


Me 


9-340 


3-CF 3 -Ph 


4-Pyr 


Me 


9-341 


3-CFj-Ph 


4-Pyr 


Me 


9-342 


3-CFj-Ph 


4-Pyr 


Me 


9-343 


3-CF 3 -Ph 


4-Pyr 


Me 


9-344 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


9-345 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


9-346 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


9-347 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


9-348 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


9-349 


4-F-Ph 


2-NH 2 -4-Pym 


Me 



2->CHMe 

2->CHEt 

2->CHPr 

2->C(Me) 2 

2->CHPh 

2-2-diPh 

2, 2-0(CH 2 ) 3 0- 

2-2-OCH 2 C(Me) 2 CH 2 0- 

2-2-(CH 2 ) 2 - 

2, 2-(CH 2 ) 3 - 

2,2-(CH 2 ) 4 - 

2,2-(CH 2 ) 5 - 

2-MeS 

2-BtS 

2-PrS 

2-BuS 

2-MeS0 2 

2-PhO 

2-(4-MeO-Ph) 

2-(4-Me-Ph) 

2- (4-F-Ph) 

2-(4-CF 3 -Ph) 

2-(4-Cl-Ph) 

2-(2,4-diF-Ph) 

2-(4-MeO-Ph) 

2-(4-Me-Ph) 

2- (4-F-Ph) 

2-(4-CF 3 -Ph) 

2-(4-Cl-Ph) 

2-(2,4-diF-Ph) 

2->CH 2 

2->CHMe 

2->CHEt 

2->CHPr 

2->C(Me) 2 

2->CHPh 
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9-350 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


9-351 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0(CH 2 ) 3 0- 


9-352 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-0CH 2 C(Me) 2 CH 2 0- 


9-353 


4-F-Ph 


2-NH.-4-Pym 


Me 


2,2" (CH 2 ) 2~ 


9-354 


4-F-Ph 


2-NH,-4-Pym 


Me 


2, 2" (CH2) 3~ 


9-355 


4-F-Ph 


2-NH,-4-Pyra 


Me 


2,2-(CH 2 ) 4 - 


9-356 


4-F-Ph 


2-NH r 4-Pym 


Me 


2,2-(CH 2 ) 6 - 


9-357 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS . 


9-358 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-EtS 


9-359 


4-F-Ph 


2-NHj-4-Pym 


Me 


2-PrS 


9-360 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


9-361 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


9-362 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-PhO 


9-363 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1-Me 


9-364 


4-Cl-Ph 


2-NHj-4-Pym 


Me 


1-Et 


9-365 


4-Cl-Ph 


2-NH r 4-Pyi 


Me 


1-Pr 


9-366 


4-Cl-Ph 


2-NH r 4-Pym 


Me 


1,,1-diMe 


9-367 


4-Cl-Ph 


2-NH r 4-Pym 


Me 


2-Me 


9-368 


4-Cl-Ph 


2-NH r 4-Pym 


Me 


2-Et 


9-369 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Pr 


9-370 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bu 


9-371 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Allyl 


9-372 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Ph 


9-373 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bn 


9-374 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 


9-375 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diMe 


9-376 


4-Cl-Ph 


2-NH 2 -4-Pyi 


Me 


2-0H 


9-377 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeO 


9-378 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-EtO 


9-379 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PrO 


9-380 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-di (MeO) 


9-381 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-di (EtO) 


9-382 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-0CH 2 CH 2 0- 


9-383 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-0xo 


9-384 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-F 


9-385 


4-Cl-Ph 


2-NHr4-Pym 


Me 


2-C1 
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9-386 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Br 


9-387 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-1 


9-388 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diF 


9-389 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diCl 


9-390 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diBr 


9-391 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Me 


9-392 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Et 


9-393 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Pr. 


9-394 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3 3~diMe 


9-395 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Me 


9-396 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Et 


9-397 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Pr 


9-398 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5, 5-diMe 


9-399 


4-Cl-Ph 


2-NH r 4-PyBi 


Me 


6-Me 


9-400 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Et 


9-401 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


9-402 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6, 6-diMe 


9-403 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Oxo 


9-404 


4-Cl-Ph 


2-NH 2 -4HPym 


Me 


8-Me 


9-405 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Et 


9-406 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


9-407 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 


9-408 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Me 


9-409 


4-Cl-Ph 


2-NH 2 -4HPym 


Me 


8a-Et 


9-410 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Pr 


9-411 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-(CH,) 


9-412 


4-Cl-Ph 


2-NH 2 -4- 1 Pym 


Me 


6, 6-diF 


9-413 


4-Cl-Ph 


2~NHo-4-Pyni 


Me 


2->CH 2 


9-414 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHMe 


9-415 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHEt 


9-416 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPr 


9-417 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->C(Me) 2 


9-418 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPh 


9-419 


4-01 -Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diPh 


9-420 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0(CH 2 ) 3 0- 


9-421 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 C(Me) 2 CH 2 0- 
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9-422 


4-Cl-Ph 


2-NH r 4-Pym 


Me. 


2, 2~ (CH 2 ) 2 ~ 


9-423 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2— (CH 2 ) 3 — 


9-424 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2,2-(CH 2 ) r 


9-425 


4-Cl-Ph 


2-NH r 4-Pym 


Me 


2,2-(CH 2 ) 5 - 


9-426 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS 


9-427 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-EtS 


9-428 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PrS 


9-429 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me-, 


. 2-BuS 


9-430 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


9-431 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PhO 


9-432 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 


9-433 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Me-Ph) 


9-434 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2- (4-F-Ph) 


9-435 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-CF 3 -Ph) 


9-436 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2- (4-Cl-Ph) 


9-437 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2- (2,4-diF-Ph) 


9-438 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 


9-439 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Me-Ph) 


9-440 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2- (4-F-Ph) 


9-441 


3-CFj-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-CF 3 -Ph) 


9-442 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Cl-Ph) 


9-443 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2- (2,4-diF-Ph) 


9-444 


4-Cl-Ph 


4-Pyr 


Me 


H 


9-445 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


9-446 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 
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2-EtO 


14-238 


4-Cl-Ph 


2-NH r 4-Pyi 


H 


2-PrO 
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14-239 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2, 2-di (MeO) 


14-240 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-di(Bt0) 


14-241 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-0CH 2 CH 2 0- 


14-242 


4-Cl-Ph 


2-NH 2 -4-Pym 


H . 


2-Oxo 


14-243 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-F . 


14-244 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-C1 


14-245 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


14-246 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-1 


14-247 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diF 


14-248 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl 


14-249 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2, 2-diBr 


14-250 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


14-251 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


14-252 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


14-253 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3, 3-d i Me 


14-254 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Me 


14-255 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


14-256 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


14-257 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5,5-diMe 


14-258 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


14-259 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Et ■ 


14-260 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


14-261 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-diMe 


14-262 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-0xo 


14-263 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


14-264 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


14-265 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


14-266 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


14-267 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


14-268 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


14-269 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


14-270 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6, 6 - (CH 2 ) 2 - 


14-271 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


14-272 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CH 2 


14-273 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CHMe 


14-274 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CHEt 
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14-275 


4-Cl-Ph 


2-NH r 4-Pym 


H 


14-276 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


14-277 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


14-278 


4-CI-Ph 


2-NH,-4-Pvm 


H 


14-279 


4-Cl-Ph 


2-NE,~4-Pvm 

u 11 119 ± 1 J 111 


H 


14-280 


4-Cl-Ph 


2-NH0-4-PVID 

u imo * x j m 


H 


14-281 


4-Cl-Ph 


2-NHo-4-Pvm 

U i'll? Jill 


H 

li 


14-282 


4-Cl-Ph 


2-NHo-4-Pvm 

w I1H9 1 X Jill 


H 


14-283 


4-Cl-Ph 


2-NIL-4-Pvm 

Lt il llo 7 1 J 111 




14-284 


4-C 1 -Ph 


2-NH*-4-Pvm 

tJ -L'XXo x X j 111 


H 
xi 


14-285 


4-Cl-Ph 


2-NH n -4-Pvm 

U 1'XlQ ~ X Jill 


H 

IX 


14-286 


4-Cl-Ph 


2-NHo-4-Pvm 

U 1111Q i X J 111 


H 


14-287 


4-Cl-Ph 


2-NHn-4-Pvm 

£J 1111Q 7 X J ill 


H 


14-288 


4— CI— Ph 


2-NH«-4-Pvm 

u ill 1.0 ^ X J 111 


H 


14-289 


4— C 1 — Ph 


2-NHo-4-Pvm 

4J 11119 ~ X J 111 


H 

IX 


14-290 


4-Cl-Ph 


2-NH,-4-Pvm 

*J lillj TC X Jill 


H 


14-291 


4-F-Ph 


2-NHo-4-Pvm 


H 

XX 


14-292 


4-F-Ph 

i X A 11 


2-NH„-4-Pvm 

£j I1XX9 T X Jill 


H 

11 


14-293 


4-F-Ph 

x X X 11 


2-NH«-4-Pvm 

Ai I1XX9 TC X Jill 


H 


14-294 


4-F-Ph 


2-NHo-4-Pvm 

« 11x19 x jiu 


H 

XI 


14-295 


4-F-Ph 


2-NHo-4-Pvm 

£j 1111Q i X Jill 


H 


14-296 


4-F-Ph 


2-NHo-4-Pvm 

£1 11 llo x X J 111 


H 

XX 


14-297 


3-CF,-Ph 


2-NH>4-Pvm 

£* 111 J. 9 7 X J 111 


H 


14-298 


3-Cp ph 

v/ ul «1 X 11 


2-NH«-4-Pvm 

tJ illlo 7 X J 111 


H 


14-299 


3-CF,-Ph 

%J «1 V X 11 


2-NHo-4-Pvm 

U 111X0 * i- J 111 


H 


14-300 


3-CF 3 -Ph 


2-NH,-4-Pvm 

L> IIIX9 X J 111 


H 


14-301 


3-CF 3 -Ph 


2~NHo-4-Pvm 

U I1XX9 1 X J HI 


H 


14-302 


3-CF*-Ph 

u v/x g x u 


2-NH 0 -4-Pvm 

U llXXQ i X J 111 


H 

IX 


14-303 


4-F-Ph 


4-Pvr 

•* * . 


Me 


1 Tt UUl 


Tf. r x xi 


ft r y 1 


Mp 


14-305 


4-F-Ph 


4-Pyr 


Me 


14-306 


4-F-Ph 


4-Pyr 


Me 


14-307 


4-F-Ph 


4-Pyr 


Me 


14-308 


4-F-Ph 


4-Pyr 


Me 


14-309 


4-F-Ph 


4-Pyr 


Me 


14-310 


4-F-Ph 


4-Pyr 


Me 



2->CHPr 

2->C(Me) 2 

2->CHPh 

2,2-diPh 

2,2-O(CH 2 ) 3 0- 

2,2-OCH 2 C(Me) 2 CH 2 0- 

2,2-(CH 2 ) 2 - 

2,2-(CH 2 ) 3 - 

2,2-(CH 2 ) 4 - 

2,2-(CH 2 ) r 

2-MeS 

2-EtS 

2-PrS 

2-BuS 

2-MeS0 2 

2-Ph0 

2-(4-MeO-Ph) 
2-(4-Me-Ph) 
2- (4-F-Ph) 
2-(4-CF 3 -Ph) 
2- (4-Cl-Ph) 
2- (2, 4-diF-Ph) 
2-(4-MeO-Ph) 
2-(4-Me-Ph) 
2- (4-F-Ph) 
2-(4-CF r Ph) 
2- (4-Cl-Ph) 
2-(2, 4-diF-Ph) 
2->CH 2 
2->CHMe 
2->CHEt 
2->CHPr 
2->C(Me) 2 
2->CHPh 
2, 2-diPh 
2, 2-0(CH 2 ) 3 0- 
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14-311 


4-F-Ph 


4-Pyr 


Me 


2, 2-0CH 2 C(Me) 2 CH 2 0- 


14-312 


4-F-Ph 


4-Pyr 


Me 


2, 2- (CH 2 ) 2~ 


14-313 


4-F-Ph 


4-Pyr 


Me 


2, 2 _ (CH 2 ) 3~ 


14-314 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 4 - 


14-315 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) r 


14-316 


4-F-Ph 


4-Pyr 


Me 


2-MeS 


14-317 


4-F-Ph 


4-Pyr 


Me 


2-EtS 


14-318 


4-F-Ph 


4-Pyr. 


Me 


. 2-PrS . 


14-319 


4-F-Ph 


4-Pyr 


Me 


2-BuS 


14-320 


4-F-Ph 


4-Pyr 


Me 


2-MeS0 2 


14-321 


4-F-Ph 


4-Pyr 


Me 


2-PhO 


14-322 


4-Cl-Ph 


4-Pyr 


Me 


1-Me 


14-323 


4-Cl-Ph 


4-Pyr 


Me 


1-Bt 


14-324 


4-Cl-Ph 


4-Pyr 


Me 


1-Pr 


14-325 


4-Cl-Ph 


4-Pyr 


Me 


1,1-diMe 


14-326 


4-Cl-Ph 


4-Pyr 


Me 


2-Me 


14-327 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 


14-328 


4-Cl-Ph 


4-Pyr 


Me 


2-Pr 


14-329 


4-Cl-Ph 


4-Pyr 


Me 


2-Bu 


14-330 


4-Cl-Ph 


4-Pyr 


Me 


2-AllyI 


14-331 


4-Cl-Ph 


4-Pyr 


Me 


2-Ph. 


14-332 


4-Cl-Ph 


4-Pyr 


Me 


2-Bn 


1 14-333 


4-Cl-Ph 


4-Pyr 


Me 


2-Phet 


14-334 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diMe 


14-335 


4-Cl-Ph 


4-Pyr 


Me 


2-OH 


14-336 


4-Cl-Ph 


4-Pyr 


Me 


2-MeO 


14-337 


4-Cl-Ph 


4-Pyr 


Me 


2-EtO 


14-338 


4-Cl-Ph 


4-Pyr 


Me 


2-PrO 


14-339 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


14-340 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-di (EtO) 


14-341 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-0CH 2 CH 2 0- 


14-342 


4-Cl-Ph 


4-Pyr 


Me 


2-Oxo 


14-343 


4-Cl-Ph 


4-Pyr 


Me 


2-F 


14-344 


4-Cl-Ph 


4-Pyr 


Me 


2-C1 


14-345 


4-Cl-Ph 


4-Pyr 


Me 


2-Br 


14-346 


4-Cl-Ph 


4-Pyr 


Me 


2-1 
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4-Cl-Ph 


4-Pyr 


14-348 


4-Cl-Ph 


4-Pyr 


14-349 


4-Cl-Ph 


4-Pvr 


14-350 


4-Cl-Ph 


4-Pyr 


14-351 


4-Cl-Ph 


4-Pvr 

1 X JF X 


14-352 


4-Cl-Ph 

TC \J X X 11 


4-Pyr 


14-353 


4-Cl-Ph 

TT V/ 1 X 11 


4-Pvr 


14-354 

X Tt UUT 


4-Cl-Ph 

TC \y 1 X 11 


4-Pvr 


14-355 


4-Cl-Ph 

TC V/ X X 11 


4-Pvr 


14-356 

X TC UUU 


4-Cl-Ph 

TC \s X X 11 


4-Pvr 


14-357 

1 TC V V 1 


4-Cl-Ph 


4-Pvr 

1 X J X 


14-358 


4-Cl-Ph 


4-Pvr 

TT x y X 


14-359 


4-Cl-Ph 


4-Pvr 


14-360 


4-Cl-Ph 


4-Pvr 

t x y x 


14-361 


4-Ci-Ph 


4-Pyr 


14-362 


4-Cl-Ph 

TC VI X 11 


4-Pyr 


14-363 


4-Cl-Ph 


4-Pvr 

t x y x 


14-364 

X TC t/ \J TC 


4-Cl-Ph 


4-Pvr 

tt x y x 


14-365 

X TC U V/Vf 


4-Cl-Ph 

TC V/ 1 X 11 


4-Pvr 

TT X J X 


14-366 


4-Cl-Ph 

TC V X X 11 


4-Pvr 

TC i J 1 


14-367 


4-Cl-Ph 


4-Pvr 

■x x y x 


14-368 


4-Cl-Ph 


4-Pvr 

TC X J X 


14-369 


4-Cl-Ph 


4-Pvr 

*t i y x 


14-370 


4-Cl-Ph 


4-Pvr 


14-371 


4-Cl-Ph 


4-Pvr 

t x yx 


14-372 


4-Cl-Ph 


4-Pvr 

*t x y i 


14-373 


4-Cl-Ph 

TC VI X 11 


4-Pvr 

t xy i 


14-374 


4-Cl-Ph 

TC V X X 11 


4-Pvr 

*i ryi 


14-375 


4-Cl-Ph 

TC \j X X 11 


ryi 


X TC U 1 U 


TC VX rn 


t ryi 


14-377 


4-Cl-Ph 


4-Pyr 


14-378 


4-Cl-Ph 


4-Pyr 


14-379 


4-Cl-Ph 


4-Pyr 


14-380 


4-Cl-Ph 


4-Pyr 


14-381 


4-Cl-Ph 


4-Pyr 


14-382 


4-Cl-Ph 


4-Pyr 



188 




Me 


2, 2-diF 


Me 


2,2-diCl 


Me 


2, 2-diBr 


Me 


3-Me 


Me 


3-Et 


Me 


3-Pr 


Me 


3, 3-diMe 


Me 


5-Me 


Me 


5-Et 


Me 


5-Pr 


Me 


5, 5-diMe 


Me 


6-Me 


Me 


6-Et 


Me 


6-Pr 


Me 


6, 6-diMe 


Me 


6-0xo 


Me 


8-Me 


Me 


8-Et 


Me 


8-Pr 


Me 


8-Ph 


Me 


8a-Me 


Me 


8a-Et 


Me 


8a-Pr 


Me 


6, 6 — (CH 2 ) j - 


Me 


6, 6-diF 


Me 


2->CH 2 


Me 


2->CHMe 


Me 


2->CHEt 


Me 


2->CHPr 


Me 


2->C(Me) 2 


Me 


2->CHPh 


Me 


2, 2-diPh 


Me 


2,2-0(CH 2 ) 3 0- 


Me 


2,2-0CH 2 C(Me) 2 CH 2 0- 


Me 


2,2— (cty 2' 


Me 


2, 2-(CH 2 ) 3 - 
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14-383 


4-Cl-Ph 


4-Pyr 


Me 


14-384 


4-Cl-Ph 


4-Pyr 


Me 


14-385 


4-Cl-Ph 


4-Pyr 


Me 


14-386 


4-Cl-Ph 


4-Pyr 


Me 


14-387 


4-Cl-Ph 


4-Pyr 


Me 


14-388 


4-Cl-Ph 


4-Pyr 


Me 


14-389 


4-Cl-Ph 


4-Pyr 


Me 


14-390 


4-Cl-Ph 


4-Pyr 


Me 


14-391 


4-F-Ph 


4-Pyr 


Me 


14-392 


4-F-Ph 


4-Pyr 


Me 


14-393 


4-F-Ph 


4-Pyr 


Me 


14-394 


4-F-Ph 


4-Pyr 


Me 


14-395 


4-F-Ph 


4-Pyr 


Me 


14-396 


4-F-Ph 


4-Pyr 


Me 


14-397 


3-CF,-Ph 


4-Pyr 


Me 


14-398 


3-CF,-Ph 


4-Pyr 


Me 


14-399 


3-CF 3 -Ph 


4-Pyr 


Me 


14-400 


3-CF 3 -Ph 


4-Pyr 


Me 


14-401 


3-CFj-Ph 


4-Pyr 


Me 


14-402 


3-CF 3 -Ph 


4-Pyr 


Me 


14-403 


4-F-Ph 


2-NH,-4-Pym 


Me 


14-404 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


14-405 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


14-406 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


14-407 


4-F-Ph 


2-NH,-4-Pym 


Me 


14-408 


4-F-Ph 


2-NH,-4-Pym 


Me 


14-409 


4-F-Ph 


2-NHj-4-Pym 


Me 


14-410 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


14-411 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


14-412 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


14-413 


4-F-Ph 


2-NH r 4-Pym 


Me 


14-414 


4-F-Ph 


2-NH r 4-Pym 


Me 


14-415 


4-F-Ph 


2-NH r 4-Pym 


Me 


14-416 


4-F-Ph 


2-NH r 4-Pym 


Me 


14-417 


4-F-Ph 


2-NH r 4-Pyra 


Me 


14-418 


4-F-Ph 


2-NH r 4-Pym 


Me 



2, 2-(CH 2 ) 4 - 

2,2-(CH 2 ) 5 - 

2-MeS 

2-EtS 

2-PrS 

2-BuS 

2-MeS0 2 

2-PhO 

2-(4-MeO-Ph) 

2-(4-Me-Ph) 

2- (4-F-Ph) 

2-(4-CF 3 -Ph) 

2-(4-Cl-Ph) 

2-(2, 4-diF-Ph) 

2-(4-Me0-Ph) 

2-(4-Me-Ph) 

2- (4-F-Ph) 

2-(4-CF 3 -Ph) 

2- (4-Cl-Ph) 

2-(2, 4-diF-Ph) 

2->CH 2 

2->CHMe 

2->CHEt 

2->CHPr 

2->C(Me) 2 

2->CHPh 

2, 2-diPh 

2,2-0(CH 2 ) 3 0- 

2, 2-0CH 2 C(Me) 2 CH 2 0- 

2,2-(CH 2 ) 2 - 

2, 2~ (CH2) 3 — 

2,2-(CH 2 ) 4 - 

2,2-(CH 2 ) 6 - 

2-MeS 

2-EtS 

2-PrS 
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14-419 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


14-420 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


14-421 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-PhO 


14-422 


4-Cl-Ph 


2-NH r 4-Pym 


Me 


1-Me 


14-423 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1-Et 


14-424 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1-Pr 


14-425 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1, 1-diMe 


14-426 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Me 


14-427 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me. 


2-Et 


14-428 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Pr 


14-429 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bu 


14-430 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-A1 lyl 


14-431 


4-Cl-Ph 


2-NH 2 -4-Pyi 


Me 


2-Ph 


14-432 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bn 


14-433 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 


14-434 


4-Cl-Ph 


2-NH 2 -4-Pyi 


Me 


2, 2-diMe 


14-435 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-OH 


14-436 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeO 


14-437 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-EtO 


14-438 


4-Cl-Ph 


2-NH 2 -4-Pyi 


Me 


2-PrO 


14-439 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-di (MeO) 


14-440 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-di (E tO) 


14-441 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-0CH,CE>0- 


14-442 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-0xo 


14-443 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-F 


14-444 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-C1 


14-445 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Br 


14-446 


4-Cl-Ph 


2-NH 2 -4-Pyi 


Me 


2-1 


14-447 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diF 


14-448 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diCl 


14-449 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diBr 


14-450 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Me 


14-451 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Et 


14-452 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Pr 


14-453 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3, 3-d iMe 


14-454 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Me 
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14-455 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-456 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-457 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-458 

XT TUU 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-459 

It tuJ 


4-Cl-Ph 


2-NH,-4-Pyi 


Me 


14-4R0 

It tUU 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


14-4R1 

IT TU 1 


4-Cl-Ph 


2-NIL-4-Pym 


Me 


It tl)£ 


4-Cl-Ph 

T VI X 11 


2-NHo-4-Pvm 


Me 


1 4-4.fi ^ 

It tU 0 


4-Cl-Ph 

T V 1 X 11 


2-NH,-4-Pym 

U 11110 * A J 111 


Me 


14-4R4 

l^t *tUt 


4-Cl-Ph 

T V/ 1 X 11 


2-NH*-4-Pym 


Me 


1 T tUO 


4-Cl-Ph 

T VI X 11 


2-NHo-4-Pym 


Me 


14-4fifi 

It tUU 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-467 

It tuI 


4-C1— Ph 


2-NH 2 -4-Pym 


Me 


14-468 

1 T TlJO 


4-Cl-Ph 

T V 1 X 11 


2-NH,-4-Pym 


Me 




4-Cl-Ph 


2-NHo-4-Pym 


Me 


14-470 

It t 1 u 


4-Cl-Ph 

T V 1 x ll 


2-NH,-4-Pym 


Me 


14-471 

It Til 


4-Cl-Ph 

T VI X 11 


2-NHo-4-Pym 


Me 


14-472 

It t i it 


4-Cl-Ph 

T VI X 11 


2-NH,-4-Pym 


Me 


14-473 
It t 1 o 


4-Cl-Ph 

T VI X 11 


2-NH,-4-Pym 


Me 


1 4-474 

It t 1 t 


4-Cl-Ph 

T VI X 11 


2-NH 9 -4-Pym 


Me 


14-475 

It t 1 w 


4-Cl-Ph 


2-NH 2 ~4-Pym 


Me 


14-476 

It tlw 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-477 

It tIi 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-478 

IT T ( U 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-479 

IT Tit? 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-480 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-481 

It tOI 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-482 

I T TOtt 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1 T TOO 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


14-4R4 

1 T TOT 


4-Cl-Ph 

T V 1 X 11 


2-NH,-4-Pym 


Me 


14-485 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-486 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-487 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-488 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


14-489 


4-Cl-Ph 


2-NH 2 -4-Pyi 


Me 


14-490 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 



5-Et 

5- Pr 

5. 5- diMe 

6- Me 
6-Et . 
6-Pr 

6. 6- diMe 
6-0xo 
8-Me 
8-Et 
8-Pr 
8-Ph 
8a-Me 
8a-Et 
8a-Pr 

6, 6 — (CH 2 ) 2 — 

6,6-diF 

2->CH 2 

2->CHMe 

2->CHEt 

2->CHPr 

2->C(Me) 2 

2->CHPh 

2, 2-diPh 

2,2-0(CH 2 ) 3 0- 

2,2-0CH 2 C(Me) 2 CH 2 0- 

2, 2-(CH 2 ) 2 - 

2, 2-(CH 2 ) 3 - 

2,2-(CH 2 ) 4 - 

2,2-(CH 2 ) 5 - 

2-MeS 

2-EtS 

2-PrS 

2-BuS 

2-MeS0 2 

2-PhO 



WO 03/015781 



PCT/JP02/08276 



192 



1 rfc to 1 


t: r I 11 


9-WU -A-P v m 

l 11112 ^ r yw 


Mp 


9- 
L 


-^-Mpfi-Ph') 

\f lucu ril/ 


1 4-4Q9 


A-B-ph 


l I1XI2 t rym 


Mp 

IY1C 


9- 

u 


. CA-Mp-Ph'j 

v*x luc ni/ 




r r ii 


9-Mii -A_Pvm 


Mp 


9_ 
L 


. /'A-P-Ph'i 
\ft r ni/ 


1 A-AQA 
1 4 **y4 


4 r m 


9-MU -A-Dtrm 

z» iiii2 rym 


Mp 


9_ 
L 




1 A-AQc; 
1 4 4y o 


A-E-Ph 

4 r ill 


9-Mtf — A— Pvm 
6 nil] 4 rylll 


Mo 


9_ 
Z 


. ^A-Pl-Ph^ 

v4 li my 


1 A— AQfi 
1 4 4y 0 


A_l?_Ph 
4 r rfl 


9—NTJ — A— Pvm 

a nrig 4 ryiD 


Ma 
me 


9_ 
L 


-^9 A-H iP-PtA 
\Lj 4 u lr rfl/ 


1 /I— AO 7 

14 4y / 


Q-PT? -Ph 
a Lr 3 rfl 


9— MU —A — P-um 

z 1N1I2 4 ryin 


Ma 


9- 

Z 


^/f-^iln^-Ph^ 
v4 Meu rfl; 


1 A — AQQ 

14-4y& 


Q— n? _Ph 


9-NII — A— P\7in 


Me 


0 
Z 


( A-Ma— Ph^ 


1 /I— /I 00 

i4-4yy 


Q_ PU _Ph 
0 W 3 rfl 


o_mr _A— Pirm 


Ma 

Me 


9— 
Z 


14 t rfl; 


14-oUU 


Q— PI? _DV| 

o lr 3 rfl 


9 -MIT — A—P™m 

Z nn 2 4 ryifl 


Me 


9- 
Z 


V4-Lr 3 -rn/ 


1/1 GO 1 

14-oUi 


q— pt? — pk 
o Lr^-rll 


9_ MU — A— Pt7tti 


Ma 

Me 


9— 
Z 


^/i-Pl — Ph\ 
v4 LI -ril/ 


1 A Kfl9 

14 uUZ 


3— CV —X>h 

6 Lr 3 rfl 


9-MTT — A— Pirm 
Z JNn 2 4 ryin 


Ma 

Me 


9_ 

Z 


VZ, 4 air-ru; 


i a_ £0Q 
14 Duo 


A -Pi _Ph 
4 U ill 


/I— P^rr 

4 ryr 


u 
n 


tj 
M 




14 0U4 


a-p i_ph 
4 LI rfl 


/J — Pwr 

4 ryr 


ri 


9. 
Z 


- ^A— MdH— Ph^ 
14 Me U rfl/ 


14 OUO 


A-P 1 -Ph 
4 LI J: 11 


A — T>\tt 

4 ryr 


u 
n 


9. 

z 


- /'A— Mo-Ph^ 

14 Me r fly/ 


1 a— snfi 

14 DUD 


A-P 1 -Ph 
4 LI rfl 


4 ryr 


M 


9. 

z 


_ /'/|_T^_ph^ 
14 r rn; 


1 /i_t;n7 
14 OU / 


A -PI -Ph 

4 LI rn 


A —pTrr 

4 ryr 


n 


9. 

z 


-(A— PT7 -Ph^ 

~ 14-L1 1 j-fflj 


14 oUo 


A-P 1 -Ph 
4 Li-rfl 


/I — Ptr r 

4 ryr 


M 


z 


- fA-P1 -Ph^ 

14 11 rfl; 


14-ouy 


A P 1 -Ph 

4-Ll-rll 


4-ryr 


it 
n 


9 

z- 


- f9 >< «i 1 l?-ph^ 

"1Z, 4-Qlr-rfl; 


14 D 1 u 


A-P1 -Ph 

4 11 rfl 


A-Pirr 

4 ryr 


Ma 

Me 


U 

n 




1 A_£i 1 

14 01 1 


A-P 1 -Ph 
4 L 1 rfl 


A— Pirr 

4 ryr 


Ma 

Me 


9 
Z 


14 Me U rfl; 


l A-S1 9 
1 4 0 1 Z 


A-P 1 -Ph 
4 LI rfl 


A— Pxrr 

4 ryr 


Ma 

Me 


9. 

z 


14 Me r n; 


14-513 


4-Cl-Ph 


4-Pyr 


Me 


2- 


-(4-F-Ph) 


14-514 


4-Cl-Ph 


4-Pyr 


Me 


2- 


-(4-CF 3 -Ph) 


14-515 


4-Cl-Ph 


4-Pyr 


Me 


2- 


-(4-Cl-Ph) 


14-516 


4-Cl-Ph 


4-Pyr 


Me 


2- 


-(2,4-diF-Ph) 


14-517 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


H 




14-518 


4-Cl-Ph 


. 2-NH 2 -4-Pym 


Me 


H 





WO 03/015781 



PCT/JP02/08276 



193 



•$ 15 




(I-l 5) 



tt&m R 1 R 2 R 4 R 6 

# * 



15-1 


4-F-Ph 


4-Pyr 


Me 


H 


15-2 


4-F-Ph 


4-Pyr 


Me 


1-Me 


15-3 


4-F-Ph 


4-Pyr 


Me 


1-Et 


15-4 


4-F-Ph 


4-Pyr 


Me 


1-Pr 


15-5 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


15-6 


4-F-Ph 


4-Pyr 


Me 


2-Me 


15-7 


4-F-Ph 


4-Pyr 


Me 


2-Et 


15-8 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


15-9 


4-F-Ph 


4-Pyr * 


• Me 


2-Bu 


15-10 


4-F-Ph 


4-Pyr 


Me 


2-Allyl 


15-11 


4-F-Ph 


4-Pyr 


Me 


2-Ph 


15-12 


4-F-Ph 


4-Pyr 


Me 


2-Bh 


15-13 


4-F-Ph 


4-Pyr 


Me 


2-Phet 


15-14 


4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


15-15 


4-F-Ph 


4-Pyr 


Me 


2-OH 


15-16 


4-F-Ph 


4-Pyr 


Me 


2-MeO 


15-17 


4-F-Ph 


4-Pyr 


Me 


2-EtO 


15-18 


4-F-Ph 


4-Pyr 


Me 


2-PrO 


15-19 


4-F-Ph 


4-Pyr 


Me 


2,2-di (MeO) 


15-20 


4-F-Ph 


4-Pyr 


Me 


2,2-di(EtO) 


15-21 


4-F-Ph 


4-Pyr 


Me 


2, 2-0CHjCH 2 0- 


15-22 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


15-23 


4-F-Ph 


4-Pyr 


Me 


2-F 


15-24 


4-F-Ph 


4-Pyr 


Me 


2-C1 



WO 03/015781 



PCT/JP02/08276 



194 



15-25 


4-F-Ph 


4-Pyr 


Me 


2-Br 


15-26 


4-F-Ph 


4-Pyr 


Me 


2-1 


15-27 


4-F-Ph 


4-Pyr 


Me 


2, 2-diF 


15-28 


4-F-Ph 


4-Pyr 


Me 


2 2-diCl 


15-29 


4-F-Ph 


4-Pyr 


Me 


2 2-diRr 

U y U Ul 131 


15-30 


4-F-Ph 


4-Pvr 


Me 


3-Mp 


15-31 


4-F-Ph 


4-Pyr 


Me 


3-Et 

U ill 


15-32 


4-F-Ph 


4-Pvr 


Me 


3-Pr 


15-33 


4-F-Ph 


4-Pvr 

t i. yi 


Me 


0,0 U i luC 


15-34 


4-F-Ph 


4-Pvr 


Me 


o 1Y1C 


15-35 


4-F-Ph 


4-Pvr 

"r t y i 


Me 


R-Ft 

O CI 


15-36 


4-F-Ph 


4-Pvr 

t i y i 


Me 


R-Pr 


15-37 


4-F-Ph 


4-Pvr 


Me 


R R-rliMp 


15-38 


4-F-Ph 


4-Pvr 


Me 


U WIG 


15-39 


4-F-Ph 


4-Pyr 


Me 


fi-Ft 


15-40 


4-F-Ph 


4-Pyr 


Me 


fi-Pr 

V 11 


15-41 


4-F-Ph 


4-Pyr 


Me 


6-Ph 

U X 11 


15-42 


4-F-Ph 


4-Pvr 


Me 

Wit 


8-Mp 

O 1UC 


15-43 


4-F-Ph 


4-Pvr 


Me 

lilt 


8-Ft 


15-44 


4-F-Ph 


4-Pvr 


Me 

WIG 


R-Pr 

Oil 


15-45 


4-F-Ph 


4-Pyr 


Me 


8 R-riiMp 

o, O U IMC 


15-46 


4-F-Ph 


4-Pvr 


Me 


8 R-riiF 

u, O U If 


15-47 


4-F-Ph 


4-Pvr 


Me 


8 8-PH OH - 


15-48 


4-F-Ph 


4-Pvr 


Me 




15-49 


4-F-Ph 


4-Pyr 


Me 




15-50 


4-F-Ph 


4-Pvr 


Me 


8a~Pt 


15-51 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 


15-51 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 


15-52 


4-F-Ph 


4-Pvr 


Me 




15-53 


4-F-Ph 


4-Pyr 


Me 


2->CHMe 


15-54 


4-F-Ph 


4-Pyr 


Me 


2->CHEt 


15-55 


4-F-Ph 


4-Pyr 


Me 


2->CHPr 


15-56 


4-F-Ph 


4-Pyr 


Me 


2->C(Me) 2 


15-57 


4-F-Ph 


4-Pyr 


Me 


2->CHPh 


15-58 


4-F-Ph 


4-Pyr 


Me 


2,2-diPh 


15-59 


4-F-Ph 


4-Pyr 


Me 


2, 2-0(CH 2 ) 3 0- 



WO 03/015781 



PCT/JP02/08276 



15-60 4-F-Ph 4-Pyr 

15-61 4-F-Ph 4-Pyr 

15-62 4-F-Ph 4-Pyr 

15-63 4-F-Ph 4-Pyr 

15-64 4-F-Ph 4-Pyr . 

15-65 4-F-Ph 4-Pyr 

15-66 4-F-Ph 4-Pyr 

15-67 4-F-Ph 4-Pyr - 

15-68 4-F-Ph 4-Pyr 

15-69 4-F-Ph 4-Pyr 

15-70 4-F-Ph 4-Pyr 

15-71 4-Cl-Ph 4-Pyr 

15-72 4-Cl-Ph 4-Pyr 

15-73 4-Cl-Ph 4-Pyr 

15-74 4-Cl-Ph 4-Pyr 

15-75 4-Cl-Ph 4-Pyr 

15-76 4-Cl-Ph 4-Pyr 

15-77 4-Cl-Ph 4-Pyr 

15-78 4-Cl-Ph 4-Pyr 

15-79 4-Cl-Ph 4-Pyr 

15-80 ' 4-Cl-Ph 4-Pyr'. 

15-81 4-Cl-Ph 4-Pyr 

15-82 4-Cl-Ph 4-Pyr 

15-83 4-Cl-Ph 4-Pyr 

15-84 4-Cl-Ph 4-Pyr 

15-85 4-Cl-Ph 4-Pyr 

15-86 4-Cl-Ph 4-Pyr 

15-87 4-Cl-Ph 4-Pyr 

15-88 4-Cl-Ph 4-Pyr 

15-89 4-Cl-Ph 4-Pyr 

15-90 4-Cl-Ph 4-Pyr 

15-91 4-Cl-Ph 4-Pyr 

15-92 4-Cl-Ph 4-Pyr 

15-93 4-Cl-Ph 4-Pyr 

15-94 4-Cl-Ph 4-Pyr 

15-95 4-Cl-Ph 4-Pyr 



195 



Me 


2, 2-0CH 2 C(Me) 2 CH 2 0- 


Me 


2, 2" (CHo) o~ 


Me 


2,2-(CH 2 ) 3 - 


Me 


2, 2-(CH 2 ) r 


Me 


2, 2-(CH,) 5 - 


Me 


2-MeS 


Me- 


2-EtS 


Me 


2-PrS • 


Me 


2-BuS 


Me 


2-MeS0 2 


Me 


2-PhO 


Me 


1-Me 


Me 


1-Et 


Me 


1-Pr 


Me 


1,1-diMe 


Me 


2-Me 


Me 


2-Et 


Me 


2-Pr 


Me 


2-Bu 


Me 


2-Allyl 


Me 


2-Ph " 


Me 


2-Bn 


Me 


2-Phet 


Me 


2, 2-diMe 


Me 


2-0H 


Me 


2-MeO 


Me 


2-EtO 


Me 


2-PrO 


Me 


2, 2-di (MeO) 




? 2-di (EtO) 


Me 


2, 2-OCH 2 CH 2 0- 


Me 


2-0xo 


Me 


2-F 


Me 


2-C1 


Me 


2-Br 


Me 


2-1 



WO 03/015781 



PCT/JP02/08276 



196 



1 0 o 0 


ft L 1 rfl 


A— Pur 

l t ryi 


Mp 


9 9-nMT? 


1 C-Q7 
i o y i 




t ryi 


Mc 


9 9-HiPl 
6 U 1 Kfl 


1 0 VO 


/t _p i _ph 


* ryr 


Mp 


9 9-HiRr 
u u IDT 


1 C-QQ 

io-yy 


4-Ll-rn 


ft ryr 


Mo 

Me 


n — Mo 

o Me 


1 c 1 ah 
lh-lUU 


4-Ll-rfl 


4-ryr 


Me 


0—1? i 


1 P 1 A 1 

15-101 


jl P 1 T)U 

4-Ll-ru 


4-ryr 


Me 


o-rr 


i r i no 

15-10Z 


4 pi DV» 

4-Li-rn 


4-ryr 


Me 


o 0 Hi Mo 




A PI DU 

4-Ll-rn 


4-ryr 


Me 


G Mo 

o-Me 


1 r i Ail 

15-104 


A P 1 DV» 

4-Ll-rfl 


4-ryr 


Me 


o-tit 


1 n i ac 

15-105 


4-tl-rn 


4-ryr 


Ma 

Me 


r -n_ 

o-rr 


15-106 


A P 1 DJ, 


4-ryr 


Ma 

Me 


o, o-aiMe 


1 P 1 (\rt 

15-107 


A P 1 DU 

4-Ll-rA 


A Dt?r 

4-ryr 


Mo 

Me 


o-Me 


15-108 


4-Ll-rA 


4-ryr 


Mo 

Me 


DEL 


1 r 1 a a 

15-109 


A P 1 "DU 

4-Li-Jrfl 


4-ryr 


Mo 

Me 


ft T) f 

o-rr 


i r i i n 

15-110 


A PI DV» 

4-Ll-rA 


4-ryr 


Mo 

Me 


c a A\ Mo 


1 IT 111 

15-111 


yl P 1 T)l| 

4-Ll-rfl 


4-ryr 


Mo 

me 


Q-UX0 


f p 1 1 o 

1 5—1 1 2 


4-Ll-rn 


4-ryr 


Ma 

Me 


Q Mo 

o-Me 


1 C 1 1 o 

15-110 


4-Li-rH 


4-ryr 


Mo 

Me 


0 Jj t 


1 P 1 | A 

15-114 


4-Ll-rA 


4-ryr 


Mo 

Me 


o-rr 


1 p 1 1 r 

15-115 


i* pi DVi 
4-Li-rA 


4-ryr 


Mo 

Me 


o~rn 


i p 1 1 c 

15-1 lb 


/I pi All 

4-Ll-rn 


4-ryr 


Mo 

Me 


On Mo 

oa-Me 


1 £T 1 1 7 

15-117 


^ PI DU 

4-Ll-rn 


4-ryr 


Mo 

Me 


oa-bt 


1 IT 1 1 O 

15-118 


A PI "DU 

4-Ll-rn 


/I Dtt «• 

4-ryr 


Ma 

Me 


On D ♦» 

oa-rr 


i p i in 

1 o—i i y 


A P 1 Dli 

4-Ll-rn 


A Dttt> 

4-ryr 


Mo 

Me 


ft c (rrt \ 
0, 0- \\jJli) f 


i c i on 
1 0~1 ZU 


A P 1 T)U 

4~L 1 -rfl 


A Dtt 

4-ryr 


Mo 

me 


(y A—a i T7 

0, 0 Qlr 


1 C 1 O 1 

1 0—1 Z 1 


/I p i DV, 

4-Ll-rfl 


4 ryr 


Mo 

Me 


o \rxr 
Z /LU2 


1 C 1 00 

1 0-1 


A PI 

4-Ll-rfl 


4-ryr 


Mo 

Me 


0 NfUMo 

Z-/LnMe 


i r 100 


A P 1 D tk 

4-Ll-rn 


4-ryr 


Mo 

Me 


Z-/L1U1 1 


1 C 10>l 

15-1Z4 


a pi 

4-Ll-rn 


A Dtr« 

4-ryr 


Me 


0 \PTJD r- 

Z-/LHrr 


1 n 1 oc 
lo-lZo 


A PI "DU 

4-LI-rn 


A Dtt** 

4-ryr 


Me 


Z-/L vMe; 2 


15-126. 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPh 


15-127 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diPh 


15-128 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-0(CH 2 ) 3 0- 


15-129 


4-Cl-Ph 


4-Pyr 


Me 


2,2-0CH 2 C(Me) 2 CH 2 0- 


15-130 


4-Cl-Ph 


4-Pyr 


Me 


2, 2— (CH Z ) 2~ 


15-131 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-(CH 2 ) 3 - 



WO 03/015781 



PCT/JP02/08276 



197 



15-132 


4-Cl-Ph 


4-Pyr 


Me 


2, 2-(CH 2 ) 4 - 


15-133 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 5 - 


15-134 


4-Cl-Ph 


4-Pyr 


Me 


2-MeS 


15-135 


4-Cl-Ph 


4-Pyr 


Me 


2-BtS 


15-136 

1-U i oo 


4-Cl-Ph 


4-Pyr 


Me 


2-PrS 


1 0 lu 1 


4-Cl-Ph 


4-Pyr 


Me 


2-BuS 


lu 1 OO 


4-Cl-Ph 


4-Pyr 


Me 


2-MeS0 2 


1R-139 

lu 1 o o 


4-Cl-Ph 


4-Pyr 


Me 


2-PhO 




4-F-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


1R-141 

lu 111 


4-F-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


15-142 

lu no 


4-F-Ph 


4-Pyr 


Me 


2- (4-F-Ph) 


15-143 

1 U ITU 


4-F-Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


15-144 


4-F-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


15-145 


4-F-Ph 


4-Pyr 


Me 


2- (2, 4-diF-Ph) 


15-146 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


15-147 


3-CF 3 -Ph 


4-Pyr 


Me • 


2-(4-Me-Ph) 


15-148 


3-CF 3 -Ph 


4-Pyr 


Me 


2- (4-F-Ph) 


15-149 

X U 1. ± kJ 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


15-150 


3-CFj-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


15-151 

1 U X U X 


3-CFj-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


15-152 


4-F-Ph 


2-NH 2 -4-Pym , 


.Me 


2->CH 2 


10 I OO 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHMe 


15-154 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHEt 


15-155 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPr 


15-156 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->C(Me) 2 


15-157 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPh 


15-158 


4-F-Ph 


2-NH 2 -4-Pyi 


Me 


2, 2-diPh 


15-159 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-0(CH 2 ) 3 0- 


15-160 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0CH 2 C(Me) 2 CH 2 0- 


15-161 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) r 


15-162 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2- (CH 2 ) f 


15-163 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 4 - 


15-164 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 6 - 


15-165 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS 


15-166 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-EtS 


15-167 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-PrS 



WO 03/015781 



198 



PCT/JP02/08276 



1 C_1 CO 

ID 1 Do 


<± r ill 


l 1NJI2 1 ryiii 




9-Pn^ 

Z DUO 


1 ^-1 fiQ 


A-V-Vh 
1 V ill 


9_MU -yl~Pvm 

z 1NH2 * rym 


Mo 


Z McdU 2 


1 £-1 70 


A-V-Vh 

ft r rn 


9_MU -A-Pvm 

Z lNn 2 ft ryiH 


Mo 


z rnu 


IK 171 
1 0~1 ( 1 


4 Li-rn 


9__WU _ / <_D XJ ni 

1NII2 4— rym 


Me 


1 Mo 

l-Me 


1 C 1 70 


4-Ll-Pn 


9 Mil A Dttiw 


Me 


1 V + 

1-nt 


1 o—l (6 


a p l 
4-Ll-rn 


0 MU A 

z-Nh 2 -4-Pym 


Me 


l-Pr 


in 1 n a 

15-1/4 


A PI 

4-Ll-Pn 


O MU A n»™ 

z-NH 2 -4-Pyiii 


Me 


1 1 A 1 Xlr» 

1, 1-diMe 


15-1 (5 


A PI Dk 

4-Ll-Pn 


O MU A T) T rm 

Z-Nn. 2 -4-Pym 


Me 


9 XJa 

z-Me 


1 r 1 nn 

15-175 


A P 1 DVi 

4-Ll-Pn 


O \TTJ /! T) T ,« 

Z-JNH 2 -4-Pyin 


Me 


z-Et 


1 5—177 


A PI T>k 

4-Ll-Pn 


O \TTT <! T), TTr - 

Z— iNH 2 — 4— rym 


Me 


z-Pr 


15-178 


4-Ll-Pn 


O \TT_T A Tl,rm 

Z-NH 2 -4-Pym 


Me 


z-Bu 


i o—i /y 


/I pi T)Vi 

4-Ll-rn 


O Mil A Dttm 

z-JNn 2 -4-Pyin 


Me 


9 All w. 1 

z~AI lyi 


lo-loU 


/f P 1 Dfi 

4-Ll-Jrll 


0 MIT A Drrm 

Z— JNn 2 — 4— rym 


Me 


z-rll 


1 r t 01 

15-181 


PI TIU 

4-Ll-Pn 


O MU A 7)„«, 

z-Nn 2 -4-Pym 


Me 


z-Bn 


lo-loz 


/I PI T)Yi 

4~t 1 -rll 


O MU A B,,«i 

Z-iNn 2 -4-Pyiii 


Me 


z-Pnet 


lb-loo 


A PI Dli 

4-L 1 -rn 


O MU A Tlirtn 

Z-WH 2 -4-ryill 


Me 


9 9 a ; xi/\ 

z, z-diMe 


io-184 


a p i 

4-L 1 -r n 


0 MU A Hxrm 

z-iNii 2 -4-ryni 


Me 


9 nu 


i r i or 

lo-loo 


/I P 1 

4-Ll-Pn 


0 MU A "Dxrm 

Z-lNn 2 -4-PyiIl 


Me 


9 XI rtfl 

z-Meu 


1 5—1 ob 


/4 pi nu 
4-Ll-rn 


O MU A T)t ttti 

z-!NH 2 -4-Pym 


Me 


Z-EtO 


i c 1 on 

15-187 


A PI T)k 

4-Ll-rn 


O MU A Tl-TTTWl 

z-NH 2 -4-Pym 


Me 


z-PrO 


i r l OO 

15-188 


4-Ll-rn 


O MU A 15,™ 

z-M 2 -4-Pyin 


if . 

Me 


z, z-di (MeO; 


i r i on 

1 o—l oy 


A pi T)k 

4-Ll-rn 


0 MU A TKrm 

z-JNn 2 -4-Pym 


if _ 
Me 


0 9 a ; /c + n\ 

z, z-di (Etu; 


io-iyu 


A P 1 Dk 

4~L 1 -r n 


0 MU A D-crm 

z-M 2 -4-ryni 


If A 

Me 


9 9 PPU PU n 

z, Z-(JLH 2 LU 2 u- 


IK 1Q1 

i o— iy i 


4-Ll-rn 


9 MU A Dxrm 

z-iNn 2 -4-ryiii 


Me 


O Aim 

z-Uxo 


t c i no 

i o-iyz 


A P 1 

4-Ll-rn 


9 MU A DxTm 

z-wn 2 -4-ryin 


Me 


9 T7 

z~r 


1 c 1 no 

io-iyo 


4-Ll-rn 


9 MU A TKrtn 

z-M 2 -4-pyni 


Me 


9 P 1 

z-Ll 


1 C IQ/I 

l0-l»4 


A PI Dk 

4-Ll-rfl 


9 MU A Dtrin 

Z-PJn 2 -4-rym 


Me 


9 D*. 

z-Br 


15-195 


PI DU 

4-Ll-rn 


9 MU A T) T r tn 

z-Nn 2 -4-Pym 


Me 


z-1 


1 c i nc 

15— lab 


4-Ll-rn 


9 MU il T)T,m 

z-jNn 2 -4-Pym 


Xf a 

Me 


9 9 A 1~C 

z, z-clir 


t r i n7 

i o—i y / 


A P I T>li 

4-Ll-rn 


9 MU /I T>xrm 

z-JNn 2 -4-Pym 


Me 


9 0 a ; p 1 
z, z-ulLl 


15-198 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-diBr 


15-199 


4-CI-Ph 


2-NH 2 -4-Pym 


Me 


3-Me 


15-200 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Et 


15-201 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Pr 


15-202 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3,3-diMe 


15-203 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Me 



WO 03/015781 



PCT/JP02/08276 



199 



15-204 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Et 


15-205 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Pr 


15-206 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5, 5-diMe 


15-207 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Me 


15-208 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Et 


15-209 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


15-210 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


6, 6-diMe 


15-211 

X U u X X 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


6-0xo . 


X O u 1 L 


4-Cl-Ph 

TC \J 1 All 


2-NH,-4-Pym 


Me 


8-Me 


15-213 

X O U X KJ 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Et 


15-214 

X O u xx 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


15-215 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 


15-216 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Me 


15-217 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Et 


15-218 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


8a-Pr 


15-219 

1 u b x %j 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-(CH,) 2 - 


15-220 


4-Cl-Ph 


2-NH 2 -4~Pym 


Me 


6,6-diF 


15-221 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 


15-222 


4-Cl-Ph 

1 VI X XI 


2-NH,-4-Pym 

lj 1 1 X xy x x J xix 


Me 


2->CHMe 


15-223 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHEt 


15-224 


4-Cl-Ph 


2-NH 2 -4-Pyiu 


Me 


2->CHPr 


15-225 

1 U U UK) 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->C(Me) 2 


15-226 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPh 


15-227. 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


15-228 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0(CH 2 ) 3 0- 


15-229 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 C(Me) 2 CH 2 0- 


15-230 

XV U U\J 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 2 - 


15-231 

1 U Li V X 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2, 2-(CH 2 ) 3 - 


15-232 

X U UU U 


4-Cl-Ph 

X V X X XX 


2-NH 2 -4-Pym 


Me 


2, 2-(CH,) 4 - 


1 R-?33 


4-Cl-Ph 

X O I X XX 


2-NHo-4-Pym 


Me 


2, 2-(CH,) ,- 


15-234 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS 


15-235 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me. 


2-EtS 


15-236 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PrS 


15-237 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


15-238 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


15-239 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PhO 



WO 03/015781 



PCT/JP02/08276 



200 



15- 


-240 


4-F-Ph 

T I ill 


9-NU -.A-Dym 
u I'll? ^ I j ill 


Me 


9_ (i-MeD-Ph') 

u \*t MCU 1 11/ 


15- 


-241 

ill 




9-MTJ -.4-p vm 
£ l"ii2 J 


Mp 

MC 


9-(4-Mp-PrO 

O \Tt HlC 111/ 


15- 

I U 


-94? 


1 F 111 


li 11112 * ryiii 


Mp 

IMC 


9_(A_p_pM 
l \*x r ru j 


1R- 

1 u 




T: r 1 11 


9 -NTT -4-Pvm 


Mp 


9-f4.-pp _ph^ 

£ V. 4 * t»rg I 11/ 


I 0 


-944 


t r i li 


l nn.2 tc 1 ym 


Mp 


L \j\ 111/ 


1 ^- 
1 u 


-945 


*t r r n 


9— WW _ A— P\rm 

6 I1XI2 *r xym 


Mp 

MC 


9- (9 4-Hifl-PM 
z v>z, 't air YW) 


1 0 


Z40 


Q_pp _pu 
o Lr 3 ru 


9_MTJ ~/1 —P-trm 

Z nn z 4 ryul 


Mo 

Mc 


9_ f4_Mofi.-Ph , \ 
Z v4 MeU ru/ 


1 0 


-947 
Zft i 


Q_PP -Ph 


Z *t ryfll 


Mp 


9_ (4-Mo-Ph^ 
Z ^4 Mc rlT/ 


1 0 


Z4o 


3-PP -Ph 


9_\ru _/t_pvm 

z nn 2 4 r yni 


Mo 


9- f/U-E-PM 

z iri 1 r 




-94Q 

z^y 


q-pt? _ph 


z imiIj lyni 


Mo 

Mc 


9-f4-PP -Ph^ 


1 0 


zou 


3-P17 -Ph 

0 ufg ill 


z 1N112 i ym 


Mp 


9_(4_P1 _pM 
Z \i U rlU 


1 




9-PP -Ph 


9— WTT — A— Pvm 


Mp 

Mc 


9-f9 4-HiP-Phi 
Z VZ, 4 Q lr r IU 


i 0 


-959 


A_pi _Ph 

TT l/l ill 


4— Pvr 
ft a y 1 


Mp 

Luc 


u 
n 


15- 


-253 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


15- 


-254 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


15- 


-255 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


15- 


-256 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-CF s -Ph) 


15- 


-257 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


15- 


-258 


4-Cl-Ph 


4-Pyr 


Me 


2- (2, 4-diF-Ph) 


15- 


-259 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


H 



WO 03/015781 



PCT/JP02/08276 



201 



g 16 
R 2 R 3 

A!" 

R 4 

(1-16) 





p 1 


R 2 


R 3 


R 4 


16-1 


4-F-Ph 


4-Pyr 


-CO 


H 


16-2 


4-F-Ph 


4-Pyr 




H 


16-3 


4-F-Ph 


4-Pyr 




H 


16-4 


4-F-Ph 


4-Pyr 




H 


16 — 5 


4-F-Ph 


4-Pyr 




H 




4,-F-Ph 


4-Pvr 




H 


16-7 


4-F-Ph 


4-Pyr 


-6° 


H 


16-8 


4-F-Ph 


4-Pyr 




H 


16-9 


4-F-Ph 


4-Pyr 




H 


16-10 


4-F-Ph 


4-Pyr 




H 


16-11 


4-F-Ph 


4-Pyr 




H 



WO 03/015781 



202 



PCT/JP02/08276 



* 1 6 Gtt£) 



16-12 


4-F-Ph 


4-Pyr 




Me 


16-13 


4-F-Ph 


4-Pyr 


J 

-o 




Me 


16-14 


4-F-Ph 


4-Pyr 


H 3 C / 


P 


Me 


16-15 


4-F-Ph 


4-Pyr 


r 

I 




Me 


16-16 


4-F-Ph 


4-Pyr 


X 


^3 


Me 


16-17 


4-F-Ph 


4-Pyr 








Me 


16-18 


4-F-Ph 


4-Pyr 








Me 


16-19 


4-F-Ph 


4-Pyr 




c 




Me 


16-2 0 


4-F-Ph 


4-Pyr 




Me 


16-2 1 


4-F-Ph 


4-Pyr 








Me 


16-2 2 


4-F-Ph . 


4-Pyr 




Me 


16-2 3 


4-F-Ph 


4-Pyr 


-c 

HO 


? 




H 


16-24 


4-F-Ph 


4-Pyr 




9 




Me 


16-2 5 


4-F-Ph 


4-Pyr 


~6 




H 



WO 03/015781 



PCT/JP02/08276 



203 



* 1 7 
R 2 R 3 




(1-1 7) 





R 1 


R 2 


R 3 


R 4 


1 7-1 


4-F-Ph 


4-Pyr 


-CD 


Me 


17-2 


4-F-Ph 


4-Pyr 




Me 


17-3 


4-F-Ph 


4-Pyr 




Me 


17-4 


4-F-Ph 


4-Pyr 




Me 


17-5 


4-F-Ph 


4-Pyr 




Me 


17-6 


4-F-Ph 


4-Pyr 




Me 


17-7 


1 4-F-Ph 


4-Pyr 


X. ' 


Me 


17-8 


4-F-Ph 


4-Pyr 




Me 


17-9 


4-F-Ph 


4-Pyr 




Me 


17-10 


4-F-Ph 


4-Pyr 




Me 


17-11 


4-F-Ph 


4-Pyr 




Me 


17-12 


4-F-Ph 


4-Pyr 




Me 



WO 03/015781 



204 



PCT/JP02/08276 



S 1 8 




(1-18) 



fo&m R 1 R 2 A R 5 

« n 



1 O 1 

18-1 


4-l , -Pn 


4-Pyr 


m 1 


TT 

H 


10 0 

18-z 


A T? DU 

4-r-Fn 


4-Pyr 


xgg o 




10 0 

lo-o 


4-r-Pn 


4-Fyr 


m o 




1 O A 

18-4 


4-F-Pn 


4-Pyr 


W 4 


TT 

H 


1 O ET 

18-5 


4-F-Pn 


4-Pyr 


» 5 


H 


in n 

18-6 


a rvi_ 

4-F-Ph 


4-Pyr 


M 6 


TT 

H 


18-7 


4-F-Ph 


4-Pyr 


» 7 


H 


18-8 


4-F-Ph 


4-Pyr 


at 8 


H 


18-9 


4-F-Ph 


4-Pyr 


m 9 


H 


18-10 


4-F-Ph 


4-Pyr 


St 10 


H 


18-H 


4-F-Ph 


4-Pyr 


mil 


H 


18-12 


4-F-Ph 


4-Pyr 


3112 


H 


18-13 


4-F-Ph 


4-Pyr 


SS13 


H 


18-14 


4-F-Ph 


4-Pyr 


3114 


H 


18-15 


4-F-Ph 


4-Pyr 


15 


H 


18-16 


4-F-Ph 


4-Pyr 


lit 16 


H 


18-17 


4-F-Ph 


4-Pyr 


at 17 


H 


18-18 


4-F-Ph 


4-Pyr 


at is 


H 


18-19 


4-F-Ph 


4-Pyr 


St 19 


H 


18-20 


4-F-Ph 


4-Pyr 


^20 


H 


18-21 


4-F-Ph 


4-Pyr 


at 21 


H 


18-22 


4-F-Ph 


4-Pyr 


5S22 


H 


18-23 


4-F-Ph 


4-Pyr 


at 23 


H 


18-24 


4-F-Ph 


4-Pyr 


SI 24 


H 



WO 03/015781 



PCT/JP02/08276 



205 



18-25 


4-F-Ph 


4-Pyr 


: SI 25 


H 


18-26 


4-F-Ph 


4-Pyr 


§126 


H 


18-27 


4-F-Ph 


4-Pyr 


S27 


H 


18-28 


4-F-Ph 


4-Pyr 


§128 


H 


18-29 


4-F-Ph 


4-Pyr 


« 29 


H 


18-30 


4-F-Ph 


4-Pyr 


§130 


H 


18-31 


4-F-Ph 


4-Pyr 


^31 


H 


18-32 


4-F-Ph 


4-Pyr 


§132 


H 


18-33 


4-F-Ph 


4-Pyr 


§133 


H 


18-34 


4-F-Ph 


4-Pyr 


§134 


H 


18-35 


4-F-Ph 


4-Pyr 


§135 


H 


18-36 


4-F-Ph 


4-Pyr 


§136 


H 


18-37 


4-F-Ph 


4-Pyr 


S37 


H 


18-38 


4-F-Ph 


4-Pyr 


§t 1 


2-Me 


18-39 


4-F-Ph 


4-Pyr 


§t 2 


2-Me 


18-40 


4-F-Ph 


4-Pyr 


§t 3 


2-Me 


18-41 


4-F-Ph 


4-Pyr 


§t 4 


2-Me 


18-42 


4-F-Ph 


4-Pyr 


§t 5 


2-Me 


18-43 


4-F-Ph 


4-Pyr 


§t 6 


2-Me 


18-44 


4-F-Ph 


4-Pyr 


m 7 


2-Me 


18-45 


4-F-Ph 


'4-Pyr " 


§t 8 


2-Me 


18-46 


4-F-Ph 


4-Pyr 


§t 9 


2-Me 


18-47 


4-F-Ph 


4-Pyr 


§110 


2-Me 


18-48 


4-F-Ph 


4-Pyr 


mu 


2-Me 


18-49 


4-F-Ph 


4-Pyr 


mn 


2-Me 


18-50 


4-F-Ph 


4-Pyr 


mn 


2-Me 


18-51 


4-F-Ph 


4-Pyr 


§114 


2-Me 


18-52 


4-F-Ph 


4-Pyr 


§115 


2-Me 


18-53 


4-F-Ph 


4-Pyr 


§116 


2-Me 


18-54 


4-F-Ph 


4-Pyr 


^ 17 


2-Me 


18-55 


4-F-Ph 


4-Pyr 


§118 


2-Me 


18-56 


4-F-Ph 


4-Pyr 


§t 19 


2-Me 


18-57 


4-F-Ph 


4-Pyr 


S20 


2-Me 


18-58 


4-F-Ph 


4-Pyr 


S21 


2-Me 


18-59 


4-F-Ph 


4-Pyr 


S22 


2-Me 


18-60 


4-F-Ph 


4-Pyr 


§123 


2-Me 



WO 03/015781 



PCT/JP02/08276 



206 



18-61 


4-F-Ph 


4-Pyr 


S24 


2-Me 


18-62 


4-F-Ph 


4-Pyr 


^25 


2-Me 


18-63 


4-F-Ph 


4-Pyr 


§S 26 


2-Me 


18-64 


4-F-Ph 


4-Pyr 


S27 


2-Me 


18-65 


4-F-Ph 


4-Pyr 


81 28 


2-Me 


18-66 


4-F-Ph 


4-Pyr 


S 29 


2-Me 


18-67 


4-F-Ph 


4-Pvr 


?!30 


2-Me 


18-68 


4-F-Ph 


4-Pvr 


S 31 

>T%. W A 


2-Me 


18-69 


4-F-Ph 


4-Pvr 
— * j * 


9X 32 


2-Me 


18-70 


4-F-Ph 


4-Pvr 


St 33 


2-Me 


18-71 


4-F-Ph 


4-Pvr 


H34 


2-Me 


18-72 


4-F-Ph 


4-Pvr 


1135 

>tc w v 


2-Me 


18-73 


4-F-Ph 


4-Pvr 

"X A J A 


H 36 


2-Me 


18-74 


4-F-Ph 


4-Pvr 


3137 


2-Me 


18-75 


4-F-Ph 


4-Pvr 


St 1 


2-OH 


18-76 


4-F-Ph 


4-Pvr 


31 2 


2-0H 


18-77 


4-F-Ph 


4-Pvr 


St 3 


2-OH 


18-78 


4-F-Ph 


4-Pvr 


St 4 


2-0H 


18-79 


4-F-Ph 


4-Pvr 


St 5 


2-OH 


18-80 


4-F-Ph 


4-Pvr 


St 6 


2-0H 


18-81 


4-F-Ph 


4-Pvr 

T A J A 


Si 7 


2-OH 


18-82 


4-F-Ph 


4-Pvr 

* X J A 


m 8 


2-0H 


18-83 


4-F-Ph 


4-Pyr 


58 9 


2-0H 


18-84 


4-F-Ph 


4-Pyr 

* A J A 


#10 


2-0H 


18-85 


4-F-Ph 


4-Pyr 


IS ll 


2-0H 


18-86 


4-F-Ph 


4-Pvr 

* A J A 


#12 


2-OH 


18-87 


4-F-Ph 


4-Pvr 

-r a j a 


St 13 


2-0H 


18-88 


4-F-Ph 


4-Pvr 

* A J 1 


SI 14 


2-0H 


18-89 


4-F-Ph 


4-Pvr 

T A J A 


M. 15 


2-OH 


I 0 wu 


A-V-T>h 
t r in 


4-Pvr 

*r f yi 


© 1 fi 


9 -OH 


18-91 


4-F-Ph 


4-Pyr 


«17 


2-OH 


18-92 


4-F-Ph 


4-Pyr 


91 18 


2-OH 


18-93 


4-F-Ph 


4-Pyr 


91 19 


2-OH 


18-94 


4-F-Ph 


4-Pyr 


3120 


2-OH 


18-95 


4-F-Ph 


4-Pyr 


921 


2-OH 


18-96 


4-F-Ph 


4-Pyr 


3122 


2-OH 



WO 03/015781 



PCT/JP02/08276 



207 



18-97 


4-F-Ph 


4-Pyr 


S23 


2-0H 


18-98 


4-F-Ph 


4-Pyr 


§124 


2-OH 


18-99 


4-F-Ph 


4-Pyr 


§125 


2-OH 


18-100 


4-F-Ph 


4-Pyr 


§126 


2-OH 


18-101 


4-F-Ph 


4-Pyr 


§127 


2-OH 


18-102 


4-F-Ph 


4-Pyr 


§128 


2-OH 


18-103 


4-F-Ph 


4-Pyr 


3129 


2-OH 


18-104 . 


4-F-Ph 


4-Pyr 


§130 


2-OH 


18-105 


4-F-Ph 


4-Pyr 


£31 


2-OH 


18-106 


4-F-Ph 


4-Pyr 


St 32 


2-OH 


18-107 


4-F-Ph 


4-Pyr 


§133 


2-OH 


18-108 


4-F-Ph 


4-Pyr 


^34 


2-OH 


18-109 


4-F-Ph 


4-Pyr 


8 35 


2-OH 


18-110 


4-F-Ph 


4-Pyr 


§136 


2-OH 


18-111 


4-F-Ph 


4-Pyr 


§137 


2-OH 


18-112 


4-F-Ph 


4-Pyr 


m 1 


2-MeO 


18-113 


4-F-Ph 


4-Pyr 


m 2 


2-MeO 


18-114 


4-F-Ph 


4-Pyr 


m 3 


2-MeO 


18-115 


4-F-Ph 


4-Pyr 


m 4 


2-MeO 


18-116 


4-F-Ph 


4-Pyr 


m 5 


2-MeO 


18-117 


4-F-Ph 


.4-Pyr ; 


m 6 


2-MeO 


18-118 


4-F-Ph 


4-Pyr 


m 7 


2-MeO 


18-119 


4-F-Ph 


4-Pyr 


§t 8 


2-MeO 


18-120 


4-F-Ph 


4-Pyr 


§t 9 


2-MeO 


18-121 


4-F-Ph 


4-Pyr 


§110 


2-MeO 


18-122 


4-F-Ph 


4-Pyr 


§tn 


2-MeO 


18-123 


4-F-Ph 


4-Pyr 


§112 


2-MeO 


18-124 


4-F-Ph 


4-Pyr 


§113 


2-MeO 


18-125 


4-F-Ph 


4-Pyr 


§114 


2-MeO 


18-126 


4-F-Ph 


4-Pyr 


^15 


2-MeO 


18-127 


4-F-Ph 


4-Pyr 


§116 


2-MeO 


18-128 


4-F-Ph 


4-Pyr 


§117 


2-MeO 


18-129 


4-F-Ph 


4-Pyr 


§118 


2-MeO 


18-130 


4-F-Ph 


4-Pyr 


§119 


2-MeO 


18-131 


4-F-Ph 


4-Pyr 


IS 20 


2-MeO 


18-132 


4-F-Ph 


4-Pyr 


§121 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



208 



18-133 


4-F-Ph 


4-Pvr 

t i y x 


9 22 


2-MeO 


1 8-1 34 


4-F-Ph 

± 1 ill 


4-Pvr 


9 23 

Ton. «W 


2-MeO 


1 8-1 35 

1 O 1 0 J 


4_F-Ph 
t i i ii 


4-Pvr 
t i y i 


Si 24 


2-MeO 


1 8-1 3fi 

1 O 1 00 


4_F-Ph 


4-Pvr 
t i j i 


9 25 


2-MeO 


1 8-1 37 


4_F-Ph 
ft r i ii . 


4-Pvr 

*r i y 1 


•Src ZiU 


£ luCV/ 


1 8-1 38 

1.0 100 


4-F-Ph 

*r r ill 


4-Pvr 
ft i y i 


9 ?7 


£ luCU 


10 1 OiJ 


4: r ill 


4— Pvr 
ft i y l 


9 98 


9-MpO 


10 1 


c ± r r ii 


4— Pvr 
^ i yi 


B§ 9Q 

Z<3 


9-MpO 


1 8-1 11 
1 0 1 rJtl 


4_F-Ph 

4: r 1 11 


ft r y i 


9 30 

OU 


9-Mpfl 


1 8-1 4.9 
10 1 tit 


ft r rii 


4— Pvr 
ft i y 1 


© 31 

£fc 01 


9-MpO 


1 8-1 13 
10 1 'to 


4_F-Ph 
ft r ru 


ft i y 1 


IS 3? 
^ oz. 


?-MpO 

L 1T1CU 


1 8-1 44 

10 1 ftft 


4-F-Ph 

fr r ill 


ft i y l 


C^K 00 


?-MpO 

u lYlCv 


1 8-1 45 

10 1 ftO 


4-F-Ph 

ft r rii 


4-Pvr 
ryi 


9 34 




1 8-1 ztfi 
10 1 


4-F-Ph 
ft r rn 


4— Pvr 

t: i y 1 


•i^K 00 


Zi iYlCW 


1 8-1 47 

10 1 t 


t r ru 


4-Pvr 
*t i y i 


9 3fi 
*^ ou 


2-MpO 

U luCU 


1 8-1 4.8 
10 1 fto 


4-F-Ph 
ft r rii 


4_Pvr 
ft i y i 


9 37 


?-Mpfi 

£1 luCU 


i 8-1 4.Q 
10 l is 


4-F-Ph 


4— Pvr 
ft r y i 


9 1 


9-F 
l r 


1 8-1 5fl 
10 1 ou 


4-F-Ph 
ft r x 11 


4-Pvr 
ft i y i 


g§ 9 


9-F 


1 8-1 51 

10 101 


4-F-Ph 
ft r ill 


ft r y i 


9 3 


9-F 


1 8-1 5? 

10 1 U L 


t r ru 


ft i y l 


Hi 4 
*%< ft 


9-F 


1 8-1 53 

10 100 


A-F-Ph 


4— Pvr 
ft i y 1 


9 5 
t%< 0 


9-F 


1 8-1 54. 

10 1 Ot 


ft r rii 


4-Pvr 
t r y j. 


9 fi 

yR 0 


9-F 


1 8-1 55 

10 1 00 


A-F-Ph 
t: r I 11 


4— Pvr 
ft r y i 


9 7 


9-F 


1 8-1 5fi 

10 100 


t r i ii 


4— Pvr 
ft r y i 


9 8 
^ 0 


9_F 

Zt r 


1 8-1 57 

10 10 1 


ft r i ii 


4— Pur 
ft r y i 


9 Q 


9-F 


1 8-1 58 

10 1 oo 


ft r 1 11 


4— Pvr 
t i y i 


9 in 

1U 


9_F 
Zj r 


1 8-1 5Q 

1 O lutl 


*r r I 11 


4_pvr 
ft r y l 


9 1 1 

^TK 1 1 


9-F 
Zi r 


1 8-1 fif) 

1 0 1UU 


ft r i ii 


4-Pvr 
<t i y l 


9 19 


9-F 
Zj r 


1 8-1 fil 

10 101 


4-F-Ph 


4-Pvr 
ft r y i 


£re 10 


9-F 
l r 


1 0 10/ 


4— r — rn 


4-ryr 




9 T7 


18-163 


4-F-Ph 


4-Pyr 


9R IB 


2-F 


18-164 


4-F-Ph 


4-Pyr 


9R 16 


2-F 


18-165 


4-F-Ph 


4-Pyr 


3117 


2-F 


18-166 


4-F-Ph 


4-Pyr 


918 


2-F 


18-167 


4-F-Ph 


4-Pyr 


919 


2-F 


18-168 


4-F-Ph 


4-Pyr 


9 20 


2-F 



WO 03/015781 



PCT/JPO2/08276 



209 



18-169 


4-F-Ph 


4-Pyr 


5S21 


2-F 


18-170 


4-F-Ph 


4-Pyr 


at 22 . 


2-F 


18-171 


4-F-Ph 


4-Pyr 


S23 


2-F 


18-172 


4-F-Ph 


4-Pyr 


§124 


2-F 


18-173 


4-F-Ph 


4-Pyr • 


8125 


2-F 


18-174 


4-F-Ph 


4-Pyr 


^26 


2-F 


18-175 


4-F-Ph 


4-Pyr 


^27 


2-F 


18-176 


4-F-Ph 


4-Pyr 


3128 


2-F 


18-177 

10 111 


4-F-Ph 

I 1 X 11 


4-Pyr 


at 29 


2-F 


18-178 


4-F-Ph 

T 1 X XI 


4-Pvr 


M 30 


2-F 


18-179 

I O I t it 




4-Pyr 


M31 


2-F 


18-18(1 


4-F-Ph 


4-Pyr 


^32 


2-F 


18-181 


4-F-Ph 


4-Pyr 


»33 


2-F 


18-182 


4-F-Ph 


4-Pyr 


St 34 


2-F 


18-183 


4-F-Ph 


4-Pyr 


gf 35 


2-F 


18-184 


4-F-Ph 


4-Pyr 


at 36 


2-F 


18-185 


4-F-Ph 


4-Pyr « 


3137 


2-F 


18-186 


4-F-Ph 


4-Pyr 


at 1 


2-C1 


18-187 


4-F-Ph 


4-Pyr 


at 2 


2-C1 


18-188 

JO 1 uu 


4-F-Ph 


4-Pyr 


at 3 


2-C1 


18-189 


4-F-Ph 


4-Pyr 


at 4 


2-C1 


18-190 


4-F-Ph 


4-Pyr 


at 5 


2-C1 


18-191 

1 O 1 U X 


4-F-Ph 


4-Pyr 


at 6 


2-Cl 


18-192 


4-F-Ph 


4-Pyr 


at 7 


2-C1 


18-193 


4-F-Ph 


4-Pyr 


at 8 


2-C1 


18-194 

X\J X O X- 


4-F-Ph 


4-Pyr 


at 9 


2-C1 


18-195 


4-F-Ph 


4-Pyr 


SSio 


2-C1 


18-196 

jl o x uv 


4-F-Ph 


4-Pyr 


am 


2-C1 


18-197 

I U X v 1 


4-F-Ph 


4-Pyr 


St 12 


2-Cl 


1 8-1 Q8 

10 1 JO 


*r i x 11 


4-Pvr 


at 13 


2-C1 


18-199 


4-F-Ph 


4-Pyr 


at H 


2-Cl 


18-200 


4-F-Ph 


4-Pyr 


ati5 


2-CL 


18-201 


4-F-Ph 


4-Pyr 


S16 


2-Cl 


18-202 


4-F-Ph 


4-Pyr 


at n 


2-Cl 


18-203 


4-F-Ph 


4-Pyr 




2-Cl 


18-204 


4-F-Ph 


4-Pyr 


at 19 


2-Cl 



L 



WO 03/015781 



PCT/JP02/08276 



210 



1 O a\JO 


11 X 11 


4-Pvr 

*X I J 1 


St 20 


2— C 1 


1 0 6UU 


*t r i ii 


*t r y i 


-i^K. 6 1 


6 V* I 


10 6U I 


i r rn 


*t r y l 




6 \j i 


1 0 L UO 


*i r rii 


A-Pvr 
* i y i 


Bl 93 


6 V/ 1 


1 Q_9flQ 

1 0 zuy 


4 r x ii 


A-Pvr 

*t i y i 


B§ 91 

i^t 64 


9-P1 

6 b 1 


1 0 £ ill 


4 r rii 


A— Pvr 

4 ryr 


S 9c; 
5^ ZD 




1 C_9 1 1 
lo Zl 1 


4 r ill 


4 ryi 


Si 9ft 

W zo 


6 b 1 


1 Q—91 9 
10 Zl Z 


rf rn 


4 ryi 


S 97 
W Z i 


9-P1 

6 Lr 1 


18 9 1 Q 

lo-Zl 0 


rr rii 


A _Ptt r> 

4 ryr 


M Zo 


Z 11 


1 Q_9 1 A 

i o~Z14 


4 r rn 


/I — P\7T" 

4 ryr 


S 90 

« Zy 


Z V/l 


lo Z10 


4 r rn 


A— Pirr 
4 ryi 


W ou 


6 b 1 


1 0 Z 1 0 


4 r Jr n 


A _ Pxrr 

4 ryr 


W Ol 


6 b 1 


1 fi—9 1 7 

1 0 6 1 1 


4 r r 11 


4 ryr 


K oZ 


9-P1 

6 1/ 1 


1 Q—91 Q 
1 0 Z 1 0 


4 r rn 


A— P\f r 

4 ryr 


W 00 


9-P1 

6 Ol 


1 8— 91 Q 
15 Liu 


4 r ill 


A— Pur 

ft ryr 


i^. Oft 


9-P1 

6 Lr 1 


1 Q_99fi 
1 o ZZU 


4 r rn 


A— Pxrr 

4 ryr 


W> oO 


9-P1 

6 01 


1 Q-991 
lo ZZl 


A-P-Ph 

4 r rn 


A— Pirr 

4 ryr 


^ ou 


9-P1 

6 Ul 


1 Q-999 
1 o ZZZ 


A-P-Ph 
4 r rfl 


A— P\rr 

4 ryr 


0 i 


9-P1 

6 bl 


1 Q_99Q 

1 o ZZo 


4 r rll 


/I _P\rr 

4 ryr 


M 1 
^ 1 


z, z a lr 


1 C— 99/1 

1 o ZZ4 


4 r rfl 


A— Pirr 

4 ryr 


M 9 
^ Z 


9 9-H i T7 

z, z air 


1 Q_9 9r: 
1 o ZZO 


4 f rfl 


4 ryr 


M o 


9 9-HiP 
Z, Z Ulr 


1 Q— 99ft 
1 0 ZZO 


4 r rfl 


4 ryr 


W 4 


6, 6 Ulr 


1 Q— 997 
1 0 ZZ f 


A-P-Ph 
4 r rfl 


ft ryr 


W o 


9 9_Hi*F 
6,6 Ulr 


1 Q_ 99 Q 
1 o ZZo 


A-P-Ph 
4 r ill 


A— Pvr 

fit ryr 




6,6 uir 


1 B-99Q 

i o zzy 


A-P-Ph 


A— Pvr 

ft ryr 


8§ 7 


9 9-HiP 
6,6 u ir 


15 ZoU 


4 r rn 


/.Pur 

4 ryr 


5r o 


9 9~HiT? 
6,6 Ulr 


1 2— 9Q1 
lo Zol 


4 r rn 


4 ryr 




9 9-HiP 
6,6 u ir 


lo ZoZ 


4 r rfl 


A— Pvr 

4 ryr 


« in 

^ 1U 


9 9-Hifl 
6, 6 uir 


1 Q—9QQ 

lo Zoo 


4 r rfl 


A— Pxrr 

4 ryr 


i 1 


9 9-HiP 

z, z air 


18-234 


j ti TIT- 

4-F-Ph 


4-Pyr 


P 12 


2, 2-aiF 


18-235 


4-F-Ph 


4-Pyr 


^13 


2,2-diF 


18-236 


4-F-Ph 


4-Pyr 




2, 2-diF 


18-237 


4-F-Ph 


4-Pyr 




2, 2-diF 


18-238 


4-F-Ph 


4-Pyr 


S16 


2, 2-diF 


18-239 


4-F-Ph 


4-Pyr 




. 2, 2-diF 


18-240 


4-F-Ph 


4-Pyr 


IS18 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



211 



18-241 


4-F-Ph 


4-Pyr 


SI 19 


2,2-diF 


18-242 


4-F-Ph 


4-Pyr 


St 20 


2, 2-diF 


18-243 


4-F-Ph 


4-Pyr 


5S21 


2,2-diF 


18-244 


4-F-Ph 


4-Pyr 


3122 


2,2-diF 


18-245 


4-F-Ph 


4-Pyr 


8123 


2, 2-diF 


18-246 


4-F-Ph 


4-Pyr 


8124 


2,2-diF 


18-247 


4-F-Ph 


4-Pyr 


^25 


2, 2-diF 


18-248 


4-F-Ph 


4-Pyr 


S26 


2, 2-diF 


18-249 


4-F-Ph 


4-Pyr 


^27 


2, 2-diF 


18-250 


4-F-Ph 


4-Pyr 


S28 


2, 2-diF 


18-251 


4-F-Ph 


4-Pyr 


^29 


2, 2-diF 


18-252 


4-F-Ph 


4-Pyr 


S30 


2,2-diF 


18-253 


4-F-Ph 


4-Pyr 


9131 


2,2-diF 


18-254 


4-F-Ph 


4-Pyr 


^32 


2,2-diF 


18-255 


4-F-Ph 


4-Pyr 


S33 


2,2-diF 


18-256 


4-F-Ph 


4-Pyr 


3134 


2,2-diF 


18-257 


4-F-Ph 


4-Pyr 


5135 


2, 2-diF 


18-258 


4-F-Ph 


4-Pyr 


8136 


2, 2-diF 


18-259 


4-F-Ph 


4-Pyr 


8137 


2, 2-diF 


18-260 


4-F-Ph 


4-Pyr 


m 1 


8-Me 


18-261 


4-F-Ph 


4-Pyr 


m 2 


8-Me 


18-262 


4-F-Ph 


4-Pyr 


m 3 


8-Me 


18-263 


4-F-Ph 


4-Pyr 


St 4 


8-Me 


18-264 


4-F-Ph 


4-Pyr 


at 5 


8-Me 


18-265 


4-F-Ph 


4-Pyr 


at 6 


8-Me 


18-266 


4-F-Ph 


4-Pyr 


at 7 


8-Me 


18-267 


4-F-Ph 


4-Pyr 


at 8 


8-Me 


18-268 


4-F-Ph 


4-Pyr 


at 9 


8-Me 


18-269 


4-F-Ph 


4-Pyr 


m\o 


8-Me 


18-270 


4-F-Ph 


4-Pvr 


St 11 


8-Me 


18-271 


4-F-Ph 


4-Pyr 




8-Me 


18-272 


4-F-Ph 


4-Pyr 


at 13 


8-Me 


18-273 


4-F-Ph 


4-Pyr 


8114 


8-Me 


18-274 


4-F-Ph 


4-Pyr 


at is 


8-Me 


18-275 


4-F-Ph 


4-Pyr 


at i6 


8-Me 


18-276 


4-F-Ph 


4-Pyr 


at 17 


8-Me 



L 



WO 03/015781 



212 



PCT/JP02/08276 



18-277 


4-F-Ph 


4-Pyr 


St 18 


8-Me 


18-278 


4-F-Ph 


4-Pyr 


91 19 


8-Me 


18-279 


4-F-Ph 


4-Pyr 


^20 


8-Me 


18-280 


4-F-Ph 


4-Pyr 


IS 21 


8-Me 


18-281 


4-F-Ph 


4-Pyr 


Si 22 


8-Me 


18-282 


4-F-Ph 


4-Pvr 


3i 23 


8-Me 


18-283 


4-F-Ph 


4-Pvr 


St 24 


8-Me 

\J wit 


18-284 


4-F-Ph 


4-Pvr 


11 25 


8-Me 


18-285 


4-F-Ph 


4-Pvr 


3f 26 


8-Me 


18-286 


4-F-Ph 


4-Pyr 


Si 27 


8-Me 


18-287 


4-F-Ph 


4-Pvr 


81 28 


8-Me 


18-288 


4-F-Ph 


4-Pvr 


St 29 


8-Me 


18-289 


4-F-Ph 


4-Pyr 


HI 30 


8-Me 


18-290 


4-F-Ph 


4-Pyr 




8-Me 


18-291 


4-F-Ph 


4-Pvr 


M 32 


8-Me 


18-292 


4-F-Ph 


4-Pvr 


Bi 33 


8-Me 


18-293 


4-F-Ph 


4-Pvr 


51 34 


8-Me 


18-294 


4-F-Ph 


4-Pvr 


3i 35 


8-Me 


18-295 


4-F-Ph 


4-Pvr 


Si 3fi 


8-Me 


18-296 


4-F-Ph 


4-Pvr 


3f 37 


8-Me 


18-297 


4-F-Ph 


2-NH 2 -4-Pym 


31 1 


H 


18-298 


4-F-Ph 


2-NH 2 -4-Pyin 


3S 2 


H 


18-299 


4-F-Ph 


2-NH 2 -4-Pym 


^ 3 


H 


18-300 


4-F-Ph 


2-NH 2 -4-Pym 


^ 4 


H 


18-301 


4-F-Ph 


2-NH 2 -4-Pyra 


?i 5 


H 


18-302 


4-F-Ph 


2-NH 2 -4-Pym 


% 6 


H 


18-303 


4-F-Ph 


2-NH 9 -4-Pym 


SI 7 


H 


18-304 


4-F-Ph 


2-NH 9 -4-Pym 


3© 8 


H 


18-305 


4-F-Ph 


2-NH,-4-Pym 




H 


18-306 


4-F-Ph 


2-NH*-4-Pvm 

lj im.9 * * jr ill 


IS 10 


H 


18-307 


4-F-Ph 


2-NH,-4-Pym 


St 11 


H 


18-308 


4-F-Ph 


2-NH 2 -4-Pym 


St 12 


H 


18-309 


4-F-Ph 


2-NH 2 -4-Pym 


St 13 


H 


18-310 


4-F-Ph 


2-NH 2 -4-Pym 


St 14 


H 


18-311 


4-F-Ph 


2-NH 2 -4-Pym 


3^15 


H 


18-312 


4-F-Ph 


2-NH 2 -4-Pym 


Stl6 


H 



WO 03/015781 



213 



PCT/JP02/08276 



18-313 


4-F-Ph 


2-NH 2 -4-Pym 


mn 


H 


18-314 


4-F-Ph 


2-NH r 4-Pym 


§tl8' 


H . 


18-315 


4-F-Ph 


2-NH r 4-Pym 


3119 


H 


18-316 


4-F-Ph 


2-NH 2 -4-Pym 


S 20 


H 


18-317 


4-F-Ph 


2-NH r 4-Pym 


St 21. 


H . 


18-318 


4-F-Ph 


2-NH 2 -4-Pym 


^22 


H 


18-319 


4-F-Ph 


2-NH 2 -4-Pym 


S23 


H 


18-320 


4-F-Ph - 


: 2-NH 2 -4-Pym 


9& 24 . 


H 


18-321 


4-F-Ph 


2-NH 2 -4-Pym 

z J 


^25 


H 


18-322 


4-F-Ph 


2-NH 2 -4-Pym 


^26 


H 


18-323 


4-F-Ph 


2-NH 2 -4-Pym 


g|27 


H 


18-324 


4-F-Ph 


2-NH,-4-Pym 


^28 


H 


18-325 


4-F-Ph 


2-NH 2 -4-Pym 


^29 


H 


18-326 


4-F-Ph 


2-NH 2 -4-Pym 


MZO 


H 


18-327 


4-F-Ph 


2-NH 2 -4-Pym 


5131 


H 


18-328 


4-F-Ph 


2-NH 2 -4-Pym 


S32 


H 


18-329 


4-F-Ph 


2-NH 2 -4-Pym 


^33 


H 


18-330 


4-F-Ph 


2-NH 2 -4-Pym 


3134 


H 


18-331 


4-F-Ph 


2-NH 2 -4-Pym 


it 35 


H 


18-332 


4-F-Ph 


2-NH,-4-Pym 


5136 


H 


•18-333 


4-F-Ph 


• 2-NH 2 -4-Pym 


. #37' 


H 


18-334 


4-F-Ph 


2-NH 2 -4-Pym 


m 1 


2-Me 


18-335 


4-F-Ph 


2-NH 2 -4-Pym 


m 2 


2-Me 


18-336 


4-F-Ph 


2-NH 2 -4-Pym 


M 3 


2-Me 


18-337 


4-F-Ph 


2-NH 2 -4-Pym 


S 4 


2-Me 


18-338 


4-F-Ph 


2-NH 2 -4-Pym 


^ 5 


2-Me 


18-339 


4-F-Ph 


2-NH 2 -4-Pym 


at 6 


2-Me 


18-340 


4-F-Ph 


2-NH 2 -4-Pym 


m 7 


2-Me 


18-341 


4-F-Ph 


2-NH 2 -4-Pym 


S 8 


2-Me 


18-342 


4-F-Ph 


2-NH 2 -4-Pym 


SI 9 


2-Me 


18-343 


4-F-Ph 


2-NH 2 -4-Pym 


Sio 


2-Me 


18-344 


4-F-Ph 


2-NH 2 -4-Pym 


Stll 


2-Me 


18-345 


4-F-Ph 


2-NH 2 -4-Pym 


£12 


2-Me 


18-346 


4-F-Ph 


2-NH 2 -4-Pym 


£13 


2-Me 


18-347 


4-F-Ph 


2-NH 2 -4-Pym 


5114 


2-Me 


18-348 


4-F-Ph 


2-NH 2 -4-Pym 


8115 


2-Me 



WO 03/015781 



PCT/JP02/08276 



214 



18-349 


4-F-Ph 


2-NHj-4-Pym 


§t 16 

>TC a u 


2-Me 


18-350 


4-F-Ph 


2-NBj-4-Pym 


St 17 


2-Me 


18-351 


4-F-Ph 


2-NH 2 -4-Pym 




2-Me 


18-352 


4-F-Ph 


2-NH,-4-Pvm 

«* 1U1Q 1 J. J 111 


M 19 


2-Mp 


18-353 


4-F-Ph 


2-NHn-4-Pvm 

ti illlO A X J 111 






18-354 

A U UU7 


4-F-Ph 

A 1 J. 11 


2-NE,-4-Pvm 

At llllq i X j HI 


M 21 


Li illC 


18-355 

l U Oily 


4-F-Ph 


9-NH «-4-Pvm 

u HII9 ™ -1 j 111 


IS 2? 

AJ At 


a; iVlt; 


18-356 

1 U U U U 


4-F-Ph 

^ I 1 H 


2-mu -4-pvm 

a* i"ii2 x yiii 


M 23 


aV IllC 


18-357 

A U U U 1 


4-F-Ph 

TT 1 1 11 


9-NH -4-Pvm 

a* nila * x Jill 


m 94 
*?& At 


A* lUC 


18-358 


4-F-Ph 

7 1 1 11 


9-Wtf -4-PvTTl 

Al liAlq " 1 Jill 




9-Mp 

6 IVlt. 


18-359 


4-F-Ph 


2-NHn-4-Pvm 

u lino 7 X j ill 


•i^rc ajU 




18-360 


4-F-Ph 


2-NH -4-Pvm 

u 11119 — 1 Jill 


3® 27 


Al 1UC 


18-361 


4-F-Ph 


2-NHo-4-Pvm 




Ai 1UC 


18-362 


4-F-Ph 


2-NH,-4-Pvm 

Al 1 1 A AO A X J All 


3i 29 

At J 


2-Mp 

At IllC 


18-363 


4-F-Ph 


2-NHa-4-Pvm 

AJ 11 A AO A A J All 


M 30 


2-Mp 

AJ 1UC 


18-364 


4-F-Ph 
* i * ii 


9-ra -4~-p vm 

ii I'AlQ Tt X JUl 


51 31 




18-365 

A U UUU 


4-F-Ph 
i i i ii 


2-NHn-4-Pvm 

u I1II9 ^* X Jill 


rTFt Oil 


A) WiC 


18-366 

X U uuu 


4-F-Ph 

T. 1 A 11 


2-NIL-4-Pvm 

U llAlO * 1 Jill 


M 33 


?-Mp 

i IYiC 


18-367 


4-F-Ph 
a i j. ii 


2-NH -4-Pvm 

Al lllAO A X JUl 


® 34 


?-Mp 

£1 IYIC 


18-368 

A U uuu 


4-F-Ph 

A A X 11 


2-NHo-4-Pvm 

Al !>AlO A 1 J All 


Bt 35 


?-Mp 

L lYJC 


18-369 


4-F-Ph 


9-MH -4-Pvm 

A> lill? X Jill 


Bi 36 

OU 


aV 1Y1C 


18-370 


4-F-Ph 


2-NH,- 4-Pvm 

AJ * 'I- 1 ? X J 111 


© .37 


a« LVlC 


18-371 


4-F-Ph 


2-NH*-4-Pvtn 

Li IIAIO A 1 Jill 


Si 1 


2 -OH 

Ai V/ll 


18-372 


4-F-Ph 


2-NH »-4-Pvm 

A IlllO A X Jill 


M 2 


Al V/ll 


18-373 


4-F-Ph 


2-NH ft -4-Pvm 

Li 1'AlQ A 1 JUl 


St 3 


2 -OH 


18-374 


4-F-Ph 


2-NH*-4-Pvm 

U AlAlO — X JUl 




2 -OH 

Al V/ll 


18-375 


4-F-Ph 

A Jl X 11 


2-NH ft -4-Pvm 

Li I1II9 ^ A Jill 




9 -OH 


18-376 


4-F-Ph 

a A X 11 


2-NH«-4-Pvm 

Al llAlO A 1 Jill 




2 -OH 

L UTl 


18-377 

1U U 1 1 


4-F-Ph 

a X X 11 


£4 1"Xa2 " 1 j 111 


® 7 


2-OH 


18-378 


4-F-Ph 

* X X 11 


2-NH -4-Pvm 

Lt liilo 7 I Jill 


M 8 


2-OH 


18-379 


4-F-Ph 


2-NH r 4-Pym 


m 9 


2-OH 


18-380 


4-F-Ph 


2-NH r 4-Pym 


8110 


2-OH 


18-381 


4-F-Ph 


2-NH r 4-Pym 


SSll 


2-OH 


18-382 


4-F-Ph 


2-NH r 4-Pym 


■at 12 


2-OH 


18-383 


4-F-Ph 


2-NH 2 -4-Pym 


SI 13 


2-OH 


18-384 


4-F-Ph 


2-NH 2 -4-Pym 


Sil4 


2-OH 



WO 03/015781 



PCT/JP02/08276 



215 



18-385 


4-F-Ph 


2-NH 2 -4-Pym 


St 15 . 


2-OH 


18-386 


4-F-Ph 


2-NH 2 -4-Pym 


..Htl6" 


" 2-OH 


18-387 


4-F-Ph 


2-NH 2 -4-Pym 




2-OH 


18-388 


4-F-Ph 


2-NH 2 -4-Pym 


^18 


2-OH 


18-389 


4-F-Ph 


2-NH 2 -4-Pym 


at 19 


2-OH . . 


18-390 


4-F-Ph 


2-NH 2 -4-Pym 


3120 


2-OH 


18-391 


4-F-Ph 


2-NH,-4-Pym 


5S21 


2-OH 


18-392 


4-F-Ph 


' 2-NH,'-4-Pym 


at 22 


; 2-OH • 


18-393 


4-F-Ph 


2-NH,-4-Pym 


3123 


2-OH 


1 8-394 


4-F-Ph 


2-NH,-4-Pym 


^24 


2-OH 


18-395 


4-F-Ph 


2-NH 2 -4-Pym 


^25 


2-OH 


1 O U */ u 


4-F-Ph 


2-NH 2 -4-Pym 


M 26 


2-OH 


18-397 


4-F-Ph 


2-NH 2 -4-Pym 


^27 


2-OH 


18-398 


4-F-Ph 


2-NH 2 -4-Pym 


^28 


2-OH 


18-399 


4-F-Ph 


2-NH 2 -4-Pym 


^29 


2-OH 


18-400 


4-F-Ph 


2-NH 2 -4-Pym 


^30 


2-OH 


18-401 


4-F-Ph 


2-NH 2 -4-Pym 


lit 31 


2-OH 


18-402 


4-F-Ph 


2-NH 2 -4-Pym 


3S32 


2-OH 


18-403 


4-F-Ph 


2-NH 2 -4-Pym 


Si 33 


2-OH 


18-404 


4-F-Ph 


2-NH 2 -4-Pym 


» 34 


2-OH " 


18-405 


4-F-Ph 


2-NH 2 -4-Pym 


^•35 


2-OH • 


18-406 


4-F-Ph 


2-NH 2 -4-Pym 


H36 


2-OH 


18-407 


4-F-Ph 


2-NH 2 -4-Pym 


3137 


2-OH 


18-408 


4-F-Ph 


2-NH 2 -4-Pym 


* 1 


2-MeO 


18-409 


4-F-Ph 


2-NH 2 -4-Pym 


m 2 


2-MeO 


18-410 


4-F-Ph 


2-NH 2 -4-Pym 


at 3 


2-MeO 


18-411 


4-F-Ph 


2-NH 2 -4-Pym 


m 4 


2-MeO 


18-412 

X VJ J. V 


4-F-Ph 


2-NH 2 -4-Pym 


at 5 


2-MeO 


18-413 


4-F-Ph 


2-NH 2 -4-Pym 


at 6 


2-MeO 


18-414 


4-F-Ph 


2-NH 2 -4-Pym 


at 7 


2-MeO 


18-415 


4-F-Ph 


2-NH 2 -4-Pym 


at 8 


2-MeO 


18-416 


4-F-Ph 


2-NH 2 -4-Pym 


at 9 


2-MeO 


18-417 


4-F-Ph 


2-NH 2 -4-Pym 


» 10 


2-MeO 


18-418 


4-F-Ph 


2-NH 2 -4-Pym 


mi 


2-MeO 


18-419 


4-F-Ph 


2-NH 2 -4-Pym 


S12 


2-MeO 


18-420 


4-F-Ph 


2-NH 2 -4-Pym 


ati3 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



216 



18-421 


4-F-Ph 


2-NH 2 -4-Pym 


at 14 


2-Me0 


18-422 


4-F-Ph 


2-NH r 4-Pym 


15 


2-Me0 


18-423 


4-F-Ph 


2-NH 2 -4-Pym 


S 16 


2-MeO 


18-424 


4-F-Ph 


2-NH 2 -4-Pym 


St 17 


2-Me0 


18-425 


4-F-Ph 


2-NH,-4-Pvm 


81 18 


2-Me0 

XI III l_/ 


18-426 


4-F-Ph 


2-NH,-4-Pvm 


S 19 


2-Mp0 

ti LY1 G V 


18-427 


4-F-Ph 


2-NHo-4-Pvm 

Li 111 * X J 111 


S 20 


9-Mp0 


18-428 


4-F-Ph 






9-Mpfl 

U lYiCU 


18-429 


4-F-Ph 


2-NH,-4-Pvm 

u liJ-xo x 1 Jill 


9 22 


9-MpO 


18-430 


4-F-Ph 


2-NHo~4-Pvm 

U * * Jill 


8 23 


?-Mpft 

6 IY1CU 


18-431 


4-F-Ph 


2-NHn-4-Pvm 

U l\lL<f *X X Jill 




9-MpO 

£ tilt? is 


18-432 


4-F-Ph 


2-NHn-4-Pvm 

u uxin ^ x Jill 


8 2K 




18-433 


4-F-Ph 


2-NH,~4-Pvm 

*■ 11 A Ay A X jam! 


M 26 


2~Me0 


18-434 


4-F-Ph 


2~NHo-4-Pvm 


St 27 


9-Mpfl 

xi 1T1CU 


18-435 


4-F-Ph 


2-NH,-4-Pvm 

u 11 j. An J x Jill 


St 28 


2-MpO 


18-436 


4-F-Ph 


2-NH fl -4-Pvm 

U 1UM 1 J. Jill 


M 29 




18-437 


4-F-Ph 


2-NHo-4-Pvm 

U IIIA9 A J. J 111 


9 30 




18-438 


4-F-Ph 


2-NHo-4-Pvm 

u 1MX2 TE -1 JUl 


a 31 


L LYICU 


18-439 


4-F-Ph 


2-NH>4-Pvm 

u j - ,1a 2 jiii 




?-MpO 

6 lucV/ 


18-440 


4-F-Ph 


2-NHo-4-Pvm 

x< 111x9 x * J 11* 


8 33 


xj IV1CU 


18-441 


4-F-Ph 


2-NHo-4~Pvm 

£J 111X0 4 X J ill 


8 34 


xV 1Y1CU 


18-442 


4-F-Ph 


2-NH,-4-Pvm 

U I1XX2 X A J All 


iPR OO 


?-MpO 

1Y1CU 


18-443 


4-F-Ph 


2-NH,-4-Pvm 

W *1A*2 A A J JUl 


8 36 


2-Mp0 


18-444 


4-F-Ph 


2-NH,-4-Pym 

w 11119 x x jr 111 


9 37 


2-Mp0 

<j itJCU 


18-445 


4-F-Ph 


2-NH -4-Pvm 

JJ 11XXO * X JUl 


© 1 


Xi X 


18-446 


4-F-Ph 


2-NHo-4-Pvm 

W 11XX9 X X Jill 


9 9 


X* X 


18-447 


4-F-Ph 


2-NHo-4-Pvm 

XJ 11XXQ X J. Jr 111 


8 3 


2-F 

XI 1 


18-448 


4-F-Ph 


2-NHo-4-Pvm 

tJ 11110 1 X JUl 


S 4 


2-F 

XI X 


18-449 


4-F-Ph 


2-NHo-4-Pvm 

Xi 11XX4 ~ 1 Jill 


tfirt 0 


2-F 


18-450 


4-F-Ph 


2-NE>-4-Pvm 

u i" A - l 2 ^ x j m 


8 fi 


2-F 

XI I 


18-451 


4-F-Ph 


2-NH 2 -4-Pym 


at 7 


2-F 


18-452 


4-F-Ph 


2-NH 2 -4-Pyra 


IR 8 


2-F 


18-453 


4-F-Ph 


2-NH 2 -4-Pym 


at 9 


2-F 


18-454 


4-F-Ph 


2-NH 2 -4-Pym 


at 10 


2-F 


18-455 


4-F-Ph 


2-NH 2 -4-Pyi 


at 11 


2-F 


18-456 


4-F-Ph 


2-NH 2 -4-Pym 


at 12 


2-F 



WO 03/015781 



PCT/JP02/08276 



217 



18-457 


4-F-Ph 


2-NH r 4-Pym 


#13 


2-F 


18-458 


4-F-Ph 


2-NH r 4-Pym 


#14 


2-F 


18-459 


4-F-Ph . 


2-NH 2 -4-Pym 


#15 


2-F 


18-460 


4-F-Ph 


2-NH 2 -4-Pym 


§116 


2-F 


18-461 


4-F-Ph 


2-NH 2 -4-Pyra 


at .17 


2-F 


18-462 


4-F-Ph 


2-NH 2 -4-Pym 


#18 


2-F 


18-463 


4-F-Ph 


2-NH z -4-Pym 


#19 


2-F 


18-464 


4-F-Ph - 


. 2-NH 2 -4-Pyin 


#20 


2-F 


18-465 

AO 1UU 


4-F-Ph 


2-NH 9 -4-Pym 


81 '21- 


2-F 


18-466 


4-F-Ph 


2-NH 2 -4-Pyra 


St 22 


2-F 


18-467 

1 O ^ v 1 


4-F-Ph 


2-NH 2 -4-Pym 


#23 


2-F 


18-468 

1 O Tt U U 


4-F-Ph 


2-NH 2 -4-Pym 


#24 


2-F 


18-469 


4-F-Ph 


2-NH 2 -4-Pym 


#25 


2-F 


18-470 


4-F-Ph 


2-NH 2 -4-Pym 


#26 


2-F 


18-471 


4-F-Ph 


2-NH 2 -4-Pym 


#27 


2-F 


18-472 


4-F-Ph 


2-NH 2 -4-Pym 


#28 


2-F 


18-473 


4-F-Ph 


2-NH 2 -4-Pym 


#29 


2-F 


18-474 


4-F-Ph 


2-NH 2 -4-Pym 


#30 


2-F 


18-475 


4-F-Ph 


2-NH 2 -4-Pym 


#31 


2-F 


18-476 


4-F-Ph 


2-NH 2 -4-Pym 


#32 


2-F 


18-477 


4-F-Ph 


' 2-NH 2 ^4-Pym 


#33 


2-F 


18-478 


4-F-Ph 


2-NH 2 -4-Pym 


#34 


2-F 


18-479 


4-F-Ph 


2-NH 2 -4-Pym 


#35 


2-F 


18-480 


4-F-Ph 


2-NH 2 -4-Pyi 


#36 


2-F 


18-481 


4-F-Ph 


2-NH 2 -4-Pym 


#37 


2-F 


18-482 


4-F-Ph 


2-NH 2 -4-Pym 


# 1 


2-C1 


18-483 


4-F-Ph 


2-NH 2 -4-Pym 


# 2 


2-C1 


18-484 


4-F-Ph 


2-NH 2 -4-Pym 


# 3 


2-C1 


18-485 


4-F-Ph 


2-NH 2 -4-Pym 


# 4 


2-C1 


18-486 


4-F-Ph 


2-NH 2 -4-Pym 


# 5 


2-C1 


18-487 


4-F-Ph 


2-NH 2 -4-Pym 


# 6 


2-C1 


18-488 


4-F-Ph 


2-NH 2 -4-Pym 


# 7 


2-C1 


18-489 


4-F-Ph 


2-NH 2 -4-Pym 


# 8 


2-C1 


18-490 


4-F-Ph 


2-NH 2 -4-Pym 


# 9 


2-C1 


18-491 


4-F-Ph 


2-NH 2 -4-Pym 


#10 


2-C1 


18-492 


4-F-Ph 


2-NH r 4-Pym 


#11 


2-C1 



WO 03/015781 



218 



PCT/JP02/08276 



18-493 


4-F-Ph 


2-NH r 4-Pyi 


M 12 


2-C1 


18-494 


4-F-Ph 


2-NH 2 -4-Pym 




2-C1 


18-495 


4-F-Ph 


2-NH 2 -4-Pym 


IS 14 


2-C1 


18-496 


4-F-Ph 


2-NH 2 -4-Pym 


81 15 


2-C1 


18-497 


4-F-Ph 


2-NH 2 -4-Pym 


£t 16 


2-C1 


18-498 


4-F-Ph 


2-NH 2 -4-Pym 


81 17 


2-C1 


18-499 


4-F-Ph 


2-NH 2 -4-Pym 


3i 18 


2-C1 


18-500 


4-F-Ph 


2-NH 2 -4-Pym 


31 19 


2— CI 


18-501 


4-F-Ph 


2-NH 2 -4-Pym 


93 20 


2-C1 


18-502 


4-F-Ph 


2-NH 2 -4-Pym 


It 21 


2-C1 


18-503 


4-F-Ph 


2-NH 2 -4-Pym 


M 22 


2-C1 


18-504 


4-F-Ph 


2-NH 2 -4-Pym 


31 23 

vox *-* f 


2— CI 


18-505 


4-F-Ph 


2-NH 2 -4-Pym 


SS 24 


2-C1 


18-506 


4-F-Ph 


2-NH 2 -4-Pym 


Si 25 


2-C1 


18-507 


4-F-Ph 


2-NH 2 -4-Pym 


81 26 


2— CI 


18-508 


4-F-Ph 


2-NH 2 -4-Pym 


51 27 


2-C1 


18-509 


4-F-Ph 


2-NH 2 -4-Pym 


91 28 


2-Ci 


18-510 


4-F-Ph 


2-NH 2 -4-Pym 


31 29 


2-C1 


18-511 


4-F-Ph 


2-NH,-4-Pym 

*J lil Ay X A J ill 




2-C1 


18-512 


4-F-Ph 


2-NH 2 -4-Pym 


% 31 


2— CI 


18-513 


4-F-Ph 


2-NH 2 -4-Pym 


81 32 


2-CI 


18-514 


4-F-Ph 


2-NH 2 -4-Pym 


M 33 


2— CI 


18-515 


4-F-Ph 


2-NH 2 -4-Pym 


S34 


2-CI 


18-516 


4-F-Ph 


2-NH 2 -4-Pyi 


IsS 35 


2-CI 


18-517 


4-F-Ph 


2-NH 2 -4-Pym 


M 36 


2-C1 


18-518 


4-F-Ph 


2-NH 2 -4-Pym 


8S 37 


2-C1 


18-519 


4-F-Ph 


2-NH 2 -4-Pyi 


H 1 


2, 2-diF 


18-520 


4-F-Ph 


2-NH,-4-Pvm 


81 2 


2, 2-diF 


18-521 


4-F-Ph 


2-NH,-4-Pyin 

*-* 1 «ft*y A A. j 111 


Hi 3 


2 2-diF 


18-522 


4-F-Ph 


2-NH,-4-Pyin 

U 1 '1*7 A X J HI 


M 4 


2 2-diF 

Uy It U 1 I 


18-523 


4-F-Ph 


2-NH 2 -4-Pym 


m s 


2, 2-diF 


18-524 


4-F-Ph 


2-NH 2 -4-Pym 


It 6 


2, 2-diF 


18-525 


4-F-Ph 


2-NH 2 -4-Pyi 


ii 7 


2, 2-diF 


18-526 


4-F-Ph 


2-NH 2 -4-Pym 


St 8 


2, 2-diF 


18-527 


4-F-Ph 


2-NH 2 -4-Pym 


31 9 


2, 2-diF 


18-528 


4-F-Ph 


2-NH 2 -4-Pym 


3110 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



219 



18-529 


4-F-Ph 


2-NH,-4-Pym 


8111 


2,2-diF 


18-530 


4-F-Ph 


2-NH,-4-Pym 


S12 


2,2-diF 


18-531 


4-F-Ph 


2-NH 2 -4-Pym 

2 " 


5*13 


2,2-diF 


18-532 


4-F-Ph 


2-NH 2 -4-Pym 


SSH 


2,2-diF 


18-533 


4-F-Ph 


2-NH 2 -4-Pym 


SI 15 


2,2-diF 


18-534 


4-F-Ph 


2-NH 2 -4-Pym 


5116 


2, 2-diF 


18-535 


4-F-Ph 


2-NH 2 -4-Pym 


5S17 


2, 2-diF 


18-536 


4-F-Ph 


2-NH 2 -4-Pym 


5S18 . 


2, 2-diF 


1 8-537 


4-F-Ph 

T 1 X 11 


2-NH 2 -4-Pym 


m 19 


2,2-diF 


1 8-538 


4-F-Ph 


2-NH 2 -4-Pym 


^20 


2,2-diF 


18-539 


4-F-Ph 


2-NH 2 -4-Pym 


S21 


2,2-diF 


18-540 


4-F-Ph 


2-NH 2 -4-Pym 


S22 


2,2-diF 


18-541 


4-F-Ph 


2-NH 2 -4-Pym 


8! 23 


2,2-diF 


18-542 


4-F-Ph 


2-NH 2 -4-Pym 


m 24 


2, 2-diF 


18-543 


4-F-Ph 


2-NH 2 -4-Pym 


gt 25 


2,2-diF 


18-544 


4-F-Ph 


2-NH 2 -4-Pym 


St 26 


2, 2-diF 


18-545 


4-F-Ph 


2-NH 2 -4-Pym 


S27 


2, 2-diF 


18-546 


4-F-Ph 


2-NH 2 -4-Pym 


gt 28 


2,2-diF 


18-547 


4-F-Ph 


2-NH 2 -4-Pym 


^29 


2,2-diF 


18-548 


4-F-Ph 


2-NH 2 -4-Pym 


5130 


2, 2-diF 


18-549 


4-F-Ph 


2-NH 2 -4-Pym 


mi 


2,2-diF 


18-550 


4-F-Ph 


2-NH 2 -4-Pym 


5132 


2,2-diF 


18-551 


4-F-Ph 


2-NH 2 -4-Pym 


^33 


2,2-diF 


18-552 


4-F-Ph 


2-NH 2 -4-Pym 


mu. 


2,2-diF 


18-553 


4-F-Ph 


2-NH 2 -4-Pym 


St 35 


2,2-diF 


18-554 


4-F-Ph 


2-NH,-4-Pym 

2 * 


S36 


2,2-diF 


18-555 


4-F-Ph 


2-NH,-4-Pym 


8137 


2, 2-diF 


18-556 


4-F-Ph 


2-NH 2 -4-Pym 


U 1 


8-Me 


18-557 


4-F-Ph 


2-NH 2 -4-Pyra 


m. 2 


8-Me 


18-558 


4-F-Ph 


2-NH 2 -4-Pym 


■ 5S 3 


8-Me 


18-559 


4-F-Ph 


2-NH r 4-Pym 


m 4 


8-Me 


18-560 


4-F-Ph 


2-NH 2 -4-Pym 


■m 5 


8-Me 


18-561 


4-F-Ph 


2-NH r 4-Pym 


m 6 


8-Me 


18-562 


4-F-Ph 


2-NH 2 -4-Pym 


5lt 7 


8-Me 


18-563 


4-F-Ph 


2-NH 2 -4-Pym 




8-Me 


18-564 


4-F-Ph 


2-NH 2 -4-Pym 


51 9 


8-Me 



WO 03/015781 



PCT/JP02/08276 



220 



18-565 


4-F-Ph 


2-NH 2 -4-PyiD 


^10 


8-Me 


18-566 


4-F-Ph 


2-NH 2 -4-Pym 


^11 


8-Me 


18-567 


4-F-Ph 


2-NH r 4-Pym 


§112 


8-Me 


18-568 


4-F-Ph 


2-NH 2 -4-Pym 




8-Me 


18-569 


4-F-Ph 


2-NH 2 -4-Pym 


*1 14 


8-Me 


18-570 


4-F-Ph 


2-NH 2 -4-Pym 


M 15 


8-Me 


18-571 


4-F-Ph 


2-NH 2 -4-Pym 


Si 16 


8-Me 


18-572 


4-F-Ph 


2-NH 2 -4-Pym 


M 17 


8-Me 


18-573 


4-F-Ph 


2-NH 2 -4-Pym 


IS 18 


8-Me 


18-574 


4-F-Ph 


2-NH 2 -4-Pym 


M 19 


8-Me 


18-575 


4-F-Ph 


2-NH 2 -4-Pym 


^20 


8-Me 


18-576 


4-F-Ph 


2-NH 2 -4-Pym 


M 21 


8-Me 


18-577 


4-F-Ph 


2-NH 2 -4-Pym 


M. 22 


8-Me 


18-578 


4-F-Ph 


2-NH 2 -4-Pym 


S23 


8-Me 


18-579 


4-F-Ph 


2-NH 2 -4-Pym 


§t 24 


8-Me 


18-580 


4-F-Ph 


2-NH 2 -4-Pym 


31 25 


8-Me 


18-581 


4-F-Ph 


2-NH 2 -4-Pym 


Si 26 


8-Me 


18-582 


4-F-Ph 


2-NH 2 -4-Pym 


§i 27 


8-Me 


18-583 


4-F-Ph 


2-NH 2 -4-Pym 


Si 28 


8-Me 


18-584 


4-F-Ph 


2-NH 2 -4-Pym 


M 29 


8-Me 


18-585 


4-F-Ph 


2-NH 2 -4-Pym 


Si 30 


8-Me 


18-586 


4-F-Ph 


2-NH 2 -4-Pym 


3S31 


8-Me 


18-587 


4-F-Ph 


2-NH 2 -4-Pym 


H 32 


8-Me 


18-588 


4-F-Ph 


2-NH 2 -4-Pym 


S 33 


8-Me 


18-589 


4-F-Ph 


2-NH 2 -4-Pyi 


31 34 


8-Me 


18-590 


4-F-Ph 


2-NH 2 -4-Pym 


H 35 

>Tv wu 


8-Me 


18-591 


4-F-Ph 


2-NH 2 -4-Pym 


^ 36 

5Tv wu 


8-Me 


18-592 


4-F-Ph 


2-NH 2 -4-Pyi 


M 37 


8-Me 


18-593 


4-F-Ph 


2-MeNH-4-Pym 


Sf 1 


H 

JUL 


18-594 


4-F-Ph 


2-MeNH-4-Pym 


Si 2 




18-595 


4-F-Ph 


2-MeNH-4-Pym 




H 


18-596 


4-F-Ph 


2-MeNH-4-Pym 




H 


18-597 


4-F-Ph 


2-MeNH-4-Pym 


Si 5 


H 


18-598 


4-F-Ph 


2-MeNH-4-Pym 


m 6 


H 


18-599 


4-F-Ph 


2-MeNH-4-Pym 


at 7 


H 


18-600 


4-F-Ph 


2-MeNH-4-Pym 


m 8 


H 



WO 03/015781 



PCT/JP02/08276 



221 



18-601 


4-F-Ph 


2-MeNH-4-Pym 


m. 9 


H 


18-602 


4-F-Ph 


2-MeNH-4-Pyi 




H 


18-603 


4-F-Ph 


2-MeNH-4-Pym 


mil 


H 


18-604 


4-F-Ph. 


2-MeNH-4-Pym 


mn 


H 


18-605 


4-F-Ph 


2-MeNH-4-Pym 


5113. 


H 


18-606 


4-F-Ph 


2-MeNH-4-Pym 




H 


18-607 


4-F-Ph 


2-MeNH-4-Pym 


n 15 


H 


18-608 


4-F-Ph 


2-MeNH-4-Pym 


S16 


H 


18-609 


4-F-Ph 


2-MeNH-4-Pym 


3S17 


H 


18-610 


4-F-Ph 


2-MeNH-4-Pym 




H 


18-611 


4-F-Ph 


2-MeNH-4-Pym 


^19 


H 


18-612 


4-F-Ph 


2-MeNH-4-Pym 


M2Q 


H 


18-613 


4-F-Ph 


2-MeNH-4-Pym 


S21 


H 


18-614 


4-F-Ph 


2-MeNH-4-Pym 


^22 


H 


18-615 


4-F-Ph 


2-MeNH-4-Pym 


^23 


H 


18-616 


4-F-Ph 


2-MeNH-4-Pym 


St 24 


H 


18-617 


4-F-Ph 


2-MeNH-4-Pym 


m 25 


H 


18-618 


4-F-Ph 


2-MeNH-4-Pym 


^26 


H 


18-619 


4-F-Ph 


2-MeNH-4-Pym 


St 27 


H 


18-620 


4-F-Ph 


2-MeNH-4-Pym 


^28 


H 


18-621 


4-F-Ph • 


2-MeNH-4-Pym 


- lit 29 


H 


18-622 


4-F-Ph 


2-MeNH-4-Pym 


» 30 


H 


18-623 


4-F-Ph 


2-MeNH-4-Pym 


3131 


H 


18-624 


4-F-Ph 


2-MeNH-4-Pym 


^32 


H 


18-625 


4-F-Ph 


2-MeNH-4-Pym 


St 33 


H 


18-626 


4-F-Ph 


2-MeNH-4-Pym 


^34 


H 


18-627 


4-F-Ph 


2-MeNH-4-Pym 


^35 


H 


18-628 


4-F-Ph 


2-MeNH-4-Pym 


8136 


H 


18-629 


4-F-Ph 


2-MeNH-4-Pym 


^37 


H 


18-630 


4-F-Ph 


2-MeNH-4-Pym 


St 1 


2-Me 


18-631 


4-F-Ph 


2-MeNH-4-Pyi 


m 2 


2-Me 


18-632 


4-F-Ph 


2-MeNH-4-Pym 


n 3 


2-Me 


18-633 


4-F-Ph 


2-MeNH-4-Pyi 


n 4 


2-Me 


18-634 


4-F-Ph 


2-MeNH-4-Pyi 


m 5 


2-Me 


18-635 


4-F-Ph 


2-MeNH-4-Pyi 


m 6 


2-Me 


18-636 


4-F-Ph 


2-MeNH-4-Pym 


m. 7 


2-Me 



WO 03/015781 



PCT/JP02/08276 



222 



18-637 


4-F-Ph 


2-MeNH-4-Pym 


S 8 


2-Me 


18-638 


4-F-Ph 


2-MeNH-4-Pvm 


M 9 


2-Me 


18-639 


4-F-Ph 


2-M e MH-4-p vm 

Li ill \j I \ XX i. X J ill 


81 10 


2-Me 


18-640 


4-F-Ph 


2-MeNH-4-Pvm 

Ul Ml \j L \ IX 1 1 J 111 


Si 11 


2-Me 


18-641 


4-F-ph 


2-MeNH-4-Pvm 

o ITlVslill l 1 j 111 




2-Me 




4-F-Ph 

*T A 1 11 


2-MeNH-4-Pvm 


M 13 


2-Me 


18-643 


4-F-Ph 
x x jl ii 


2-MeNH-4-Pvm 

u ITJl/lilA t: X Jr 111 


M 14 


2-Me 


1 R-644 


t A x 11 


2-MpNH-4-Pvm 

L ITlUnil TT X Jill 


St 1 s 

^< A 0 


2-Me 


1R-64R 


TC 1 X 11 


2-Mpfffl-4-Pvm 

L 1UC11H jC JL j 111 


M 16 


2-Me 


1 0 UtcU 


4_F-Ph 

1 1 X 11 


2-MpNH-4-Pvm 

£i menu ^ 1 J ill 


© 17 


2-Me 


1R-547 

1 O wi l 


t: I X 11 


2-MeNH-4-Pvm 


HI 18 


2-Me 




x A X 11 


2-MeNH-4-Pvm 

ti luv^nii i i j ill 


M 19 


2-Me 


18-649 


4-F-Ph 

Tt X X 11 


2-MeNH-4-Pvm 

U lllVsllAA I 1 Jill 


Wt 20 


2-Me 


18-650 


4-F-Ph 

x 1 X 11 


2-MeNH-4-Pvm 

U lUOllAl i J. J 111 


31 21 


2-Me 


18-851 


4_F-ph 

*t A X II 


2-MeNH-4-Pvra 

u ITlClill ^ X jr 111 


M 22 


2-Me 


18-65? 


4-F-Ph 

"l A X 11 


2-MeNH-4-Pvm 

U Hi Villi T I J Ul 


23 ' 


2-Me 

£j 1UU 


18-653 


4-F-Ph 

T 1 X 11 


2-MeNH-4-Pvm 

u ITlVlllA T X JH1 


3S 24 


2-Me 

U ill Li 


1 R— fi^4 

1 o uo*t 


4„F-Ph 

*I I X 11 


2-MpNH-4-Pvm 

6 radlix i X Jill 


i9 25 


2-Me 

cj 1UC 




4_F-Ph 

*T 1 X 11 


2-MeNH-4-Pvm 

U WCllll Tt X Jill 


S 26 


2-Me 

u tilt 


1 o uou 


4_F_ph 

*r 1 x 11 


2-MeNH-4-Pvm 

u mcixii t x Jill 


27 


2-Me 

u 111 C 


18-557 


4_F-Ph 

a 1 X 11 


2-MeNH-4-Pvm 

u lutlul 7 1 J HI 


9 28 


2-Me 

u 1UV 


18-658 

Jl t> uuo 


Tr X x ii 


2-MpNH-4-Pvm 

u iudill » X Jill 


9f 29 


2-Me 

Li lilt 


18-659 


i 1 X 11 


2-MpNH-4-Pvm 

U 111 villi 7 1 J HI 


SI 30 


2-Me 


18-660 

Jl (J uuu 


4-F-Ph 

i 1 X 11 


2-MpNH-4-Pvm 

£ ILL VI ill ^ 1 Jill 


S 31 


2-Me 


18-661 

1 17 UU1 


4-F-Ph 

I 1 X 11 


2-MeNH-4-Pvm 

u mvnii 7 i jm 


S 32 


2-Me 


18-662 

I U \j\J u 


4-F-Ph 

~ 1 X 11 


2-MeNH-4-Pvm 

&j mvnii i j. jiii 


i# 33 


2-Me 


18-663 


4-F-Ph 

i 1 X 11 


2-MeNH-4-Pvm 

111 Villi "X A J 111 


3^ 34 


2-Me 


18-664 


4_F-Ph 

T: A X 11 


2-MpNH-4-Pvm 

£/ lUClllA x 1 Jill 


S 35 


2-Me 


18-665 

X (J uuu 


4_F_pv, 
t r x ii 


?-MpNH-4-Pvm 

6 111 villi t X Jill 




2-Mp 


lO poo 


ft r rfl 




M 37 


Z Ec 


18-667 


4-F-Ph 


2-MeNH-4-Pym 


^ i 


2-0H 


18-668 


4-F-Ph 


2-MeNH-4-Pym 


H 2 


2-0H 


18-669 


4-F-Ph 


2-MeNH-4-Pym 


91 3 


2-0H 


18-670 


4-F-Ph 


2-MeNH-4-Pym 


m 4 


2-0H 


18-671 


4-F-Ph 


2-MeNH-4-Pym 


» 5 


2-0H 


18-672 


4-F-Ph 


2-MeNH-4-Pym 


31 6 


2-0H 



WO 03/015781 



PCT/JP02/08276 



223 



18-673 


4-F-Ph 


2-MeNH-4-Pym 


J7. 


2-0H 


18-674 


4-F-Ph 


2-MeNH-4-Pym 


# 8 


2-0H 


18-675 


4-F-Ph 


2-MeNH-4-Pym 


# 9 


2-0H 


18-676 


4-F-Ph 


2-MeNH-4-Pym 


#10 


2-0H 


18-677 


4-F-Ph 


2-iMeNH-4-Pym 


#11 


2-0H 


18-678 


4-F-Ph 


2-MeNH-4-Pym 


#12 


2-OH 


18-679 


4-F-Ph 


2-MeNH-4-Pym 


# 13 


2-0H 


18-680 


4-F-Ph 


2-MeNH-4-Pym 


#14: 


2-OH 


18-681 


4-F-Ph 


2-MeNH-4-Pym 


#15 


2-OH 


18-682 


4-F-Ph 


2-MeNH-4-Pym 


# 16 


2-OH 


18-683 


4-F-Ph 


2 J MeNH-4-Pym 


# n 


2-OH 


18-684 


4-F-Ph 


2-MeNH-4-Pym 


# 18 


2-OH 


18-685 


4-F-Ph 


2-MeNH-4-Pym 


# 19 


2-OH 


18-686 


4-F-Ph 


2-MeNH-4-Pym 


#20 


2-OH 


18-687 


4-F-Ph 


2-MeNH-4-Pym 


#21 


2-OH 


18-688 


4-F-Ph 


2-MeNH-4-Pym 


#22 


2-OH 


18-689 


4-F-Ph 


2-MeNH-4-Pym 


#23 


2-OH 


18-690 


4-F-Ph 


2-MeNH-4-Pym 


#24 


2-OH 


18-691 


4-F-Ph 


2-MeNH-4-Pym 


#25 


2-OH 


18-692 


4-F-Ph 


2-MeNH-4-Pyin 


#26 


2-OH 


18-693 


4-F-Ph ' 


2-MeNH-'4-Pym 


#27" 


• 2-OH 


18-694 


4-F-Ph 


2-MeNH-4-Pym 


#28 


2-OH 


18-695 


4-F-Ph 


2-MeNH-4-Pym 


#29 


2-OH 


18-696 


4-F-Ph 


2-MeNH-4-Pym 


#30 


2-OH 


18-697 


4-F-Ph 


2-MeNH-4-Pym 


#31 


2-OH 


18-698 


4-F-Ph 


2-MeNH-4-Pym 


#32 


2-OH 


18-699 


4-F-Ph 


2-MeNH-4-Pym 


#33 


2-OH 


18-700 


4-F-Ph 


2-MeNH-4-Pym 


#34 


2-OH 


18-701 


4-F-Ph 


2-MeNH-4-Pym 


#35 


2-OH 


18-702 


4-F-Ph 


2-MeNH-4-Pym 


# 36 


2-OH 


18-703 


4-F-Ph 


2-MeNH-4-Pym 


#37 


2-OH 


18-704 


4-F-Ph 


2-MeNH-4-Pym 


# 1 


2-MeO 


18-705 


4-F-Ph 


2-MeNH-4-Pym 


# 2 


2-MeO 


18-706 


4-F-Ph 


2-MeNH-4-Pym 


# 3 


2-MeO 


18-707 


4-F-Ph 


2-MeNH-4-Pym 


# 4 


2-MeO 


18-708 


4-F-Ph 


2-MeNH-4-Pym 


# 5 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



224 



10 t Oo 


A-fl-Ph 

*t r rn 


l rocnn 4 ryiu 


*7R 0 


9-MpO 
Z IwcU 




4 r f 11 


9-MpNU— A-Pvm 
l lYicrNii 4 ryiu 


® 7 


9-MpO 
l racu 


1 R— 71 1 

10 ill 


4 r ru 


l Mcim 4 ryiu 


^ o 


Z McU 


1 8-71 9 
lo 1 1 Z 


4 r rn 


9 -MoWU— A— P vm 

z MeiNn 4 ryiu 




z Meu 


1 Q_71 9 

1 0 ( 10 


4 r rn 


9-MoMU-A-P^m 

z Mewi-4 rym 


w iu 


9— Mo A 
Z McU 


1 8-71 A 
1.0 ( 14 


4 r rn 


9 — M o WU— /I — P t rm 

z-MeiNn-4 rym 




9 MoA 


1 8-71 R 


4 r rn 


9— MoMU- A Dirm 

z-Mewn-4 rym 


1 9 

» lz 


9 MoH 

z-Meu 


1 8_71 fi 
io~l 10 


4 r rn 


z-MeiNii-4-rym 


« lo 


9 Mo A 

z-Meu 


1 8-71 7 
lo~( 1 I 


4 r rn 


9—MqWIJ— /I— Pwm 

z meiNn 4 ryni 


W. 14 


9 MoA 


1 8—71 8 
1 0 1 1 0 


4 r rn 


9— MoMU—/l— Dirm 

z MeiNri-4-rym 


IS 1 r 

W lo 




1 Q 71 Q 

io-/ iy 


A T7 pU 

4 r rn 


9— MqMU A Vtim 

z-MeiNn-4-ryffl 


» lo 


9 Mad 

z-Meu 


1q-< ZU 


4 r rn 


9— Ma Mil— /I Pirtn 

z-MeiNn-4-rym 




z-Meu 


10 l Zi 


4 r rn 


9 — Mo WU— A— P^nn 

z MciNii 4 rym 


r& i o 
» lo 


z Meu 


1 8-799 

1 0 1 ZZ 


4 r rn 


9— MoWtf— A-Pvm 
L MciNn 4 ryiu 




9— Mofi 

z Meu 


1 8-793 

1 0 I LO 


4 r rn 


9— MoNFIJ— A— Pxrm 

z fflciNii 4 ryni 


@ 90 

« zu 


9— MoH 

z Meu 


1 8-794 
15 i Z4 


4 r rn 


9 — Mo WTI— A — P\nn 

z MciNxi 4 rym 


9 1 

3f zi 


9 UnA 

z Meu 


1 8-795 
lo I ZD 


4 r rn 


9— MoNTU— A — Ptrm 

Z MeiNn 4 r yifl 


IS- 99 


9 MqA 

z-Meu 


1 8-79K 
lo / ZO 


4 r rn 


z Mewri 4 rym 


9Q 


9 Mofi 

z-Meu 


1 8-797 


A— tf-Pli 

4 r rn 


9— MoWU— A— P-irm 

z MeiNn 4 rym 


W 9/1 

» Z4 


9 Mofi 

z-Meu 


1 8—798 
15 ( Zo 


4 r rn 


9—MoKFU A Ptrm 

Z-MeJNn-4-ryi 


XS- or 

» zo 


9 Mrtfi 

z-Meu 


1 8-79Q 
1 0 ( Z 3 


A— T?-Ph 

4 r rn 


9-MoWU— A— PTrm 

z MeiNn 4 rym 


xm 9^ 
» zo 


9 Mofi 

z-Meu 


1 8— 7Qft 
lo ( oU 


4 r rn 


z MeiNn 4 rym 


T^- 97 


9 Alofi 

z-Meu 


1 8— 7Q1 
1 0 1 o 1 


4 r rn 


9— MoNU— /f — Pum 

z MeiNn 4 rym 


» Zo 


9 Ma A 

z-Meu 


1 8— 739 
lo I OZ 


4 r rn 


9-MoNTCT— J— Pxnn 

z MeiNn 4 rym 


90 


9 Mofi 

z-Meu 


lo 1 00 


A-P-Ph 

*t r rn 


9— MoWU— A— Pirm 

z MeiNn 4 rym 


» oU 


9 —Mofi 

z Meu 


1 8-73A 
1 o ( o4 


4 r rn 


9-MoMII-A-Pt;m 

z MerNn 4 rym 


« ol 


9— Mofi 

z-Meu 


15 (00 


A— J?-Ph 

4 r r n 


9— MoMTJ— /J — Ptrm 

z MCnn 4 rym 


TEH 0 9 

^ oZ 


9 Mafi 

z-Meu 


1 8— 7Qfi 
lo _ i 00 


4 r rn 


9_MqMU_/1 _Pirm 

z-MeiNn-4 rym 




z-Meu 


1 Q 7Q7 
1 o- ( 0 ( 


4 r rn 


z-MeJNH-4-rym 


» 04 


z-Meu 


1 O TOO 

18-738 


4-F-Pn 


z-MeNH-4-Pym 


m 35 


n if ^ o 

2-MeO 


18-739 


4-F-Ph 


2-MeNH-4-Pym 




2-MeO 


18-740 


4-F-Ph 


2-MeNH-4-Pym 


S37 


2-MeO 


18-741 


4-F-Ph 


2-MeNH-4-Pym 


^ 1 


2-F 


18-742 


4-F-Ph 


2-MeNH-4-Pym 


m 2 


2-F 


18-743 


4~F-Ph 


2-MeNH-4-Pym 


^ 3 


2-F 


18-744 


4-F-Ph 


2-MeNH-4-Pym 


m 4 


2-F 



WO 03/015781 



PCT/JP02/08276 



225 



18-745 


4-F-Ph 


2-MeNH-4-Pym 


. at 5 


2-F 


18-746 


4-F-Ph 


2-MeNH-4-Pym 


at 6 . 


2-F 


18-747 


4-F-Ph 


2-MeNH-4-Pym 


at 7 


2-F 


18-748 


4-F-Ph 


2-MeNH-4-Pym 


at s 


2-F 


18-749 


4-F-Ph . 


2-MeNH-4-Pym 


at .9.. 


2-F 


18-750 


4-F-Ph 


2-MeNH-4-Pym 


alio 


2-F 


1S-751 


4-F-Ph 


2-MeNH-4-Pyi 


atn. 


2-F 


18-752 


4-F-Ph. ' 


. 2-MeNH-4-Pym 


• m i2 , 


2-F 


18-753 


4-F-Ph 


2-MeNH-4-Pym 


at 13 


2-F 


18-754 


4-F-Ph 


2-MeNH-4-Pym 


• mi 4 


2-F 


18-755 


4-F-Ph 


2-MeNH-4-Pym 


at is 


2-F 


18-756 


4-F-Ph 


2-MeNH-4-Pym 


at is 


2-F 


18-757 


4-F-Ph 


2-MeNH-4-Pym 


atn 


2-F 


18-758 


4-F-Ph 


2-MeNH-4-Pym 


ati8 


2-F 


18-759 


4-F-Ph 


2-MeNH-4-Pym 


SS19 


2-F 


18-760 


4-F-Ph 


2-MeNH-4-Pym 


at 20 


2-F 


18-761 


4-F-Ph 


2-MeNH-4-Pyi 


at 21 


2-F 


18-762 


4-F-Ph 


2-MeNH-4-Pyi 


^22 


2-F 


18-763 


4-F-Ph 


2-MeNH-4-Pym 


at 23 


2-F 


18-764 


4-F-Ph 


2-MeNH-4-Pym 


^24 


2-F 


18-765 


4-F-Ph 


2-MeNH-4-Pyi 


-at 25 • 


2-F 


18-766 


4-F-Ph 


2-MeNH-4-Pym 


at 26 


2-F 


18-767 


4-F-Ph . 


2-MeNH-4-Pym 


at 27 


2-F 


18-768 


4-F-Ph 


2-MeNH-4-Pyi 


8128 


2-F 


18-769 


4-F-Ph 


2-MeNH-4-Pyi 


at 29 


2-F 


18-770 


4-F-Ph 


2-MeNH-4-Pym 


at 30 


2-F 


18-771 


4-F-Ph 


2-MeNH-4-Pyi 


at 31 


2-F 


18-772 


4-F-Ph 


2-MeNH-4-Pym 


at 32 


2-F 


18-773 


4-F-Ph 


2-MeNH-4-Pym 


^33 


2-F 


18-774 


4-F-Ph 


2-MeNH-4-Pym 


at 34 


2-F 


18-775 


4-F-Ph 


2-MeNH-4-Pym 


at 35 


2-F 


18-776 


4-F-Ph 


2-MeNH-4-Pym 


at 36 


2-F 


1*8-777 


4-F-Ph 


2-MeNH-4-Pym 


at 37 


2-F 


18-778 


4-F-Ph 


2-MeNH-4-Pym 


at i 


2-C1 


18-779 


4-F-Ph 


2-MeNH-4-Pym 


at 2 


2-C1 


18-780 


4-F-Ph 


2-MeNH-4-Pym 


at 3 


2-C1 



WO 03/015781 



PCT/JP02/08276 



226 



18-781 


4-F-Ph 


2-MeNH-4-Pym 


it 4 


2— CI 


18-782 


4-F-Ph 


2-MeNH-4-Pym 


IS 5 


2-C1 


18-783 


4-F-Ph 


2-MeNH-4-Pvm 

Li lUvlul X A J 111 


M 6 


2— CI 


18-784 


4-F-Ph 


2-MeNH-4-Pvm 

U ill Villi A X JT ill 


Si 7 


2-C1 

4) Vl 


18-785 


4-F-Ph 


2-MeNH-4-Pvm 

u 1IJ Villi TT X J 111 


© 8 


2— CI 


18-786 


4-F-Ph 

Tt 1 1 11 


2-MeNH-4-Pvm 

D lUCllil TT 1 J ill 


Si 9 




18-787 

X'U • U 1 


4-F-Ph 

i 1 X 11 


2-MeNH-4-Pvm 

« 1T1 Villi TC X Jill 


M 10 




18-788 


4-F-Ph 

t: 1 X 11 


2-MpNH-4-Pvhi 

A; lu vim Tt 1 jill 


St 1 1 
vR 1 x 


2-ri 


18-789 


4-F-Ph 

Tt X X 11 


2-MeNH-4-Pvm 

u luciiii Tt x j ill 




L 11 


18-790 


4-F-Ph 

x 1 X 11 


2-MeNH-4-Pvm 

u ill Vl ill Tt X jr m 




Xt V/ 1 


18-791 


4-F-Ph 

T 1 X 11 


2-MeNH-4-Pvm 

Li lu villi x x j ill 


Sf 14 

■i^Tc iTt 


Lt V 1 


18-792 


4-F-Ph 

TT 1 X 11 


2-MeNH-4-Pvm 

u muii ii tc x jill 


M 15 


2-n 

U \J X 


18-793 


4-F-Ph 

x X X U 


2-MeNH-4-Pvm 

u IT! Villi Tt X J 111 


M lfi 


U \J 1 


18-794 


4-F-Ph 


2-MeNH-4-Pvm 

U IT1V1111 A X Jill 


Si 17 


2— CI 


18-795 


4-F-Ph 


2-MeNH-4-Pvm 

tJ 1T1V111X i X J in 


M 18 


2-n 


18-796 


4-F-Ph 

I 1 X 11 


2-MpNH-4-Pvm 

tt luCiUl Tt X Jill 


M 19 


Zj vl 


18-797 


4-F-Ph 

TT X X 11 


2-MeNH-4-Pvm 

u 111 V 1111 Tt X J 111 


M 20 


2-fl 

L vl 


18-798 


4-F-Ph 

TT 1 X 11 


2-MpNH-4-Pvm 

U lUUilll Tt X J 111 


S 21 


2-fl 


18-799 


4-F-Ph 

X X 11 


2-MpNH-4~Pvm 

tt 111 Villi Tt X Jill 


M 22 


tl vl 


18-800 

X V UUU 


4-F-Ph 

TT I X 11 


2-MeNH-4-Pvm 

tt ill Villi TT X Jill 


M 23 


2-fl 

L v 1 


18-801 


4-F-Ph 

— X X 11 


2-MeNH-4-Pvm 

u III villi A X J HI 


© 24 

">K ttTt 


2-fl 

£ V 1 


18-802 


4-F-Ph 


2-MeNH-4-Pvm 

tt ill Villi Tt X Jill 


Si 25 


2-fl 

U V 1 


18-803 


4-F-Ph 

Tt X X 11 


2-MeNH-4-Pvm 

tt ill Villi Tt X j Ul 




£ vl 


18-804 


4-F-Ph 

TT 1 X 11 


2-MeNH-4-Pvm 

u 111 Villi Tt X J 111 


© 27 


2-n 

,vl 


18-805 


4-F-Ph 

TC X X 11 


2-MeNH-4-Pvm 

u 1U Villi Tt X Jill 


© 28 


2-n 

tt V 1 


18-806 


4-F-Ph 

TT X X 11 


2-MeNH-4-Pvm 

U 111 Villi Tt X J HI 


3© 29 


2— CI 

tt V 1 


18-807 


4-F-Ph 

Tt X X 11 


2-MeNH-4-Pvm 

L IT! villi Tt X Jill 


J§ 30 


2~n 

tt vl 


18-808 


4-F-Ph 


2-MeNH-4-Pvm 

U 1T1 villi Tt X Jill 


31 

vfc Ox 


2— CI 

tt vl 


18-809 


4-F-Ph 

* X X 11 


2-MpNH-4-Pvm 

u lTi villi Tt X Jill 


© 32 


tt V 1 


1 O 01 u 


t: r rii 


l iweiixi *t ryui 


^ oO 


9-P1 

Z~vl 


18-811 


4-F-Ph 


2-MeNH-4-Pym 


S34 


2-Cl 


18-812 


4-F-Ph 


2-MeNH-4-Pym 


3135 


2-C1 


18-813 


4-F-Ph 


2-MeNH-4-Pym 


St 36 


2-Cl 


18-814 


4-F-Ph 


2-MeNH-4-Pyi 


§137 


2-Cl 


18-815 


4-F-Ph 


2-MeNH-4-Pym 


St 1 


2,2-diF 


18-816 


4-F-Ph 


2-MeNH-4-Pym 


m. 2 


2,2-diF 



WO 03/015781 



PCT/JP02/08276 



227 



18-817 


4-F-Ph 


2-MeNH-4-Pym 


# 3 


2,2-diF 


18-818 


4-F-Ph 


2-MeNH-4-Pym 


# 4 


2,2-diF 


18-819 


4-F-Ph 


2-MeNH-4-Pym 


# 5 


2,2-diF 


18-820 


4-F-Ph 


2-MeNH-4-Pym 


# 6 


2,2-diF 


18-821 


4-F-Ph 


2-MeNH-4-Pym 


# 7 


2,2-diF 


18-822 


4-F-Ph 


2-MeNH-4-Pym 


# 8 


2, 2-diF 


18-823 


4-F-Ph 


2-MeNH-4-Pym 


# 9 


2,2-diF 


1 8-824 


4-F-Ph 


2-MeNH-4-Pym 


#10 . 


2,2-diF 


18-825 

1U UuU 


4-F-Ph 


2-MeNH-4-Pym 


Ull 


2,2-diF 


18-826 


4-F-Ph 


2-MeNH-4-Pym 


at 12 


2,2-diF 


18-827 


4-F-Ph 


2-MeNH-4-Pym 


#13 


2,2-diF 


18-828 


4-F-Ph 


2-MeNH-4-Pym 


# 14 


2,2-diF 


18-829 


4-F-Ph 


2-MeNH-4-Pym 


# 15 


2, 2-diF 


18-830 


4-F-Ph 


2-MeNH-4-Pym 


# 16 


2, 2-diF 


18-831 


4-F-Ph 


2-MeNH-4-Pym 


#17 


2,2-diF 


18-832 


4-F-Ph 


2-MeNH-4-Pym 


#is 


2, 2-diF 


18-833 


4-F-Ph 


2-MeNH-4-Pym 


#19 


2,2-diF 


18-834 


4-F-Ph 


2-MeNH-4-Pym 


#20 


2,2-diF 


18-835 


4-F-Ph 


2-MeNH-4-Pym 


#21 


2, 2-diF 


18-836 


4-F-Ph 


2-MeNH-4-Pym 


#22 


2, 2-diF 


18-837 


4-F-Ph 


2-MeNH-4-Pyi 


#23 . 


2,2-diF 


18-838 


4-F-Ph 


2-MeNH-4-Pym 


#24 


2,2-diF 


18-839 


4-F-Ph 


2-MeNH-4-Pym 


#25 


2, 2-diF 


18-840 


4-F-Ph 


2-MeNH-4-Pym 


#26 


2,2-diF 


18-841 


4-F-Ph 


2-MeNH-4-Pym 


#27 


2,2-diF 


18-842 


4-F-Ph 


2-MeNH-4-Pym 


#28 


2,2-diF 


18-843 


4-F-Ph 


2-MeNH-4-Pym 


#29 


2,2-diF 


18-844 


4-F-Ph 


2-MeNH-4-Pym 


#30 


2,2-diF 


18-845 


4-F-Ph 


2-MeNH-4-Pym 


#31 


2,2-diF 


1 R-R4.fi 


4._p_pK 

*r I x 11 


2-MeNH-4-Pvm 

u IMtsliU x X Jill 


# 32 


2,2-diF 


18-847 


4-F-Ph 


2-MeNH-4-Pym 


#33 


2,2-diF 


18-848 


4-F-Ph 


2-MeNH-4-Pyi 


#34 


2,2-diF 


18-849 


4-F-Ph 


2-MeNH-4-Pym 


#35 


2, 2-diF 


18-850 


4-F-Ph 


2-MeNH-4-Pym 


#36 


2, 2-diF 


18-851 


4-F-Ph 


2-MeNH-4-Pym 


#37 


2, 2-diF 


18-852 


4-F-Ph 


2-MeNH-4-Pym 


# 1 


8-Me 



WO 03/015781 



PCT/JP02/08276 



228 



18-853 


4-F-Ph 


2-MeNH-4-Pyi 


M 2 


8-Me 


18-854 


4-F-Ph 


2-MeNH-4-Pym 


H 3 

vTC kj 


8-Me 


18-855 


4-F-Ph 


2-MeNH-4-Pym 


M 4 


8-Me 


18-856 


4-F-Ph 


2-MeNH-4-Pvm 

LJ 1U v Mil X X Jill 


M 5 


8-Me 


18-857 


4-F-Ph 


2-MeNH-4-Pvm 

U lUVllll X X Jill 




8-Me 

\j lii t/ 


18-858 

X \J u u u 


4-F-Ph 


2-MeNH-4-Pvm 

U lilt nil 7 X J 111 


7 


8-Mp 

O LUC 


18-859 


4-F-Ph 


2-MeNH-4-Pvm 

u nit nil 7 l j hi 




R-Mp 

O LYiC 


18-860 


4-F-Ph 

7 X X 11 


2-MeNH-4-Pvm 

Lt LUC I'll 7 1 J 111 




R-Mp 

O Luc 


18-861 

X KJ UU1 


4-F-Ph 

~ 1 X 11 


2-MeNH-4-Pvm 

Lt a\\,v\xx 7 i j ill 


St 1fl 


8~Mp 

O luC 


18-862 

X KJ KJ\J u 


4-F-Ph 

~ X X XX 


2-MeNH-4-Pvm 

Lt lUtllll 7 1 Jill 


•>K 1 x 


O illC 


18-863 

X KJ uuu 


4-F-Ph 


2-MeNH-4-Pvm 

u luV/iiii 7 x y ill 


VfC 1 LI 


O 1UC 


18-864 


4-F-Ph 


2-MeNH-4~Pvm 

u iTivriiii 7 x Jill 






18-865 


4-F-Ph 


2-MeNH-4-Pvm 

u 1U Is 11 11 7 x y 111 


S 14 


R-Mp 


18-866 


4-F-Ph 


2-MeNH-4-Pvm 

U 111 Vy 1111 7 X J HI 


3S IS 


R-Mp 


18-867 


4-F-Ph 


2-MeNH-4-Pvm 

Lt niKjLMl 7 1 J 111 




R-Mp 


18-868 

X KJ KJKJKJ 


4-F-Ph 


2-MeNH-4-Pvm 

u lUlsilll 7 1 jlll 


© 17 


R-Mp 

O LUC 


18-869 

X KJ UU J 


4-F-Ph 

~ X X 11 


2-MeNH-4-Pvm 

Lt lUCllll 7 1 j 111 




R-Mp 

O luC 


18-870 

X KJ U 1 U 


4-F-Ph 

7 1 X 11 


2-MeNH-4-Pvm 

Lt lll\sL\XX 7 1 J 111 


St 1 Q 


R-Mp 


18-871 

1 KJ VII 


4-F-Ph 

7 1 X 11 


2-MeNH-4-Pvm 

u iu l> mi 7 i j m 




R-Mp 

O luC 


18-872 

X KJ KJ I u 


4-F-Ph 
71 i ii 


2-MeNH-4-Pvm 

Lt ill til 11 7 X J ill 


Bi 21 


R-Mp 

O LUC 


18-873 


4-F-Ph 


2-MeNH-4-Pvm 

u iTiunii 7 x y uu 


§1 2? 


R-Mp 

O 1TJC 


18-874 


4-F-Ph 


2-MeNH-4-Pvm 

Lt 111 nil 7 1 jr 111 


lif 23 

VfC LiO 


R-Mp 

O 1UC . 


18-875 


4-F-Ph 


2-MeNH-4-Pvm 

U XMK*l\XV 7 1 J HI 


24 


R-Mp 


18-876 


4-F-Ph 


2-MeNH-4-Pvm 

u Hit nil 7 x jiu 


Si 25 


R-Mp 


18-877 


4-F-Ph 


2-MeNH-4-Pvm 

U WX\jV\XX 7 1 J 111 


81 26 


R-Mp 

O LTlC 


18-878 


4-F-Ph 

7 X X XX 


2-MeNH-4-Pvm 

U lULllll 7 1 Jill 


31 27 


R-Mp 

O LuC 


18-879 


4-F-Ph 


2-MeNH-4-Pvm 

u iu\j>nii 7 i j in 


SI 28 


R-Mp 

Kj LUC 


18-880 

X KJ KJKJKJ 


4-F-Ph 

1 1 X XX 


u lULiill 7 1 Jill 


29 


R-Mp 

O LuC 


18-881 

X KJ UU1 


4-F-Ph 

7 1 X u 


2-MeNH-4-Pvm 

u lUWill 7 1 Jill 


St 30 


R-Mp 


I O O06 


7 r x ii 


a Kiciin 7 ryjii 


W 01 


R~Mp 
o Mc 


18-883 


4-F-Ph 


2-MeNH-4-Pyi 


8132 


8-Me 


18-884 


4-F-Ph 


2-MeNH-4-Pym 


8133 


8-Me 


18-885 


4-F-Ph 


2-MeNH-4-Pym 


5134 


8-Me 


18-886 


4-F-Ph 


2-MeNH-4-Pym 


5135 


8-Me 


18-887 


4-F-Ph 


2-MeNH-4-Pym 


8136 


8-Me 


18-888 


4-F-Ph 


2-MeNH-4-Pym 


3137 


8-Me 



WO 03/015781 



PCT/JP02/O8276 



229 



18-889 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 1 


H 


18-890 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 2 


H 


18-891 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


n 3 


H 


18-892 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


n 4 


H 


1 8-893 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 5 


H 


I O Oi/I 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 6 


H 


1 R-R95 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m i 


H 


1 R-89fi 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 8 


H 


1 Q—CQ7 
1 0 OU i 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


St 9 


H 


1 R-R9R 

1 O 030 


4-F-Ph 
ii i ii 


2-( 


a -Me-BnNH) -4-Pym 


mio 


H 


1 R-R99 
1 0 ow 


4-F-Ph 


2-( 


. a -Me-BnNH) -4-Pym 


nn 


H 


1 R-900 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


nn 


H 


1 R-901 

1 O 1/1/ 1 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


at 13 


H 


1 R-902 

1 O o\J u 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


nu 


H 


18-903 


4-F-Ph 


2-< 


{ a -Me-BnNH) -4-Pym 


n is 


H 


1 8-0(14 

A O Jut 


4-F-Ph 


2-1 


' a -Me-BnNH) -4-Pym 


8116 


H 


18-905 

1 O JUu 


4-F-Ph 


2- 


[ a -Me-BnNH) -4-Pym 


^17 


H 


1 8-90fi 

1 O U\J\J 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


St 18 


H 


1 8-907 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^19 


H 


1 8-908 

10 uuo 


4-F-Ph 


2- 


( a --Me-BnNH) -4-Pym 


^20 


H 


18-909 


4-F-Ph" 


2- 


( a -Me-BnNH) -4-Pym 


3*21 


H 


18-910 

1 O Civ/ 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 22 


H 


1 8-91 1 

1 O V 1 1 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^23 


H 


1 O U I It 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


St 24 


H 


18-913 

1U it X V 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^25 


H 


18-914 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^26 


' H 


18-915 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 27 


H 


18-91B 

1 O »/lU 


4-F-Ph 

IX J. 11 


2- 


(a -Me-BnNH) -4-Pym 


St 28 


H 


18-917 

lO 4/11. 


4-F-Ph 

Tc X X 11 


2- 


( a -Me-BnNH) -4-Pym 


S29 


H 


1R-Q1R 

10 4/ 1 o 


4-F-Ph 


2- 

fa 


( a -Me-BnNH) -4-Pym 


^30 


H 


18-919 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 31 


H 


18-920 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


3132 


H 


18-921 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 33 


H 


18-922 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 34 


H 


18-923 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 35 


H 


18-924 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


H 36 


H 



WO 03/015781 



PCT/JP02/08276 



230 



18-925 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ V4/ III Vr UJKU1/ X -I J Jll 


M 37 


H 


18-926 


4-F-Ph 


2- 


f rv -Me-BnNH) -4-Pvm 

\ \Jb lUVs U 111' !■*./ A A J ill 


si i 

VTS. -1 


2-Me 


18-927 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ U> lUVs 11 111111/ 7 JL J 111 


3t 2 


2-Me 


18-928 


4-F-Ph 

I 1 1 11 


2- 


f rv -Me-BnNH) -4-Pvm 

^ \Jb iuv XJ 11 1111/ 7 X j 111 


3^ 3 


2-Me 


1 O D u D 


4_p_Ph 

7 1 X 11 


9- 
_ 


f rv -Mp-RnNH) -4-Pvm 

v tx iTic uiinii/ 7 i ym 


M 4 


2-Me 


1R-Q30 


4_p_Ph 

7 r r ii 


9- 

u 


' rv -Mp-RnNH) -4-Pvm 

< tX MC Ullllll/ 7 1 J Hi 




2-Me 


1 R-QT1 


4_p_pK 


9- 

u 


' rv -Mp-RnWf) -4-Pvm 
< tx mc uniiii/ 7 x ym 




?-Mp 




4_p_Ph 
7 r rn 


9- 

6 


' rv -Mp-RnNH^ -4-Pvm 
< ix mc uiiiiii/ 7 r y iii 


IS 7 


?-Mp 

6 1YJC 


1 o voo 


t r ru 


9- 

6 


' rv -Mp-RnNH) -4-Pvm 

< Ut> wlC DULMxJ 7 1 jlU 


® R 


?-Mp 

L 1Y1C 


1 Q-QQA 
1 0 */0*r 


4_p_pfo 


9- 
u 


r rv -Mp-RnNW") -4-Pvm 

V U> mC JJilliix/ 7 1 yiii 




?-Mp 


1 0 ZfOO 


4_p_pk 
t r x ii 


9- 


' rv -Mp-BnNH) -4-Pvm 

V t* WlC Ullllll/ 7 1 J 111 


IS 10 

*?fi iu 


?-Mp 


1 O V OU 


4_p_Ph 

7 1 X 11 


9- 

u 


f rv -Mp-BtiNH) -4-Pvm 

< IX lu\s Ullllll/ 7 1 j ill 


St 1 1 


2-Mp 

U lilt. 


1R-Q37 

ID DO I 


4_p_Ph 

7 1 X 11 


9- 
_ 


' a -Mp-RnNH) -4-Pvm 

V \Jb 1UU Ullllll/ 7 1 J 111 


M 12 


2-Me 

£i nit; 


JO J OU 


7 X X 11 


9- 
— 


' /v -Mp-RnNH) - 4-Pvm 

V LX> iuC. Ullllll/ 7 X j 111 


© 13 


2-Me 


1 O ZtOD 


7 x X 11 


9- 

u 


f rv -Mp-RnNH) -4-Pvm 

< LX iUU Ullllll/ 7 1 Jill 


© 14 


2-Mp 

u luC 




t X 111 


2- 


' rv -Mp-RnNH) -4-Pvm 

< \JL lllu Ullllll/ 7 I Jill 


M 1 S 

vK 1 w 


2-Mp 


1R-Q41 


4_p_Ph 

7 x X 11 


9- 
— 


' rv -Mp-RnNH) -4-Pvm 

\ VJt lUt/ Ullllll/ 7 1 J ill 


© 1fi 


2-Mp 

£i 1T1C 


1R-Q4? 

1 O */7£» 


4_p_Ph 
t r r ii 


9- 


' /v -Mp-RnNH) -4-Pvm 
< ix iuc uiiiiH/ 7 x y ill 


ffi 17 


?-Mp 


1R-Q4^ 


4_p_pi 1 

7 V XXI 


9- 

L 


f /v -Mp-RnNH) -4-Pvm 

< tX 1I1C Ullllll/ 7 X Jill 


M 1R 


?-Mp 

it TOC 


1 R-Q44 

10 J/77 


4_p-.pi, 

7 X ill 


9- 
_ 


' rv -Mp-RnNW j -4-Pvm 
< ex wic DHiin./ 7 x y in 


St in 


9-Mp 




4_p_.pi, 

7 1 X 11 


9-1 

u 


f rv -Mp-RnNH) -4-Pvm 

V IX TOG Ullllll/ 7 X Jill 




2-Mp 


1R-Q4fi 

1 0 J/7U 


4_p_pK 

7 X 111 


9_| 


f rv -Mp-RnNH'i -4-Pvm 

^ IX luC XJlXViXX/ 7 X Jill 


g§ 91 


9-Mp 

6 H1C 


1 R-947 

1 O «77 1 


4_p_ph 

7 1 X 11 


2-1 


' rv -Mp-RnNH) -4-Pvm 

^ ix nic umiii/ 7 i jiu 




2-Mp 

£* IrlC 


1R-Q4R 


4_p_pK 

7 1 I 11 


9-1 


f rv -Mp-RnNH) -4-Pvm 

< CX luC Ullllll/ 7 X Jili 




9-Mp 


1R-949 


4_p_ph 

7 1 X 11 


9-1 


' rv -Mp-RnNH) -4-Pvm 

< %Jb U 111 111/ 7 1 Jill 


M 94 


2-Mp 

a luC 


1 O UO\J 


4_p_pvi 

7 1 X 11 


9-1 


' rv -Mp-RnNH) -4-Pvm 

< IX 1T1C Ullllll/ 7 1 Jill 




2-Mp 

MC 


1R-951 

lO Jul 


7 1 X 11 


9-{ 


' rv -Mp-RnNH) -4-Pvm 

^ IX 1T1U UXliill/ 7 X Jill 




?-Mp 

L MC 


1R-QS? 

1 O */U u 


4-P-Ph 

7 1 X 11 




' rv -Mp-RnNH) -4-Pvm 

^ IX luC DxllMxJ 7 I y HI 


M 97 


9-Mp 

a 1UC 


1R-Q53 

lO I/O u 


4_p_ph 

7 1 X 11 


9-( 
_ i 


' rv -Mp-RnNH) -4-Pvm 

k IX 1UC UUlill/ 7 1 Jili 


M 9R 


9-Mp 

L MC 






9 


v ot -me unjNn; 4- rynj 


xm on 


9 Mo 

z-Me 


18-955 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


^30 


2-Me 


18-956 


4-F-Ph • 


2-( 


I a -Me-BnNH) -4-Pym 


?131 


2-Me 


18-957 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


8132 


2-Me 


18-958 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


§33 


2-Me 


18-959 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


§34 


2-Me 


18-960 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


§35 


2-Me 



WO 03/015781 



PCT/JP02/08276 



231 



18-961 


4-F-Ph 


2-( 


a 


-Me-BnNH)-4-Pym 


St 36 


2-Me 


18-962 


4-F-Ph 


2-( 


.a 


-Me-BnNH)-4-Pym 


S37 


2-Me 


18-963 


4-F-Ph 


2-< 


la 


-Me-BnNH)-4-Pym 


m 1 


2-0H 


18-964 


4-F-Ph 


2-< 


la 


-Me-BnNH)-4-Pym 


M. 2 


2-0H 


18-965 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


'% 3 


2-OH 


18-966 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


m. 4 


2-0H 


18-967 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


m 5 


2-0H 


18-968 


4-F-Ph 


2-( 


lot 


-Me-BnNH)-4-Pym 


M 6 , 


2-OH 


18-969 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


M 7 


2-OH 


18-970 


4-F-Ph 


2-< 


la 


-Me-BnNH)-4-Pym 


n 8 


2-OH 


18-971 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


31 9 


2-OH 


18-972 


4-F-Ph 


2-< 


lot 


-Me-BnNH)-4-Pym 


9S10 


2-OH 


18-973 


4-F-Ph 


2-< 


la 


-Me-BnNH)-4-Pym 


5f 11 


2-OH 


18-974 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


St 12 


2-OH 


18-975 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


5il3 


2-OH 


18-976 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pyi 


St 14 


2-OH 


18-977 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


^15 


2-OH 


18-978 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


f#16 


2-OH 


18-979 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


5117 


2-OH 


1.8-980 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


^18 


2-OH 


18-981 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pym 


3S19 


2-OH 


18-982 


4-F-Ph 


2- 


[a 


-Me-BnNH)-4-Pym 


S20 


2-OH 


18-983 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pym 


§121 


2-OH 


18-984 


4-F-Ph 


2- 


ia 


-Me-BnNH)-4-Pym 


ft 22 


2-OH 


18-985 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pym 


8123 


2-OH 


18-986 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pym 


SS24 


2-OH 


18-987 


4-F-Ph 


2- 


ia 


-Me-BnNH)-4-Pym 


Si 25 


2-OH 


18-988 


4-F-Ph 


2- 


[a 


-Me-BnNH)-4-Pym 


8126 


2-OH 


18-989 


4-F-Ph 


2- 


ia 


-Me-BnNH)-4-Pym 


S#27 


2-OH 


18-990 


4-F-Ph 


2- 


[ a 


-Me-BnNH)-4-Pym 


M 28 


2-OH 


18-991 


4-F-Ph 


2- 


[a 


-Me-BnNH)-4-Pym 


St 29 


2-OH 


18-992 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pym 


St 30 


2-OH 


18-993 


4-F-Ph 


2- 


ia 


-Me-BnNH)-4-Pym 


S31 


2-OH 


18-994 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-PyiD 


S32 


2-OH 


18-995 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pyi 


it 33 


2-OH 


18-996 


4-F-Ph 


2- 


la 


-Me-BnNH)-4-Pym 


33 34 


2-OH 



WO 03/015781 



PCT/JP02/08276 



232 



18- 


-997 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^35 


2-0H 


18- 


-998 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S 36 


2-0H 


18- 


-999 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 

V W 111 w J*/lli 111/ 1 X J 111 


?S 37 


2-0H 


18- 


-1000 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 


Si 1 


2-Me0 


18- 


-1001 

X V U X 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ lUb U 111111/ 7 1 Jill 


M 2 


2-Me0 


18- 

1 \J 


-1002 

X \J\J u 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

V L* illt JJ 111111/ 7 1 Jill 


8 3 


2-Me0 


18- 

1 o 


-1003 


4-F-Ph 

7 X X u 


2- 


[ a -Mp-RtiNH) -4-Pvm 

V, IX lilt Ullllll/ 7 1 Jill 


SI 4 


2-MeO 


18- 

X KJ 


-1004 


4-F-Ph 
71 i ii 


2- 

41 


' /v -Mp-RtiMH) -4-Pvm 

\ \J> IUC Ullllll/ 7 1 Jill 


IS 5 


2-Mpf) 


18- 

X u 


-1005 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

V VX lilt Ullllll/ 7 1 Jill 


ffi 6 

vT< u 


2-MpO 


18- 


-1006 

X v U U 


4-F-Ph 

7 1 X 11 


2- 


( a -Mp-RnNH) -4-Pvm 

V \A Wit Ullllll/ 7 1 Jill 


3t 7 


2-MpO 




-1007 


4-F-Ph 

7 1 1 11 


2- 


' rv -Mp-RnNH) -4-Pvm 

V \Jd tut Ullllll/ 7 1 Jill 


S 8 


2-MpO 


18- 

J. o 


-1008 


4-F-Ph 
?i i ii 


2- 


f af-Me-BnNH) -4-Pvm 

^ KX> lilt XI 1111 11/ 7 1 Jill 


vT< u 


2-MpO 


18- 


-1009 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ V-X/ 1T11/ Ullllll/ 7 1 J ill 


© 10 

VT%. 1 U 


2-MeO 


18- 

A Vj 


-1010 

1 V X w 


4-F-Ph 


2- 


f a -Me-BnNH) -4-Pvm 

V \Ju lilt U 111111/ 7 1 J HI 


ffi 11 

>T<. x X 


2-MpO 


18- 


-1011 


4-F-Ph 


2- 


' a -Me-BnNH) -4-Pvm 

V tC» ITlV Ullllll/ 7 X J 111 


St 12 

>TV. X U 


2-MeO 


18- 

X t_> 


-1012 


4-F-Ph 

T 1 X 11 


2- 


' ry -Mp-RnNH) -4-Pvm 

V IX lilt Ullllll/ 7 1 Jill 


M 13 


2-MeO 


18- 


-1013 

lulu 


4-F-Ph 

7 A 1 11 


2- 


' rv -Me-BnNH) -4-Pvm 

< \-lr lilt Ullllll/ 7 1 J 111 


14 


2-MpO 


18- 


-1014 

lull 


4-F-Ph 

1 1 X 11 


2- 


[ a -Mp-RnNH) -4-Pvm 

^ KJf lrlt Ullllll/ 7 1 Jill 


3© 15 

vfc 1 u 


2-Mefl 


18- 

X \J 


-1015 

1 U 1 u 


4-F-Ph 

7 1 1 11 


2- 


( a -Me-BnNH) -4-Pvm 

< vx wit uuiiii/ 7 x y ill 


S 16 


2-MeO 


18- 

1 LI 


-1016 

1 v 1 U 


4-F-Ph 
7i i ii 


2~< 


[ (v -Me-BnNH) -4-Pvm 

V. VX ill t Ullllll/ 7 1 Jilt 


S 17 

ire i • 


2-MeO 

U IUCU 


18- 


-1017 

X U A 1 


4-F-Ph 


2- 


' nj -Me-BnNH) -4-Pvm 

<, VX lUt Ullllll/ 7 1 Jill 


iS 18 


2-MeO 


18- 


-1018 


4-F-Ph 


2- 


[ a -Me-BnNH) -4-Pvm 

^ \Jtf IUVj Ullllll/ 7 X J 111 


% 19 


2-MeO 


18- 


1019 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pvm 

^ IX 111 V» Ullllll/ 7 X J HI 


M 20 


2-Me0 


18- 


-1020 


4-F-Ph 


2-1 


l ck -Me-BnNH) -4-Pvm 

< U> 1TJ Ullllll/ 7 1 J 111 


M 21 


2-MeO 


18- 


-1021 


4-F-Ph 


2-( 


r a -Me-BnNH) -4-Pvm 

^ KJL Ul\* Ullllll/ 7 X Jill 


8 22 


2-Me0 


18- 


-1022 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pvm 

W IX lilt XJ xX ill 1/ 7 X J 111 


M 23 


2-Me0 


18- 


-1023 


4-F-Ph 

7 1 1 11 


2-( 


' a -Me-BnNH) -4-Pvm 

V v* iTlt Ullllll/ 7 A J 111 


3B 24 


2-Me0 


18- 

X \J 


-1024 


4-F-Ph 

7 1 1 11 


2-( 


' a -Me-BnNH) -4-Pvm 

< IX ITlt Ullllll/ 7 A JU1 


© 25 


2-Me0 


18- 


•1025 

JL U U U 


4-F-Ph 

7 1 1 11 


2-( 


' a -Mp-RnNH) -4-Pvm 

w t* IT1C Ullllll/ 7 A Jill 


S 26 


2-MeO 


x o 


♦1 n?fi 


7 r ru 


9_ ( 

L \ 


' rv — Ma— "RnNTI^ — A.— V\rm 
w <x Mc DiiPiii/ 7 ryjii 


M 97 


9-MpO 


18- 


•1027 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym. 


S28 


2-Me0 


18- 


•1028 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


S29 


2-MeO 


18- 


1029 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


S30 


2-Me0 


18- 


1030 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


SI 31 


2-Me0 


18- 


1031 


4-F-Ph 


2-( 


> a -Me-BnNH) -4-Pym 


Sit 32 


2-MeO 


18- 


1032 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


=133 


2-Me0 



WO 03/015781 



PCT/JP02/08276 



233 



18- 


1033 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^34 


2-MeO 


18- 


1034 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


.IS 35 


2-MeO 


18- 


1035 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


3136 


2-MeO 


18- 


1036 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^37 


2-MeO 


18- 


•1037 


4-F-Ph 


2-( 


a.-Me-BnNH) r 4-Pym 


m 1 , 


2-F 


18- 


1038 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


M 2 


2-F 


18- 


•1039 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


m 3 


2-F 


18- 


•1040 


4-F-Ph 


. - 2-< 


. a -Me-BnNH) -4-Pym 


m 4.; 


2-F 


18- 


•1041 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


m 5 


2-F 


18- 


•1042 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


n 6 


2-F 


18- 


1043 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 




2-F 


18- 


■1044 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


n 8 


2-F 


18- 


■1045 


4-F-Ph 


2-( 


: a -Me-BnNH) -4-Pym 


n 9 


2-F 


18-1046 


4-F-Ph 


2-< 


; a -Me-BnNH) -4-Pym 


Stio 


2-F 


18- 


-1047 


4-F-Ph 


2-< 


; a -Me-BnNH) -4-Pym 


3S11 


2-F 


18- 


■1048 


4-F-Ph 


2-< 


; a -Me-BnNH) -4-Pym 


nn 


2-F 


18- 


■1049 


4-F-Ph 


2-1 


I a -Me-BnNH) -4-Pym 


gti3 


2-F 


18- 


-1050 


4-F-Ph 


2-1 


I a -Me-BnNH) -4-Pym 


§114 


2-F 


18- 


-1051 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


5115 


2-F 


1:8- 


-1052 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^16 


2-F 


18- 


-1053 


4-F-Ph 


2- 


[ a -Me-BnNH) -4-Pym 


•^17' 


2-F 


18- 


-1054 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


SU8 


2-F 


18- 


-1055 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^19 


2-F 


18- 


-1056 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^20 


2-F 


18- 


-1057 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


m2i 


2-F 


18- 


-1058 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 22 


2-F 


18- 


-1059 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S23 


2-F 


18- 


-1060 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


nu 


2-F 


18- 


-1061 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 




2-F 


18- 


-1062 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 26 


2-F 


18- 


-1063 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


mi 


2-F 


18- 


-1064 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


»28 


2-F 


18- 


-1065 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


SS29 


2-F 


18- 


-1066 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^30 


2-F 


18- 


-1067 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


m\ 


2-F 


18- 


-1068 


4-F-Ph 


2- 


( at -Me-BnNH) -4-Pym 


8132 


2-F 



WO 03/015781 



PCT/JP02/08276 



234 



18-1069 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 


M 33 


2-F 


18-1070 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 


% 34 


2-F 


18-1071 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ «-«v 111 \j 1/11 1 Ul/ X X J 111 


53 35 


2-F 


18-1072 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ luij xj ii ill A/ r j. jr ill 


M 36 


2-F 


18-1073 


4-F-Ph 


2- 


( Q! -Me-BnNH) -4-Pvm 

\ L* lu Vj. 1/111111/ 7 X Jf ill 


S 37 


2-F 

u X 


18-1074 

1 U lull 


4-F-Ph 

T 1 L 11 


2- 


[ rv -Mp-RnNH) -4-Pvm 

V IX lTlv XJlillll/ 7 X Jf 111 


IS 1 


a v 1 


18-1075 

i o lulu 


4-F-Ph 

7 1 ill 


u 


( (V -Mp-RnNH) -4-Pvm 

V IX ITlv Llllllll/ 7 1 JflU 


M 2 


u V/ 1 


18-1076 

1 O lu 1 U 


4-F-Ph 
i i i u 


2- 


( rv. -Mp-RnNH) -4-Pvm 

\ IX iiiv XI 111111/ 7 X Jill 




2-n 

L V 1 


18-1077 

I O 11/11 


4-F-Ph 

1 1 1 u 


2- 

u 


( a -Mp-RnNH) -4-Pvm 

^ IX 1UV XJlillll/ 7 X J HI 


3© 4 




1 O lulu 


4_F-Ph 

i r x u 


9- 


' rv -Mp-RnNH) -4-Pvtti 

\ \X IY1G Xlililll/ 7 1 y ill 




£» vl 


iu lui a 


4-F-Ph 
i i i u 


9- 

u 


f rv -Mp-RnNH) -4-Pvm 

V IX 1UC XJlillll/ 7 X J HI 




2-n 


18-1080 

IV 1 uou 


7i i ii 


2- 


f rv. -Mp-RnNH) -4-Pvm 

V. IX 1T1V XJ 111111/ 7 1 j Hi 


^ 7 


2— r i 


18-1081 

1 U ivul 


1 1 X u 


2- 


' rv -Mp-RnNH) -4-Pvm 

V IX 1T1G U 111111/ 7 X Jf HI 


"i?Tc o 


2-P1 

U \JX 


18-1082 


4-F-Ph 

Tt 1 X 11 


2- 


{ rv -Me-RnNH) -4-Pvm 

V IX IUV> xt 1111 11/ 7 X jHl 


® 9 


2-C1 

it vl 


18-1083 

IV IuUU 


4-F-Ph 

i 1 JL 11 


2- 


f a -Mp-RnNH) -4-Pvm 

V, LA UlV X/ 111111/ 7 1 Jill 


© 10 


2— CI 

L V> 1 


18-1084 

1U 1 U U7 


4-F-Ph 

1 X 11 


2- 


f « -Mp-RnNH) -4-Pvm 

< IX Ulv; XI 111111/ 7 1 Jf Hi 


JS 1 1 


2-fl 
U \J X 


18-1085 


4-F-Ph 

TT 1 1 11 


2- 


' rv -Mp-RnNH) -4-Pvm 

V IX 1UC XJ 11 1111/ 7 1 jf HI 


12 


2-f 1 

L \j X 


18-1086 

1U IUUU 


4-F-Ph 

t 1 X 11 


2- 


f -Mp-RnNH) -4-Pvm 

V IX lilt XI 111111/ 7 1 Jf HI 




2-fl 

L \j X 


18-1087 

1U IvUI 


4-F-Ph 
71 i ii 


2- 


{ a -Me-BnNH) -4-Pvm 

< ix luc xi 111111/ 7 i y hi 


© 14 

■9T< 17 


2-fl 

L \jX 


18-1088 

It) luOO 


4-F-Ph 

7 1 X 11 


2- 


' rv -Mp-RnNTTi -4-Pvm 

^ IX IT1C D 1111X1/ 7 X j JU1 


W ic; 

ttft i o 




18-1089 


4-F-Ph 


2-1 


[ cv -Mp-RnNH) -4-Pvm 

< IX IWXj U 111111/ 7 1 Jf HI 


IS Ifi 


?-f 1 
u vl 


18-1090 

1 V 1 \J O \J 


4-F-Ph 


2-( 


[ rv -Mp-RnNH) -4-Pvm 

< IX lUt> XI 111111/ 7 X j HI 


iS 17 


2-C1 

L vi 


18-1091 

1U 1 \J O X 


4-F-Ph 


2-1 


' rv -Mp-RnNH) -4-Pvm 

v IX luC 11111111/ 7 X Jf HI 


5ft 1 O 


2-n 

Li vl 


18-1092 


4-F-Ph 


2-( 


* cv -Mp-RnNH) -4-Pvm 

< IX tfiv XI1I1111/ 7 1 Jf HI 


i^Fc l 


2-fl 

U \J 1 


18-1093 

IV X U U\J 


4-F-Ph 


2H 


' rv -Mp-RnNH) -4-Pvm 

^ IX 1T1V XJlillll/ 7 1 Jill 


IS 20 


2-n 

iJ V 1 


18-1094 

iU x v o~ 


4-F-Ph 


2-( 


' rv -Mp-RnNH) -4-Pvm 

< IX IT1V U 111111/ 7 1 Jill 


21 

ire b l 


2-n 

6 V 1 


18-1095 


4-F-Ph 


2-< 


' rv -Mp-RnNH) -4-Pvm 

^ IX lilt Xlllllll/ 7 1 J Hi 


3S 22 


2-n 

u vl 


18-1096 


4-F-Ph 

7 1 X XI 


2-( 


' rv -Mp-RnNH j -4-Pvm 

w IX 1I1C XJlillll/ 7 1 J HI 




2-n 

£» Vl 


1 O 1UJ 1 


4-F-Ph 

7 1 X 11 


2-( 


' rv -Mp-RnNH j -4-Pvm 

k IX illC XJlillll/ 7 1 Jill 


M 24 

VR £f7 


u V 1 




A_F_pv» 
7 r ru 


9-( 


k (x Dlmii) 7 i yill 


& 9^ 


9— PI 


18-1099 


4 T F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


^26 


2-C1 


18-1100 


4-F-Ph 


2 : ( 


' a -Me-BnNH) -4-Pym 


^27 


2-C1 


18-1101 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


§128 


2-C1 


18-1102 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


St 29 


2-C1 


18-1103 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


5130 


2-C1 


18-1104 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m3i 


2-C1 



WO 03/015781 



PCT/JP02/08276 



235 



18-1105 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


S32 


2-C1 


18-1106 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


8133 


2-C1 


18-1107 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


8134 


2-C1 


18-1108 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


8i35'' 


2-C1 


18-1109 


4-F-Ph 


. 2-( 


a -Me-BnNH) -4-Pym 


.8136. 


. ,2-Cl . 


18-1110 


4-F-Ph 


2-( 


a-Me-BnNH)-4-Pyni 


8137 


2-C1 


18-1111 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 1- 


2,2-diF 


18-1112 


4-F-Ph . 


:2-( 


.a -Me-BnNH) -4-Pym 


81-2.- 


-2,2-diF 


18-1113 


4-F-Ph 


2-( 


[a -Me-BnNH) -4-Pym 


n 3 


2,2-diF 


18-1114 


4-F-Ph 


2-( 


:ot-Me-BnNH)-4-Pyin 


m 4 


2,2-diF 


18-1115 


4-F-Ph 


2-( 


; a -Me-BnNH) -4-Pym 


St 5 


2,2-diF 


18-1116 


4-F-Ph . 


2-( 


[a -Me-BnNH) -4-Pym 


S3 6 


2,2-diF 


18-1117 


4-F-Ph 


2-( 


[a -Me-BnNH) -4-Pym 


m 7 


2,2-diF 


18-1118 


4-F-Ph 


2-1 


la -Me-BnNH) -4-Pym 


H 8 


2,2-diF 


18-1119 


4-F-Ph 


2-1 


: a -Me-BnNH) -4-Pym 


m 9 


2,2-diF 


18-1120 


4-F-Ph 


2-< 


[a -Me-BnNH) -4-Pym 


Stio 


2,2-diF 


18-1121 


4-F-Ph 


2-1 


: a -Me-BnNH) -4-Pym 


5R11 


2,2-diF 


18-1122 


4-F-Ph 


2-1 


la -Me-BnNH) -4-Pym 


8112 


2,2-diF 


18-1123 


4-F-Ph 


2-1 


[a -Me-BnNH) -4-Pym 


3113 


2,2-diF 


18-1124 


4-F-Ph 


2-< 


'a -Me-BnNH) -4-Pym 


St 14 


2,2-diF 


13-1125 


4-F-Ph ' 


• 2- 


[a -Me-BnNH) -4-Pym 


' S15 


2,2-diF 


18-1126 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8116 


. 2,2-diF 


18-1127 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8117 


2,2-diF 


18-1128 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


3118 


2,2-diF 


18-1129 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8119 


2,2-diF 


18-1130 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


8120 


2,2-diF 


18-1131 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


St'21 


2,2-diF 


18-1132 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8122 


2, 2-diF 


18-1133 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


8123 


2, 2-diF 


18-1134 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8124 


2,2-diF 


18-1135 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8125 


2,2-diF 


18-1136 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8126 


2,2-diF 


18-1137 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^27 


2,2-diF 


18-1138 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


8128 


2, 2-diF 


18-1139 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


^29 


2, 2-diF 


18-1140 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


» 30 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



236 



18-1141 


4-F-Ph 


2-< 


la -Me-BnNH) -4-Pym 


St 31 


2,2-diF 


18-1142 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 

^ V^V iUw 17 Hi 111/ X A JF HI 


31 32 


2, 2-diF 


18-1143 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


St 33 


2,2-diF 


18-1144 

1 \J 1 1 l i 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pvm 

< U> III V/ JL> XX 1 i X X/ A X J ill 


H 34 


2,2-diF 


18-1 145 


4-F-Ph 


2-1 


l a -Me-BnNH) -4-Pvm 

< V* 1U\_> U 111 ill/ 7 1 J HI 


^ 35 


2, 2-diF 


18—1 1 46 


4-F-Ph 

~ 1 X 11 


2-1 


l a -Me-BnNH) -4-Pvm 

< V* HIV* U 111111/ 7 1 J ill 


9t 36 

v^x u u 


2, 2-diF 


18-1 147 


4-F-Ph 

11 J 11 


2-( 

u ' 


' a -Mp-RnNfT) -4-Pvm 

< Lt 1UG Ullllll/ 7 1 Jf 111 


31 37 


2 2-diF 

U y U \X XX 


1 8-1 1 4-8 


4-F-Ph 
ti i it 


u i 


[ a -Mp-RnNH) -4-Pvm 

V IX lliC Ullllll/ 7 1 J HI 


M 1 

vK 1 


8-Me 


1 0 lit*? 


4-F-Ph 

7 1 X 11 


2-1 


' ry -Mp-RnNfft -4-Pvm 

v tx IUC Ullllll/ 7 X JT 111 


9 2 


8-Me 


1 R-1 1 Rfl 


4-F-Ph 

T 1 1 11 


2-< 


f nf -Mp-RnNH) -4-Pvm 

V Kir lUVy Ullllll/ 7 1 Jill 


© 3 


8-Me 

U lilt 


1 8-1 1 51 


4-F-Ph 

7 1 X 11 


2-1 


' n/ -Mp-RnNlT) -4-Pvm 

V vX IT1C Ullllll/ 7 1 j 111 


9 4 

7 


8-Me 


1 8-1 1 52 

1 O 1106 


x i i ii 


2-1 


' a -Mp-RnNtf) -4-Pvm 

< u- luc uniiii/ 7 i y in 




8-Me 


1 8-1 1 53 


4-F-Ph 

1 1 X 11 


2-i 


f 0! -Me-BnNH) -4-Pvm 

V vX lTlvr Ullllll/ 7 x y 111 


SI 6 


* 8-Me 


18-1154 

1 t> 11 U x 


4-F-Ph 

7 1 X XX 


2- 


[ a -Me-BnNH) -4-Pvm 

S, IX lMls U 111 1X1/ 7 x y HI 


31 7 


8-Me 


18-1155 

1 O lluu 


4-F-Ph 

7 1 1 11 


2-1 


l qi -Me-BnNH) -4-Pvm 

^ U Hit Ullllll/ 7 1 Jill 


9 8 


8-Me 


1 8-1 1 5fi 

1 O lluu 


4_F-ph 
7i in 


2-1 


f n( -Mp-RtiNH) -4-Pvm 

< IX lTJV Ullllll/ 7 1 Jill 


9 9 


8-Me 


18-1157 

1 O 110 1 


4-F-Ph 
71 i ii 


9-1 


' ry -Mp-BnNH) -4-Pvm 

V U 1UV^ Ullllll/ 7 1 Jill 




8-Me 


18-1158 

1 O 1 1 JO 


4-F-Ph 
i i i ii 


2- 


[ a -Me-BnNH) -4-Pvm 

V VX lilt* Ullllll/ 7 1 J 111 


M 11 

vft 1 1 


8-Me 


18-1 1 5Q 

lO lluu 


4-F-Ph 

t i r ii 


2-1 


f rv -Mp-RnMH) -4-Pvm 

^ KJd luC Ullllll/ 7 1 jUI 


91 12 


8-Me 


ir-i 1 fin 

1 O 11UU 


4-F-Ph 
*± i i ii 


2-1 

u 


' ry -Mp-RnNtf) -4-Pvm 

v, IX ITIC Ullllll/ 7 1 JUI 


M 13 


8-Me 


1 R-1 1 fi1 

10 1 1 U 1 


4„F-Ph 

7 X 1 11 


9-{ 


[ ol -Mp-BnNH) -4-Pvm 

V *X lllV7 Ullllll/ 7 1 JUI 


M 14 

?Jfl 1 7 


8-Me 


1 8-1 1 fi? 

1 O 1 1 U u 


4-F-Ph 
t i i ii 


2-1 


[ a -Me-BnNH) -4-Pvm 

v \Jr iiiv* ullllll/ 7 x y in 


% 15 


8-Me 


18-1 IBS 

1 O X x \JO 


4_F-Ph 
7i i ii 


2- 


[ a -Me-BnNH) -4-Pvm 

V *X 1TXV> JJ 1X11X1/ I 1 Jill 


3^ 16 


8-Me 


18-11(54 

1 U 11 U 7 


4-F-Ph 

7 1 1 11 


2- 


f a -Me-BnNH) -4-Pvm 

V U> 1T1V> XJllllXX/ 7 1 J 111 


9 17 

VTv 1 1 


8-Me 


18-1165 


4-F-Ph 

7 1 1 11 


2-i 


[ a -Me-BnNH) -4-Pvm 

^ U> 111 \j XJXXilXX/ A X Jill 


9 18 


8-Me 


1 U I 1 u u 


4-F-Ph 

7 1 1 11 


2-i 


[ a -Me-BnNH) -4-Pvm 

< U LllKj UXILUX/ 7 x y 111 


S 19 


8-Me 


18-11fi7 

1 O 1 1 U 1 


4-F-Ph 

7 1 1 11 


2-< 


[ a -Me-BnNH) -4-Pvm 

< Ur 1UU Ullllll/ 7 1 J 111 


H 20 


8-Me 

\J 1UU 


18-11fiR 

1 O 1 1 U O 


4-F-Ph 

7 1 1 11 


2-1 


[ a -Me-BnNH) -4-Pvm 

< \Jb 1UV* Ullllll/ 7 1 J 111 


S 21 

*^ U 1 


8-Me 


18-1 IRQ 

1 O 1 1 U u 


4_p-Ph 

7 1 1 11 


2-1 


[ a -Me-BnNH) -4-Pvm 

l U> 1T1V> Ullllll/ 7 1 JUI 


9 22 


8-Me 


1 Q- 1 1 7fi 
1 0 1 1 <U 


7 r rll 




' /v — Ma— RnNP^ — A— Pvm 




0 mc 


18-1171 


4-F-Ph 


2-1 


' a -Me-BnNH) -4-Pym 


5124 


8-Me 


18-1172 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


3125 


8-Me 


18-1173 


4-F-Ph 


2-< 


: a -Me-BnNH) -4-Pym 


St 26 


8-Me 


18-1174 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


S27 


8-Me 


18-1175 


4-F-Ph 


2-( 


: a -Me-BnNH) -4-Pym 


3128 


8-Me 


18-1176 


4-F-Ph 


2-< 


: a -Me-BnNH) -4-Pym 


3129 


8-Me 



WO 03/015781 



PCT/JP02/08276 



237 



18- 


-1177 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


S30 


8-Me 


1 0 


11(0 


x X III 


9- 
u 


( /v -Mp-BnNH) -4-Pvm 

\ UC 1T1C JJixlMl/ a i Jill 


Si 31 


8-Me 


18- 


•1179 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


8132 


8-Me 


18- 


-1180 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


3133 


8-Me 


18- 


•1181 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


St 34 


8-Me 


18- 


-1182 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


St 35 


8-Me 


18- 


-1183 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


St 36 


8-Me 


18- 


-1184 


4-F-Ph 


2- 


•(a-Me-BnNH)-4-Pym 


St 37 


8-Me 



m 1 9 




(1-19) 



4k&M R 1 R 2 A R 5 



19-1 


4-F-Ph 


4-Pyr 


m i 


H 


19-2 


4-F-Ph 


4-Pyr 


m 2 


H 


19-3 


4-F-Ph 


4-Pyr 


St 3 


H 


19-4 


4-F-Ph 


4-Pyr 


n 4 


H 


19-5 


4-F-Ph 


4-Pyr 


n 5 


H 


19-6 


4-F-Ph 


4-Pyr 


m e 


H 


19-7 


4-F-Ph 


4-Pyr 


St 7 


H 


19-8 


4-F-Ph ' 


4-Pyr 


m 8 


H 


19-9 


4-F-Ph 


4-Pyr 


Si .9 


H 


19-10 


4-F-Ph 


4-Pyr 


St 10 


H 


19-11 


4-F-Ph 


4-Pyr 


^11 


H 


19-12 


4-F-Ph 


4-Pyr 


^12 


H 


19-13 


4-F-Ph 


4-Pyr 


SI13 


H 


19-14 


4-F-Ph 


4-Pyr 


St 14 


H 


19-15 


4-F-Ph 


4-Pyr 


S15 


H 



WO 03/015781 



PCT/JP02/08276 



238 



19-16. 


4-F-Ph 


4-Pyr 


M 16 


H 


19-17 


4-F-Ph 


4-Pyr 


M 17 


■ H 


19-18 


4-F-Ph 


4-Pyr 


Mn 


H 


19-19 


4-F-Ph 


4-Pyr 


W 19 


H 


19-20 


4-F-Ph 


4-Pyr 


% 20 


H 


19-21 


4-F-Ph 


4-Pyr 


M 21 


H 

11 


19-22 


4-F-Ph 


4-Pyr 


3H 22 


H 

11 


19-23 


4-F-Ph 


4-Pyr 


§i 23 


JUL 


19-24 


4-F-Ph 


4-Pyr 


8i 24 


H 


19-25 


4-F-Ph 


4-Pyr 


M 25 


K 


19-26 


4-F-Ph 


4-Pyr 


Si 26 


H 


19-27 


4-F-Ph 


4-Pyr 


38 27 


H 


19-28 


4-F-Ph 


4-Pyr 


5128 


H 


19-29 


4-F-Ph 


4-Pyr 


8 29 


H 


19-30 


4-F-Ph 


4-Pyr 


M 30 


H 


19-31 


4-F-Ph 


4-Pyr 


M 31 


H 
ii 


19-32 


4-F-Ph 


4-Pyr 


Si 32 


H 
ii 


19-33 


4-F-Ph 


4-Pyr 


H 33 


H 
ii 


19-34 


4-F-Ph 


4-Pyr 


M 34 


H 
ii 


19-35 


4-F-Ph 


4-Pyr 


M35 


H 
ii 


19-36 


4-F-Ph 


4-Pyr 


It 36 


H 
ii 


19-37 


4-F-Ph 


4-Pyr 


§137 


H 


19-38 


4-F-Ph 


4-Pyr 


^ i 


2-Me 


19-39 


4-F-Ph 


4-Pyr 


St 2 

/TV ** 


2-Me 


19-40 


4-F-Ph 


4-Pyr 


M 3 


2-Me 


19-41 


4-F-Ph 


4-Pyr 


?S 4 


2-Me 


19-42 


4-F-Ph 


4-Pyr 


St 5 


2-Me 


19-43 


4-F-Ph 


4-Pyr 


S 6 


2-Me 


19-44 


4-F-Ph 


4-Pyr 


H 7 


2-Me 


19-45 


4-F-Ph 


4-Pyr 


M 8 


2-Me 


19-46 


4-F-Ph 


4-Pyr 


SI 9 


2-Me 


19-47 


4-F-Ph 


4-Pyr 


mio 


2-Me 


19-48 


4-F-Ph 


4-Pyr 


mu 


2-Me 


19-49 


4-F-Ph 


4-Pyr 


mu 


2-Me 


19-50 


4-F-Ph 


4-Pyr 


mn 


2-Me 


19-51 


4-F-Ph 


4-Pyr 


mu 


2-Me 



WO 03/015781 



PCT/JP02/08276 



239 



19-52 


4-F-Ph 


4-Pyr 


£15 


2-Me 


19-53 


4-F-Ph 


4-Pyr 


£16 


2-Me 


19-54 


4-F-Ph 


4-Pyr 


£17 


2-Me 


19-55 


4-F-Ph 


4-Pyr 


£18 


2-Me 


19-56 


4-F-Ph 


4-Pyr . 


£ 19 


2-Me 


19-57 


4-F-Ph 


4-Pyr 


£20 


2-Me 


19-58 


4-F-Ph 


4-Pyr 


£21 


2-Me 


19-59 


4-F-Ph 


4-Pyr 


£ 2.2 


2-Me 


19-60 


4-F-Ph 


4-Pyr 


£23 


2-Me 


19-61 


4-F-Ph 


4-Pyr 


£24 


2-Me 


19-62 


4-F-Ph 


4-Pyr 


£25 


2-Me 


19-63 


4-F-Ph 


4-Pyr 


£ 26 


2-Me 


19-64 


4-F-Ph 


4-Pyr 


£27 


2-Me 


19-65 


4-F-Ph 


4-Pyr 


£2.8 


2-Me 


19-66 


4-F-Ph 


4-Pyr 


£29 


2-Me 


19-67 


4-F-Ph 


4-Pyr 


£30 


2-Me 


19-68 


4-F-Ph 


4-Pyr 


£31 


2-Me 


19-69 


4-F-Ph 


4-Pyr 


£32 


2-Me 


19-70 


4-F-Ph 


4-Pyr 


£33 


2-Me 


19-71 


4-F-Ph 


4-Pyr 


£34 


2-Me 


19-72 


4-F-Ph 


4-Pyr 


£35 


2-Me 


19-73 


4-F-Ph 


4-Pyr 


£36 


2-Me 


19-74 


4-F-Ph 


4-Pyr 


£37 


2-Me 


19-75 


4-F-Ph 


4-Pyr 


£ 1 


2-0H 


19-76 


4-F-Ph 


4-Pyr 


£ 2 


2-OH 


19-77 


4-F-Ph 


4-Pyr 


£ 3 


2-0H 


19-78 


4-F-Ph 


4-Pyr 


£ 4 


2-OH 


19-79 


4-F-Ph 


4-Pyr 


£ 5 


2-0H 


19-80 


4-F-Ph 


4-Pyr 


£ 6 


2-OH 


19-81 


4-F-Ph 


4-Pyr 


£ 7 


2-OH 


19-82 


4-F-Ph 


4-Pyr 


£ 8 


2-OH 


19-83 


4-F-Ph 


4-Pyr 


£ 9 


2-OH 


19-84 


4-F-Ph 


4-Pyr 


£io 


2-OH 


19-85 


4-F-Ph 


4-Pyr 


£11 


2-OH 


19-86 


4-F-Ph 


4-Pyr 


£12 


2-OH 


19-87 


4-F-Ph 


4-Pyr 


£13 


2-OH 



WO 03/015781 



PCT/JP02/08276 



240 



19-88 


4-F-Ph 


4-Pvr 

TT A J A 


St 14 


2-OH 

U VAX 


19-89 


4-F-Ph 


4-Pyr 


M 1 R 


2 -OH 

£j uxx 


19-90 


4-F-Ph 

— 1 X IX 


4-Pvr 

jT X j 1 




9— Off 

Vll 


19-91 


4-F-Ph 

~ 1 X Ik 


4-Pvr 

7 X J X 


SI 1 7 




1 Q— 09 

1*7 D L 


A-V-Vh 


4-Pvr 
*± x y i 


fH 1 R 


u Uxx 


1 9-93 

XV JO 


4-F-Ph 
4 r rii 


4— Pvr 
4 x y 1 


@ 1 Q 




19-94 

1 V »74 


4 r X 11 


4-Pvr 
4 ryi 


^ ZU 


Z Uxl 


19-9R 

IV VO 


4 r r ii 


4—Pvr 
4 x y i 


^ zl 


Z Uxx 


1 V V\J 


4_p_ph 
t r ni 


4—Pvr 
4 x y i 


511 99 
ZZ 


9 -OR 
L Uxl 


1 9-97 

IV VI 


4 r ru 


4— pvr 
4 x y i 


fH 93 
zo 


^ Uxl 


1 9-QR 

1 V VO 


i r ru 


4—Pvr 
4 x yi 


S 94 


Z Uxl 


1 Q-QQ 


4 1 X7 11 


4 x y x 


3=£ 95 


Z Uxl 


19-100 

1 U X Uu 


4_p_ph 

4 X X 11 


4 x y 1 


S 9fi 


9 -Off 
Z Uxl 


19-101 


t: x r XX 


4 X y 1 


M 97 


L Uxl 


19-10? 

1*7 X \J u 


4_p_pk 


4-Pvr 
4 x y x 


fH 9R 


9 -OR 

Z/ Uxl 


i q_i no 

XV X\JQ 


4_p_Ph 
4 r ru 


4 x y i 


iM 9Q 


/i Ull 


19-104 

1 17 1 U4 


4 1 111 


4 ryi 




9 -OR 

z un 


19-105 

1 V x \JO 


4_p_ph 
4 r ru 


4-Pvr 
4 ryi 


^ 01 


It Uxl 


IV X UO 


4_p_pK 
4 r r 11 


4_pvr 
4- ryi 




9-HR 
L Uxl 


19-107 

LV 1UI 


t r r ii 


4—Pvr 
4 ryi 




9 -OR 
Z Uxl 


1 9-1 08 

LV X UO 


4 r r ii 


4_pvr 
4 ryi 


M 34 
9ft oft 


L Un 


1 9-1 09 

IV x\)V 


4_p_pu 
4 r r ii 


4—Pvr 
4 ryi 


% ou 


9 -OR 
Z Uxl 


1Q-1 10 

i Z) 1 1 \J 


4_p_ph 

4 r x 11 


4 x y i 


-i^ 00 


9-flR 
Z Uxl 


1 9-1 1 1 

IV XXX 


4_p_Ph 
4 r x ii 


4— Pvr 
4 ryi 


© 37 


9 -OR 
Z Uxl 


19-1 12 

It/ X X u 


4-P-Ph 

4 1 X XX 


^ x y i 


® 1 
^ i 


^ McU 


19-1 1 3 

XV x x O 


4_P-Ph 
4 r ni 


4_Pvr 
4 ryi 


9 


^ McU 


19-1 U 

IV lit 


A— F— Ph 
4 x x u 


4-pvr 
4 ryi 


0 


^ mcU 


1 9-1 15 

1 V X X u 


4_p_pv, 
4 r x ii 


4-Pvr 
tt x y i 


i© 4 


9-MpO 
L KlcU 


19-1 Ifi 

If 1 x U 


4 r x ii 


4-Pvr 
4 ryi 


*7f< O 


Z McU 


1 0—1 1 7 


4-1* x 11 


4~ryr 


W o 


z-MeO 


19-118 


4-F-Ph 


4-Pyr 


m 7 


2-MeO 


19-119 


4-F-Ph 


4-Pyr 


m 8 


2-MeO 


19-120 


4-F-Ph 


4-Pyr 


m 9 


2-MeO 


19-121 


4-F-Ph 


4-Pyr 


mio 


2-MeO 


19-122 


4-F-Ph 


4-Pyr 




2-MeO 


19-123 


4-F-Ph 


4-Pyr 


at 12 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



241 



19-124 


4-F-Ph 


4-Pyr 


SI 13 


2-MeO 


19-125 


4-F-Ph ' 


4-Pyr 


at 14 


2-MeO 


19-126 


4-F-Ph 


4-Pyr 


at i6 


2-MeO 


19-127 


4-F-Ph 


4-Pyr 


at i6 


2-MeO 


19-128 


4-F-Ph 


4-Pyr 


at n 


2-MeO 


19-129 

1 %f LOO 


4-F-Ph 


4-Pyr 


at is 


2-MeO 


19-130 


4-F-Ph 


4-Pyr 


at 19 


2-MeO 


19-131 

I U 1U1 


4-F-Ph 


4-Pyr 




2-MeO 


19-132 


4-F-Ph 

i l X 11 


4-Pyr 


at 21 


2-MeO 


19-133 


4-F-Ph 


4-Pyr 


^22 


2-MeO 


19-134 

1 O X u~ 


4-F-Ph 


4-Pyr 


S23 


2-MeO 


19-135 


4-F-Ph 


4-Pyr 


S24 


2-MeO 


19-136 


4-F-Ph 


4-Pyr 


at 25 


2-MeO 


19-137 


4-F-Ph 


4-Pyr 


«26 


2-MeO 


19-138 


4-F-Ph 


4-Pyr 


St 27 


2-MeO 


19-139 


4-F-Ph 


4-Pyr 


St 28 


2-MeO 


19-140 

L U X — v» 


4-F-Ph 


4-Pyr 


St 29 


2-MeO 


19-141 


4-F-Ph 


4-Pyr 


St 30 


2-MeO 


19-142 


4-F-Ph 


4-Pyr 


« 31 


2-MeO 


19-143 


4-F-Ph 


4-Pyr 


St 32 


2-MeO 


19-144 


4-F-Ph 


4-Pyr - 


St 33 


2-MeO 


19-145 


4-F-Ph 


4-Pyr 


^34 


2-MeO 


19-146 


4-F-Ph 


4-Pyr 


St 35 


2-MeO 


19-147 


4-F-Ph 


4-Pyr 


S! 36 


2-MeO 


19-148 


4-F-Ph 


4-Pyr 


St 37 


2-MeO 


19-149 


4-F-Ph 


4-Pyr 


at 1 


2-F 


19-150 


4-F-Ph 


4-Pyr 


at 2 


2-F 


19-151 

X *J X U X 


4-F-Ph 


4-Pyr 


at 3 


2-F 


19-152 


4-F-Ph 


4-Pyr 


at 4 


2-F 


la loo 


4-F-Ph 

T X X Li 


4-Pvr 

1 X J A 


at 5 


2-F 


19-154 


4-F-Ph 


4-Pyr 


at 6 


2-F 


19-155 


4-F-Ph 


4-Pyr 


at 7 


2-F 


19-156 


4-F-Ph 


4-Pyr 


at 8 


2-F 


19-157 


4-F-Ph 


4-Pyr 


at 9 


2-F 


19-158 


4-F-Ph 


4-Pyr 


at io 


2-F 


19-159 


4-F-Ph 


4-Pyr 


am 


2-F 



WO 03/015781 



PCT/JP02/08276 



242 



19-160 

± D X If U 


4-F-Ph 


4-Pvr 


Si 1 2 


2-F 

to 1 


1 O 1 U 1 


4-F-Ph 


4-Pvr 
* i y i 


© 1 3 


u I 


ID lUu 


A 1 I 11 


4 -Pvr 

t; i y 1 


Et 14 

i>R 1 *t 


9-R 

L 1 


1 Q-1 fi3 

ID 1UO 


t r r it 


4-Pvr 
ft r y i 


B§ 1 ^ 

1 0 


9-F 


1 Q-1 fi4 

1 3 1 O^fr 


t r r n 


A— P V r 
4: I y 1 




9-P 


1 Q-1 fi^ 

13 1 00 


ft r r ii 


A— Pvr 
*r I y 1 


m 1 7 


i r 


1 Q-1 fifi 




A— P v r 

i ry i 


® 1 8 




i y i o < 


4_F-Ph 


A— Pvr 

ft ryr 


HI 1 Q 
^ 13 


9-P 


1 Q-1 fift 
1 3 loo 


4-F-PH 

ft r rii 


A— P v r 

ft i y r 




9-17 


1 Q-1 fiQ 
1 3 1 03 


A-F-Ph 


A— Pvr 

*t i y i 


Wt 91 


9_y 
z r 




A_F-Ph 
*t r ni 


A— P v r 

ft r y i 


ffl 99 


9-T7 


1 Q-1 71 
1 3 iii 


A-F-Ph 
i r rii 


A— Pvr 
t i y i 


BH 93 


9-F 


1 Q-1 79 
1 3 I I b 


A-F-Ph 
t: r rii 


A— Pvr 

4; ry i 


SI 94 


9-P 


1 Q-1 73 

13 110 


A-F-Ph 
t r rii 


A— Pvr 


^ 9R 


9-K 


1 Q-1 74 
1 3 i < i 


A-F-Ph 
*t r rn 


ft i y i 


® 9fi 
W ^o 


9-T7 


1 Q-1 7^ 

13 1 1 U 


ft r ru 


4-Pvr 
4 i y l 


m 97 

5^ to I 


9-F 


1 Q-1 7fi 
i y 1 1 o 


A-F-Ph 
ft r i ii 


A— Pvr 


W 4o 


9-F 


1 Q_1 77 
l j lit 


A-F-Ph 

4r r 1 11 


A —Pvr 
ft ryi 


S 9Q 


9-P 


1 Q-1 78 

1 3 1 (0 


A-F-Ph 
4: r 1 11 


A— Pvr 
*t ryr 


^ OU 


9-F 

tor 


1 Q_i 7Q 
13 1 Id 


A-F-Ph 


A— Pvr 

ft ryr 


S 31 


9-F 


1 Q-1 8ft 
13 1 OU 


4-F-Ph 
<* r i ll 


A— Pvr 

4: ryi 


M 39 


9-F 
L r 


1 Q-1 81 

13 101 


A-F-Ph 
ft r r ii 


A —Pvr 

t ryi 


S 33 


9-F 


1 Q-1 89 

13 1 Oto 


ft r rn 


A— pvr 
ft ryi 


S 34 

% Oft 


9-F 
L r 


1 Q-1 83 

13 1 00 


A-F-Ph 
ft r ill 


A— Pvr 
ft ryi 


M 3R 
00 


9-F 
z r 


1 Q-1 84 

13 1 0*r 


A-V-Vh 

ft r i ii 


A— Pvr 

*t ryi 


M 3fi 
00 


9-F 


1 Q-1 85 
13 1 03 


A-F-Ph 
t r r u 


A— pvr 
ft ryi 


® 37 


9-F 
^ r 


1 Q-1 8fi 

13 100 


A-F-Ph 
ft r r ii 


A— Pvr 
4 ryi 


M 1 
5t€ 1 


9-P1 

L lil 


1 Q-1 87 

13 10 1 


A-F-Ph 
ft r i ii 


A— Pvr 
*t ryi 




9-P1 
6 U 1 


1 Q-1 88 

13 1 00 


A-F-Ph 
ft r rii 


4-Pvr 
*t ryr 


@ 3 
W 0 


9-P1 


ly-ioy 


4-b-rll 


4-ryr 


« 4 


0 PI 

2-C1 


19-190 


4-F-Ph 


4-Pyr 


5 


2-C1 


19-191 


4-F-Ph 


4-Pyr 


% 6 


2-CI 


19-192 


4-F-Ph 


4-Pyr 


H 7 


2-C1 


19-193 


4-F-Ph 


4-Pyr 


m 8 


2-CI 


19-194 


4-F-Ph 


4-Pyr 


at 9 


2-CI 


19-195 


4-F-Ph 


4-Pyr 


3110 


2-CI 



WO 03/015781 



PCT/JP02/08276 



243 



19-196 


4-F-Ph 


■4-Pyr. . 


§111 


2-C1 


19-197 


4-F-Ph 


4-Pyr . 


at 12 


2-C1 


19-198 


4-F-Ph 


4-Pyr 


m 13 


2-C1 


19-199 


4-F-Ph 


4-Pyr 


mu 


2-C1 


19-200 


4-F-Ph 


4-Pyr. . .• 


St 15 


2-Cl. ; 


19-201 


4-F-Ph 


4-Pyr 


9H16 


2-C1 


19-202 


4-F-Ph 


4-Pyr 


at 17 


2-C1 


19-203 


4-F-Ph 


'4-Pyr 


m 18 •; 


-. 2-Cl.. 


19-204 


4-F-Ph 


4-Pyr 


m 19 


2-C1 


19-205 


4-F-Ph 


4-Pyr 


^20 


2-Cl 


19-206 


4-F-Ph 


4-Pyr 


^21 


2-C1 


19-207 


4-F-Ph 


4-Pyr 


S22 


2-Cl 


19-208 


4-F-Ph 


4-Pyr 


3S23 


2-Cl 


19-209 


4-F-Ph 


4-Pyr 


9124 


2-Cl 


19-210 


4-F-Ph 


4-Pyr 


St 25 


2-Cl 


19-211 


4-F-Ph 


4-Pyr 


51 26 


2-Cl 


19-212 


4-F-Ph 


4-Pyr 


S§27 


2-Cl 


19-213 


4-F-Ph 


4-Pyr 


S28 


2-Cl 


1.9-214 


4-F-Ph 


4-Pyr 


3S29 


2-Cl 


19-215 


4-F-Ph 


4-Pyr 


3130 


2-Cl 


19-216 


4-F-Ph " 


4-Pyr* 


at 31 


2-Cl - 


19-217 


4-F-Ph 


4-Pyr 


^32 


2-Cl 


19-218 


4-F-Ph 


4-Pyr 


^33 


2-Cl 


19-219 


4-F-Ph 


4-Pyr 


3134 


2-Cl 


19-220 


4-F-Ph 


4-Pyr 


St 35 


2-Cl 


19-221 


4-F-Ph 


4-Pyr 


^36 


2-Cl 


19-222 


4-F-Ph 


4-Pyr 


3137 


2-Cl 


19-223 


4-F-Ph 


4-Pyr 


m 1 


2,2-diF 


19-224 


4-F-Ph 


4-Pyr 


m 2 


2,2-diF 


1 Q-995 


4-F-Ph 


4-Pvr 


St 3 


2,2-diF 


19-226 


4-F-Ph 


4-Pyr 


at 4 


2,2-diF 


19-227 


4-F-Ph 


4-Pyr 


st 5 


2,2-diF 


19-228 


4-F-Ph 


4-Pyr 


m 6 


2,2-diF 


19-229 


4-F-Ph 


4-Pyr 


31 7 


2,2-diF 


19-230 


4-F-Ph 


4-Pyr 


31 8 


2,2-diF 


19-231 


4-F-Ph 


4-Pyr 


at 9 


2,2-diF 



WO 03/015781 



PCT/JP02/08276 



244 



1 Q-939 


4_p_pii 


4-Pvr 

** i y i 


M 10 


2, 2-di 


F 


1 Q-933 

X D L 00 


t r rn 


4-Pvr 
t r y i 


§t 11 


2, 2-di 


F 


l y zot 


*t r ni 


A-Pvr 
t r yi 


St 12 


2, 2-di 


F 


l y zoo 


*t r in 


A— Pvr 
t r y i 


Sf 13 

vi< I O 


2 2-di 


F 


l y zoo 


A-V-Vh 
*t r ill 


A— Pvr 

t: r y i 


© 14 




F 


i y zo i 


A-P-Ph 
4 r rfl 


A— Pvr 

t r y i 


Hi 1 R 


9 9-ri 


p 


1 Q 9QC 

1 y _ Zoo 


A-P-Ph 
4 r r u 


ft r y i 


^ 1 D 


9 9-di 


V 

r 


1 0— 9QQ 

iy Zoy 


A-P-Ph 

4 r rn 


A-Pvr 
4: r y i 


ffi 1 7 


9 9-fl 


F 

r 


1 y Z4U 


4 r rn 


A-Pvr 
t r y i 


» 1 Q 
i?R 10 


9 9-fi 

Uy U U 




10 9/11 

l y-Z4i 


4 r ill 


A-Pvr 
*t r y r 


® i q 

5^ 13 


9 9-d 




lb ~Z4Z 


A-P-Ph 

4 r rn 


A— Pvr 
t r y i 


M 90 


2 2-d 

Uy U W 


F 


1 Q—9/IQ 

1 y _ Z4o 


4 r rfl 


A— p v r 

ft ry i 


^ ^1 


9 9-ri 

Ly L U 


F 


i y Z44 


A-P-Ph 
4 r ill 


A— P v r 
4 r y l 




9 2-d 


F 


1 Q— 9/iG 

i y Z4o 


A-P_Ph 
4 r ill 


A— Pvr 
ft r y i 


B§ 9^ 


9 2-d 


F 


1 Q-9Afi 

iy Z40 


A~P-Ph 
<t r ill 


A— Pvr 
ft r y i 


m 9 A 


9 2-d 


F 


1 0-9A7 

i y Z4< 


4 r rfl 


A -pvr 

ft r y i 


® 9R 


9 2-d 


iF 


1 Q—9/I C 

iy Z4o 


4 r rll 


A— Pvr 

ft r y i 


» 9ft 


9 9-d 


F 
ir 


Iy-Z4y 


A-P-Ph 
4 r rfl 


A— Pvr 

ry i 


® 97 


9 9-d 


iF 


1 0 9Kfi 

ly-zou 


4 r rfl 


A— Pvr 

4 ryr 


M 9R 
^ zo 


9 2-d 

Ly L U 


l r 


1 Q—9R1 

1 y-zoi 


A-F-Ph 
4 r rfl 


A— Pvr 
*t r y i 


^ 9Q 
i?R ^y 


9 9-d 


iF 


1 Q-9G9 


A-P-Ph 

4 r rfl 


A— Pvr 
ft r y i 


^ ou 


9 9-d 


iF 
1 1 


i y zoo 


A-P-Ph 

*t r rll 


A— Pvr 
t r y i 


m Q1 

^ 01 


9 9-d 


iF 


1 Q-9RA 

i y £04 


A-F-Ph 

*t r rn 


A— Pvr 
ft ryr 


M ^9 

i?fC Oir 


9 9-d 


iF 


iy zoo 


A-P-Ph 
ft r rll 


A— Pvr 

4: r y i 


^ OO 


9 2-d 


iF 

Li 


iy zoo 


A-F-Ph 
*t r ru 


A— Pvr 
ft r y l 


S4 


2 2-d 

U y Li U 


iF 


i y zo i 


A-F-Ph 
ft r rn 


A— Pvr 
ft r y l 




2 2-d 


iF 


i y zoo 


A-F-Ph 
4 r ru 


A— Pvr 
ft r y i 


OU 


9 9-d 


iF 
l r 


iy zoy 


A-F-Ph 
4 r rfl 


A— Pvr 
ft r y i 


© ^7 

-PR. O 1 


9 2-d 


iF 


i y zou 


A-F-Ph 
ft r rfl 


A— Pvr 
<t ryr 


© 1 


8-Mp 

0 luC 




in oc!i 

19-261 


4-r-rtl 


A DirK 

4-ryr 


M Z 


Q_U a 

o-Me 




19-262 


4-F-Ph 


4-Pyr 


at 3 


8-Me 




19-263 


4-F-Ph 


4-Pyr 


at 4 


8-Me 




19-264 


4-F-Ph 


4-Pyr 


m 5 


8-Me 




19-265 


4-F-Ph 


4-Pyr 


at 6 


8-Me 




19-266 


4-F-Ph 


4-Pyr 


at i 


8-Me 




19-267 


4-F-Ph 


4-Pyr 


at 8 


8-Me 





WO 03/015781 



PCT/JP02/08276 



245 



19-268 


4-F-Ph 


4-Pyr 


at 9 


8-Me 


19-269 


4-F-Ph 


4-Pyr 


St 10 


8-Me 


19-270 


4-F-Ph 


4-Pyr 


sin 


8-Me 


19-271 


4-F-Ph 


4-Pyr 


31 12 


8-Me 


19-272 


4-F-Ph 


4-Pyr 


at 13 


8-Me 


19-273 


4-F-Ph 


4-Pyr 


5114 


8-Me 


19-274 


4-F-Ph 


4-Pyr 


at is 


8-Me 


19-275 


4-F-Ph 


'4-Pyr ' 


§116 


8-Me 


19-276 


4-F-Ph 


4-Pyr 


5117 


8-Me 


19-277 


4-F-Ph 


4-Pyr 


at is 


8-Me 


19-278 


4-F-Ph 


4-Pyr 


5119 


8-Me 


19-279 


4-F-Ph 


4-Pyr 


at 20 


8-Me 


19-280 


4-F-Ph 


4-Pyr 


at 21 


8-Me 


19-281 


4-F-Ph 


4-Pyr 


^22 


8-Me 


19-282 


4-F-Ph 


4-Pyr 


SI 23 


8-Me 


19-283 


4-F-Ph 


4-Pyr 


at 24 


8-Me 


19-284 


4-F-Ph 


4-Pyr 


at 25 


8-Me 


19-285 


4-F-Ph 


4-Pyr 


at 26 


8-Me 


19-286 


4-F-Ph 


4-Pyr 


mi 


8-Me 


19-287 


4-F-Ph 


4-Pyr 


at 28 


8-Me 


19-288 


4-F-Ph 


4-Pyr 


^29 


8-Me 


19-289 


4-F-Ph 


4-Pyr 


S30 


8-Me 


19-290 


4-F-Ph 


4-Pyr 


at 31 


8-Me 


19-291 


4-F-Ph 


4-Pyr 


§132 


8-Me 


19-292. 


4-F-Ph 


4-Pyr 


§1 33 


8-Me 


19-293 


4-F-Ph 


4-Pyr 


at 34 


8-Me 


19-294 


4-F-Ph 


4-Pyr 


at 35 


8-Me 


19-295 


4-F-Ph 


4-Pyr 


at 36 


8-Me 


19-296 


4-F-Ph 


4-Pyr 


at 37 


8-Me 


19-297 


4-F-Ph 


2-NH 2 -4-Pym 


at i 


H 


19-298 


4-F-Ph 


2-NH 2 -4-Pym 




H 


19-299 


4-F-Ph 


2-NH 2 -4-Pym 


at 3 


H 


19-300 


4-F-Ph 


2-NH 2 -4-Pym 


at 4 


H 


19-301 


4-F-Ph 


2-NH 2 -4-Pym 


at 5 


H 


19-302 


4-F-Ph 


2-NH 2 -4-Pym 


at 6 


H 


19-303 


4-F-Ph 


2-NH 2 -4-Pym 


at 7 


H 



WO 03/015781 



PCT/JP02/08276 



246 



i q-3(u 


4-F-Ph 


2-MH .-4-Pvm 




H 

11 


1 Q-30R 

1 u Q\JO 


t r r ii 




^ 9 


H 
ii 


1 Q-3flfi 


TT 1 I 11 


it mio * i jiii 




H 
11 


1 17 OU 4 


A-V-T>h 
i r r u 


6 1*11 2 ft ryiu 


vrc 1 1 


H 

JUL 


I o OUO 


tc r ru 


9— MR _4_p vm 

z> 11X12 ft ryiu 


1 Zi 


H 
n 


i y ouy 


4-F-Ph 


L nii2 fr JT y ill 


•5^ 1 0 


n 


1 Q-31 n 
i y oiu 


*t r rii 


z nn^ ft ryui 


S 1 4 


u 

n. 


i y oi l 


ft r rii 


9-MII -4~Pvm 

z 1NXI2 ft rym 


■i^ 1 0 


u 
n 


1 Q-Q1 9 

i y oi l 


ft r ru 


z 1N1I2 ft rym 


m 1 « 
iM 10 


u 
n 


i y oio 


*t r rll 


9 -Mil -i-Pvin 
z iNii2 ft rym 


® 1 7 


u 
n 


1 y 0X4: 


*t r rll 


z i>ii2 ft rym 


i?R 10 


u 
n 


i y oio 


ft r ni 


9— WW — zl-Pvm 
Zt 111I2 ft rym 


v& 1 y 


u 
n 


l y oio 


ft r ill 


9— WU —A—Vxjm 

z iiii2 ft rym 


£53. zu 


u 
n 


1 Q-31 7 

i y oil 


*t r rll 


b 111I2 ft rym 


bi 


u 
n 


l y oio 


i_p_Ph 
ft r rll 


l iiiig ft rym 


^ bb 


11 


i y oiy 


ft r ru 


^ 11I12 ft rym 


-iTR. ZO 


n 


1 Q-39A 
i y ozu 


*t r ru 


6 1N112 ft rym 


B§ 94 
Z^t 


11 
n 


i y oz-i 


ft r rii 


L 111I2 ft rym 


m or 

*?R ZD 


u 
n 


iy OZZ 


ft r ru 


L 1MI2 ft rym 


m 9c 
i*cl bv 


u 
n 


1 Q-Q9Q 

i y oz-o 


ft r rn 


l IN1I2 ft rym 


M 97 

^ b ( 


tr 
n 


1 Q-39A 

i y oL't 


ft r rii 


z 1NJI2 fr rym 


W Zo 


H 
11 


1 Q-395 

1 y OZD 


ft r ru 


Zi 11H2 ft rym 


« 90 

zy 


n 


i y ozu 


fi r ru 


b nii2 fi rym 


5^ ow 


11 
n 


1 Q-Q97 

l y oz i 


ft r rii 


b nri2 ft rym 


^ 01 


n 


i y ozo 


4-E-Ph 
ft r rii 


z 11112 fi rym 


© 39 
5^ oz 


U 
n 


1 Q-Q9Q 

i y obv 


ft r ru 


9—MU -4-Pvm 
£» nii2 fi rym 


00 


n. 


1 Q-99n 

i y oou 


*t r ru 


z. ivn.2 ft rym 


® 34 

i?R Ot 


11 


1 Q-331 
i y ooi 


*t r rii 


l nrig ft r ym 


£H OD 


11 

n 


1 y OOZ 


rr o 


l 111I2 ft rym 


® 3fi 


U 
n 


1 y 000 


ft i 1 rfl 


/( nri2 ^ rym 


© 37 


u 
11 


19-334 


4-F-Ph 


2-NH 2 -4-Pym 


S 1 


2-Me 


19-335 


4-F-Ph 


2-NH 2 -4-Pym 


m 2 


2-Me 


19-336 


4-F-Ph 


2-NH r 4-Pym 


H 3 


2-Me 


19-337 


4-F-Ph 


2-NH r 4-Pym 


X 4 


2-Me 


19-338 


4-F-Ph 


2-NH r 4-Pym 


at 5 


2-Me 


19-339 


4-F-Ph 


2-NH 2 -4-Pym 


m 6 


2-Me 



WO 03/015781 



247 



PCT/JP02/08276 



19-340 


4-F-Ph 


2-NH r 4-Pym 


m 1 


2-Me 


19-341 


4-F-Ph 


2-NH 2 -4-Pym 


at 8 


2-Me 


19-342 


4-F-Ph 


2-NH 2 -4-Pym 


n 9 


' 2-Me 


19-343 


4-F-Ph 


2-NH,-4-Pym 


mo 


2-Me 


19-344 


4-F-Ph 


2-NH 2 -4-Pym 


mi 


2-Me 


19-345 


4-F-Ph 


2-NH,-4-Pym 


IS 12 


2-Me 


19-346 


4-F-Ph 


'2-NH r 4-Pym 


113 


2-Me 


19-347 


4-F-Ph 


. 2-NH 2 -4-Pym 


m4 


. 2-Me 


19-348 


4-F-Ph 


2-NHj-4-Pym . 


mi ' 


2-Me 


19-349 


4-F-Ph 


2-NH 2 -4-Pym 


at i6 


2-Me 


19-350 


4-F-Ph 


2-NH 2 -4-Pym 


117 


2-Me 


19-351 


4-F-Ph 


2-NH 2 -4-Pym 


M 18 


2-Me 


19-352 


4-F-Ph 


2-NH 2 -4-Pyra 


119 


2-Me 


19-353 


4-F-Ph 


2-NH 2 -4-Pym 


3120 


2-Me 


19-354 


4-F-Ph 


2-NH 2 -4-Pym 


121 


2-Me 


19-355 


4-F-Ph 


2-NH 2 -4-Pym 


SI 22 


2-Me 


19-356 


4-F-Ph 


2-NH 2 -4-Pym 


Si 23 


2-Me 


19-357 


4-F-Ph 


2-NH 2 -4-Pym 


St 24 


2-Me 


19-358 


4-F-Ph 


2-NH,-4-Pym 


125 


2-Me 


19-359 


4-F-Ph 


2-NH 2 -4-Pym 


126 


. 2-Me 


19-360 


4-F-Ph 


2-NH 2 -4-Pym 


1.27 


2-Me 


19-361 


4-F-Ph 


2-NH 2 -4-Pym 


128 


2-Me 


19-362 


4-F-Ph 


2-NH 2 -4-Pym 


129 


2-Me 


19-363 


4-F-Ph 


2-NH 2 -4-Pym 


130 


2-Me 


19-364 


4-F-Ph 


2-NH 2 -4-Pym 


131 


2-Me 


19-365' 


4-F-Ph 


2-NH 2 -4-Pym 


132 


2-Me 


19-366 


4-F-Ph 


2-NH 2 -4-Pym 


133 


2-Me 


19-367 


4-F-Ph 


2-NH 2 -4-Pym 


134 


2-Me 


19-368 


4-F-Ph 


2-NH 2 -4-Pym 


135 


2-Me 


19-369 


4-F-Ph 


2-NH 2 -4-Pym 


136 


2-Me 


19-370 


4-F-Ph 


2-NH 2 -4-Pym 


137 


2-Me 


19-371 


4-F-Ph 


2-NH 2 -4-Pym 


1 1 


2-OH 


19-372 


4-F-Ph 


2-NH r 4-Pym 


1 2 


2-OH 


19-373 


4-F-Ph 


2-NH r 4-Pym 


1 3 


2-OH 


19-374 


4-F-Ph 


2-NH 2 -4-Pym 




2-OH 


19-375 


4-F-Ph 


2-NH 2 -4-Pym 


1 5 


2-OH 



WO 03/015781 



PCT/JP02/08276 



248 



19-376 


4-F-Ph 


2-NH 2 -4-Pym 


U 6 


2-0H 


19-377 


4-F-Ph 


2-NH 2 -4-Pym 


M 7 


2-0H 


19-378 


4-F-Ph 


2-NH 2 -4-Pym 


m 8 


2-0H 


19-379 


4-F-Ph 


2-NH 2 -4-Pym 


m 9 


2-0H 


19-380 


4-F-Ph 


2-NH 2 -4-Pym 


'^10 


2-0H 


19-381 


4-F-Ph 


2-NH 2 -4TPym 


Sll 


2-0H 


19-382 


4-F-Ph 


2-NH 2 -4-Pym 




2-0H 


19-383 


4-F-Ph 


2-NH 2 -4-Pym 


^ 13 


2-0H 


19-384 


4-F-Ph 


2-NH 2 -4-Pym 


Sin 


2-0H 


19-385 


4-F-Ph 


2-NH 2 -4-Pym 


^15 


2-0H 


19-386 


4-F-Ph 


2-NH 2 -4-Pym 


3116 


2-0H 


19-387 


4-F-Ph 


2-NH 2 -4-Pym 


^17 


2-0H 


19-388 


4-F-Ph 


2-NH 2 -4-Pym 


^18 


2-0H 


19-389 


4-F-Ph 


2-NH 2 -4-Pym 


M 19 


2-0H 


19-390 


4-F-Ph 


2-NH 2 -4-Pym 


S20 


2-0H 


19-391 


4-F-Ph 


2-NH 2 -4-Pym 


mi\ 


2-0H 


19-392 


4-F-Ph 


2-NH 2 -4-Pym 




2-0H 


19-393 


4-F-Ph 


2-NH 2 -4-Pym 




2-0H 


19-394 


4-F-Ph 


2-NH 2 -4-Pym 


nu 


2-0H 


19-395 


4-F-Ph 


2-NH 2 -4-Pym 


^25 


2-0H 


19-396 


4-F-Ph 


2-NH 2 -4-Pym 


^26 


2-0H 


19-397 


4-F-Ph 


2-NH 2 -4-Pym 


S27 


2-0H 


19-398 


4-F-Ph 


2-NH 2 -4-Pym 


S28 


2-0H 


19-399 


4-F-Ph 


2-NH 2 -4-Pym 


S29 


2-0H 


19-400 


4-F-Ph 


2-NH 2 -4-Pym 


S30 


2-0H 


19-401 


4-F-Ph 


2-NH 2 -4-Pym 


Mil 


2-0H 


19-402 


4-F-Ph 


2-NH 2 -4-Pym 


Mil 


2-0H 


19-403 


4-F-Ph 


2-NH 2 -4-Pym 


S33 


2-OH 


19-404 


4-F-Ph 


2-NH 2 -4-Pym 


S34 


2-0H 


19-405 


4-F-Ph 


2-NH 2 -4-Pym 


^35 


2-0H 


19-406 


4-F-Ph 


2-NH 2 -4-Pym 


§136 


2-0H 


19-407 


4-F-Ph 


2-NH 2 -4-Pym 


mi 


2-0H 


19-408 


4-F-Ph 


2-NH 2 -4-Pym 


n i 


2-Me0 


19-409 


4-F-Ph 


2-NH 2 -4-Pym 


n 2 


2-Me0 


19-410 


4-F-Ph 


2-NH 2 -4-Pym 


m 3 


2-Me0 


19-411 


4-F-Ph 


2-NH 2 -4-Pym 


m 4 


2-Me0 



WO 03/015781 



PCT/JP02/08276 



249 



19-412 


4-F-Ph 


2-NH 2 -4-Pym- 


m 5 


2-Me0 


19-413 


4-F-Ph 


2-NH 2 -4-Pym 


m 6 


2-MeO 


19-414 


4-F-Ph 


2-NH 2 -4-Pym 


m 7 


2-Me0 


19-415 


4-F-Ph 


2-NH 2 -4-Pym 


n 8 


2-Me0 


19-416 


4-F-Ph 


2-NH 2 -4-Pym 


m 9 


2-Me0 


19-417 


4-F-Ph 


2-NH 2 -4-Pym 


M 10 


2-Me0 


19-418 


4-F-Ph 


2-NH 2 -4-Pym 


M 11 


2-MeO 


19-419 


4-F-Ph 


2-NH 2 -4-Pym 


• Mil 


2-MeO 


19-420 


4-F-Ph 


2-NH 2 -4-Pym 


W. 13 


2-MeO 


19-421 


4-F-Ph 


2-NH 2 -4-Pym 


W 14 


2-MeO 


19-422 


4-F-Ph 


2-NH 2 -4-Pym 


5115 


2-MeO 


19-423 


4-F-Ph 


2-NH 2 -4-Pym 


^16 


2-MeO 


19-424 


4-F-Ph 


2-NH 2 -4-Pym 


5117 


2-MeO 


19-425 


4-F-Ph 


2-NH,-4-Pym 


5118 


2-MeO 


19-426 


4-F-Ph 


2-NH 2 -4-Pym 


5119 


2-MeO 


19-427 


4-F-Ph 


2-NH 2 -4-Pym 


S20 


2-MeO 


19-428 


4-F-Ph 


2-NH 2 -4-Pym 


5121 


2-MeO 


19-429 


4-F-Ph 


2-NH 2 -4-Pym 


5122 


2-MeO 


19-430 


4-F-Ph 


2-NH 2 -4-Pym 


5123 


2-MeO 


19-431 


4-F-Ph 


2-NH 2 -4-Pym 


5124 


2-MeO 


19-432 


4-F-Ph 


2-NH 2 -4-Pym 


S25 


2-MeO 


19-433 


4-F-Ph 


2-NH 2 -4-Pym 


n 26 


2-MeO 


19-434 


4-F-Ph 


2-NH 2 -4-Pym 


5i27 


2-MeO 


19-435 


4-F-Ph 


2-NH 2 -4-Pym 


5! 28 


2-MeO 


19-436 


4-F-Ph 


2-NH 2 -4-Pym 


5129 


2-MeO 


19-437 


4-F-Ph 


2-NH 2 -4-Pym 


^30 


2-MeO 


19-438 


4-F-Ph 


2-NH 2 -4-Pym 


5131 


2-MeO 


19-439 


4-F-Ph 


2-NH 2 -4-Pyi 


5132 


2-MeO 


19-440 


4-F-Ph 


2-NHj-4-Pym 


5133 


2-MeO 


19-441 


4-F-Ph 


2-NH r 4-Pym 


M. 34 


2-MeO 


19-442 


4-F-Ph 


2-NH 2 -4-Pym 


5135 


2-MeO 


19-443 


4-F-Ph 


2-NH 2 -4-Pym 


5136 


2-MeO 


19-444 


4-F-Ph 


2-NH 2 -4-Pym 


5137 


2-MeO 


19-445 


4-F-Ph 


2-NH 2 -4-Pym 


m i 


2-F 


19-446 


4-F-Ph 


2-NH 2 -4-Pym 


m. 2 


2-F 


19-447 


4-F-Ph 


2-NH 2 -4-Pym 


m 3 


2-F 



WO 03/015781 



PCT/JP02/08276 



250 



19-448 


4-F-Ph 


2-NH,-4-Pym 


M 4 


2-F 


19-449 


4-F-Ph 


2-NHo-4-Pvm 


^ 5 


2-F 


19-450 


4-F-Ph 


2-NHn-4-Pvm 


^ 6 


2-F 


1 9-4R1 


4-F-Ph 
t r r ii 


u " I jUi 


S 7 


2-F 


I J? tu£ 


t r ru 


9-WU -4-Pvm 
6 11112 * r yiu 




2-F 


1 D tOO 


t r r u 


9 -Nil _A-PvTTl 

& niig t 1 y 111 




2-F 


1 y 'iot 




Li IIXI2 ^ 1 J 111 


® 1(1 

^Jjt lU 


9-F 


1 y ^00 


A-F_Ph 
t V ill 


& 11H2 t ryiii 


1 1 


9-F 


i y ftOD 


t r ru 




5§ 1 9 


9-F 


i y to i 


A_p_Ph 
He r ru 


l 11112 * *y 


5*K 1 " 


9-F 


i y too 


t r i ii 


6 "112 y 


S 14 

'VR l^r 


2-F 


1 Q-A 
i y toy 


t r ru 


9 -NTT -4-Pvm 
£ I1H2 t r y 111 


1 0 


2-F 

Lt 1 


1 y tOu 


Tt f I 11 


l I1II2 t 1 y 111 


S 1fi 
10 


9-F 

u 1 


1 Q-dfil 

1 y tu 1 


t r ru 


9 -WW _A_p vm 
l 11x12 t i ym 


© 17 


2-F 


1 y tu L 


t r ru 


9-NU -4-Pvin 

u 11112 y 


VTt 1 0 


9-F 

u 1 


1 y too 


t r i n 


l 11H2 * 1 ym 


S 19 
art 1 y 


2-F 
ii 1 


1 y tot 


t r r u 


9_mu -4-Pvm 
£1 11112 t 1 y 111 


S 20 


2-F 

L 1 


i y too 


ft r i n 


9-MU -4-Pvm 

L I1II2 t: i y Hi 


S ?1 
^ ^1 


9-F 


i y too 


t r i ii 


L lillj *r 1 y 111 


m 99 


9-F 


i y 'to ( 


*± V ru 


9-NW -4-Pvm 
& 11H2 t: r ym 




9-F 


i y too 


t r i ii 


9-mu _4-p vm 


® ?4 


9-F 


i y toy 


t r i ii 


9-NU -A-Pvm 
it 11H2 t r y 111 


•t^rc £»o 


2-F 


1 Q-A70 
i y 1 1 u 


t r i ii 


9 -NTT -4-Pvm 
6 ring t 1 y 111 


© 9R 

ox) 


2-F 


1 Q-471 
i y tii 


t r i ii 


u 11O2 t 1 y 111 


M 97 


2-F 
i» 1 


1 Q-479 


t r i u 


t* 11112 t 1 y ill 


© 98 
"5?r< £o 


2-F 

L 1 


i Q-4.73 

1 17 t 1 0 


A-K-Vh 
t r i ii 


9 -MP -4-Pvm 


© 99 


2-F 
1 


1 Q-474 
x y tit 


t r i n 


l l^xig t i ym 


OU 


2-F 


i y 1 1 o 


t r i ii 


l iiiig ^ 1 yiu 


© 31 

-9k 01 


2-F 
l r 


l y t * o 


t r i ii 


l 11112 t 1 ym 


0^ 


2-F 


i Q-4.77 
i y tii 


t r r ii 


9-NH -4-Pvm 
ii 11112 *t 1 ym 


00 


2-F 


19-478 


4-F-Ph 


2-NH 2 -4-Pym 


at 34 


2-F 


19-479 


4-F-Ph 


2-NHj-4-Pym 


^35 


2-F 


19-480 


4-F-Ph 


2-NH 2 -4-Pym 


m36 


2-F 


19-481 


4-F-Ph 


2-NH r 4-Pym 


^37 


2-F 


19-482 


4-F-Ph 


2-NH 2 -4-Pym 


m 1 


2-C1 


19-483 


4-F-Ph 


2-NH r 4-Pym 


^ 2 


2-C1 



WO 03/015781 



PCT/JP02/08276 



251 



19-484 


4-F-Ph 


2-NH 2 -4-Pyra 




2-C1 


19-485 


4-F-Ph 


2-NH 2 -4-Pym 


Ht 4 


2-C1 


19-486 


4-F-Ph 


2-NH 2 -4-Pym 


m. 5 


2-C1 


19-487 


4-F-Ph 


2-NH r 4-Pym 


m. 6 


2-C1 


19-488 


4-F-Ph 


2-NH 2 -4-Pym 


m 7 


2-C1 


19-489 


4-F-Ph 


2-NH r 4-Pym 


at 8 . 


2-C1 


19-490 


4-F-Ph 


2-NH 2 -4-Pym 


X 9 


2-C1 


19—491 


4-F-Ph 


2-NH 2 -4-Pym 


SI 10 . 


. 2-C1 


19-492 


4-F-Ph 


2-NH 2 -4-Pym 




2-C1 


19-493 


4-F-Ph 


2-NH 2 -4-Pym 




2-C1 


19-494 


4-F-Ph 


2-NH 2 -4-Pym 




2-C1 


19-495 


4-F-Ph 


2-NH 2 -4-Pym 


stu 


2-C1 


19-496 


4-F-Ph 


2-NH,-4-Pym 


§115 


2-C1 


19-497 


4-F-Ph 


2-NH 2 -4-Pym 


8116 


2-C1 


19-498 


4-F-Ph 


2-NH 2 -4-Pym 


8117 


2-C1 


19-499 


4-F-Ph 


2-NH 2 -4-Pym 


8118 


2-C1 


19-500 


4-F-Ph 


2-NH 2 -4-Pym 


3119. 


2-C1 


19-501 


4-F-Ph 


2-NH 2 -4-Pym 


^20 


2-C1 


19-502 


4-F-Ph 


2-NH 2 -4-Pym 


S21 


2-C1 


19-503 


4-F-Ph 


2-NH 2 -4-Pym 


X22 


2-C1 


19-504 


4-F-Ph 


2-NH 2 -4-Pym 


X23- 


2-C1 


19-505 


4-F-Ph 


2-NH 2 -4-Pyi 


8124 


2-C1 


19-506 


4-F-Ph 


2-NH 2 -4-Pym 


S25 


2-C1 


19-507 


4-F-Ph 


2-NH 2 -4-Pym 


8126 


2-C1 


19-508 


4-F-Ph 


2-NH 2 -4-Pym 


8127 


2-C1 


19-509 


4-F-Ph 


2-NH 2 -4-Pym 


8128 


2-C1 


19-510 


4-F-Ph 


2-NH 2 -4-Pym 


8129 


2-C1 


19-511 


4-F-Ph 


2-NH 2 -4-Pym 


8130 


2-C1 


19-512 


4-F-Ph 


2-NH 2 -4-Pym 


8131 


2-C1 


19-513 


4-F-Ph 


2-NH 2 -4-Pym 


8132 


2-C1 


19-514 


4-F-Ph 


2-NH 2 -4-Pym 


. 8133 


2-C1 


19-515 


4-F-Ph 


2-NH 2 -4-Pym 


% 34 


2-C1 


19-516 


4-F-Ph 


2-NH 2 -4-Pym 


8135 


2-C1 


19-517 


4-F-Ph 


2-NH 2 -4-Pym 


^36 


2-C1 


19-518 


4-F-Ph 


2-NH 2 -4-Pym 


8137 


2-C1 


19-519 


4-F-Ph 


2-NH 2 -4-Pym 


n i 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



252 



19-520 


4-F-Ph 


2-NH 2 -4-Pym 


M. 2 


2, 2-diF 


19-521 


4-F-Ph 


2-NH r 4-Pym 


§i 3 


2, 2-diF 


19-522 


4-F-Ph 


2-NH 2 -4-Pym 


H 4 


2, 2-diF 


19-523 


4-F-Ph 


2-NH 2 -4-Pym 


St 5 


2, 2-diF 


19-524 


4-F-Ph 


2-NH 2 -4-Pyi 


Si 6 


2, 2-diF 


19-525 


4-F-Ph 


2-NH,-4-Pvm 

*-j i iiiy x i j in 


M 7 


2 2-diF 

u j u Ull 


19-526 


4-F-Ph 


2-NH 9 -4-Pym 

W Lilly X JUL 


^ 8 


2 2-diF 

u j u Ull 


19-527 


4-F-Ph 


2-NHo-4-Pym 

W IJlly A ± J 111 


9 


2 2-diF 


19-528 


4-F-Ph 


2-NHo-4-Pvm 

fJ i 1110 x X J in 


st in 




19-529 


4-F-Ph 


2-NH,-4-Pym 


S 11 


2 2-diF 


19-530 


4-F-Ph 


2-NH,-4-Pym 


SI 12 


2, 2-diF 


19-531 


4-F-Ph 


2-NH,-4~Pvm 

*** * IXXy X X J HI 




2 2-diF 

U f u Ull 


19-532 


4-F-Ph 


2-NH 2 -4-Pym 


*i 14 

-^Ts. x x 


2, 2-diF 


19-533 


4-F-Ph 


2-NH 2 -4-Pym 


M 15 


2, 2-diF 


19-534 


4-F-Ph 


2-NH,-4-Pyin 

u 1 1 ixy x x jf iil 


M 16 

VT< 1 U 


2 2-diF 

Uf U Ull 


19-535 


4-F-Ph 


2-NH,-4-Pyin 

tJ * 1 AAQ X X J III 


^ 17 


2 2-diF 

u f £j Ull 


19-536 


4-F-Ph 


2-NH,-4-Pvm 

*J * i A l y X X j 111 


M 18 


2 2-diF 

u 9 £1 ull 


19-537 


4-F-Ph 


2-NHo-4-PVIIl 


Bi 19 


2 2-diF 

u , 6 Ull 


19-538 


4-F-Ph 


2-NH,-4-Pvm 

M llllQ X X J 111 


^ 20 

b\j 


2 2-diF 

U 9 £1 u IX 


19-539 


4-F-Ph 


2-NH,-4-Pvm 

•J IU17 X X J JLU 


3i 21 


2 2-diF 


19-540 


4-F-Ph 


2-NH,-4-Pvm 

*J 1 »119 A X J ill 


81 22 


2 2-diF 

U y Li Ull 


19-541 


4-F-Ph 


2-NH 2 -4-Pym 


§1 23 


2 2-diF 

U ) Li Ull 


19-542 


4-F-Ph 


2-NH,-4-Pvm 


H 24 


2 2-diF 

Uy U Ull 


19-543 


4-F-Ph 


2-NH,-4-Pyin 


3® 25 


2 2-diF 

u j U Ull 


19-544 


4-F-Ph 


2-NH,-4-Pym 

M lllin X X JF ill 


11 26 


2 2-diF 

U y Ll Ull 


19-545 


4-F-Ph 


. 2-NHo-4-Pvm 

W 11 11. 2 X X JUS 


S 27 


2 2-diF 

Uy U Ull 


19-546 


4-F-Ph 


2-NH,-4-Pvra 

« ill Ly X X Jr til 


S 28 

b\j 


2 2-diF 

Uy Lt Ull 


19-547 


4-F-Ph 


2-NH,-4-Pym 

lillQ 1 1 Jr ill 


M 29 


2 2-diF 

U y U Ull 


19-548 


4-F-Ph 


2-NH,-4-Pvm 

*J i 7 * X Jill 


Si 30 


2 ?-diF 

by Li uxr 


19-549 


4-F-Ph 


2-NH,-4-Pvm 

1 Alio i 1 J ill 


3© 31 


2 ?-diF 

by £4 UH 


19-550 


4-F-Ph 


2-NH 2 -4-Pym 


3132 


2, 2-diF 


19-551 


4-F-Ph 


2-NH 2 -4-Pym 


133 


2, 2-diF 


19-552 


4-F-Ph 


2-NH 2 -4-Pym 


8134 


2, 2-diF 


19-553 


4-F-Ph 


2-NH 2 -4-Pym 


S35 


2, 2-diF 


19-554 


4-F-Ph 


2-NH 2 -4-Pym 


IS 36 


2, 2-diF 


19-555 


4-F-Ph 


2-NH 2 -4-Pym 


3137 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



253 



19-556 


4-F-Ph 


2-NH r 4-Pyni 


ft 1 


8-Me 


19-557 


4-F-Ph 


2-NH 2 -4-Pym 


.ft 2 


8-Me 


19-558 


4-F-Ph 


2-NH 2 -4-Pym 


ft 3 


8-Me 


19-559 


4-F-Ph 


2-NHj-4-Pym 


ft 4 


8-Me 


19-560 


4-F-Ph 


2-NH,-4-Pym 

2 * 


. ft 5 


8-Me 


19-561 


4-F-Ph 


2-NH,-4-Pym 


ft 6 


8-Me 


19-562 


4-F-Ph 


2-NH r 4-Pym 


ft 7 


8-Me 


19-563 


4-F-Ph 


. 2-NH 2 -4-¥ym 


. ft 8 •: 


. 8-Me 


19-564 


4-F-Ph 


2-NH,-4-Pym 


ft 9 


8-Me 


19-565 


4-F-Ph 


2-NH 2 -4-Pym 


ft 10 


8-Me 


19-566 


4-F-Ph 


2-NH 2 -4-Pym 


ft 11 


8-Me 


19-567 


4-F-Ph 


2-NH 2 -4-Pyi 


ft 12 


8-Me 


19-568 


4-F-Ph 


2-NH 2 -4-Pym 


ft 13 


8-Me 


19-569 


4-F-Ph 


2-NH 2 -4-Pym 


ft 14 


8-Me 


19-570 


4-F-Ph 


2-NH 2 -4-Pym 


ft 15 


8-Me 


19-571 


4-F-Ph 


2-NH 2 -4-Pym 


ft 16 


8-Me 


19-572 


4-F-Ph 


2-NH 2 -4-Pym 


ftl7 


8-Me 


19-573 


4-F-Ph 


2-NH 2 -4-Pym 


ftl8 


8-Me 


19-574 


4-F-Ph 


2-NH 2 -4-Pym 


ft 19 


8-Me 


19-575 


4-F-Ph 


2-NH 2 -4-Pym 


ft 20 


8-Me 


19-576 


4-F-Ph 


' 2-NH 2 -4- i Pym 


ft 21 " 


■ 8-Me 


19-577 


4-F-Ph 


2-NH 2 -4-Pym 


ft 22 


8-Me 


19-578 


4-F-Ph 


2-NH 2 -4-Pym 


ft 23 


8-Me 


19-579 


4-F-Ph 


2-NH 2 -4-Pym 


ft 24 


8-Me 


19-580 


4-F-Ph 


2-NH 2 -4-Pym 


ft 25 


8-Me 


19-581 


4-F-Ph 


2-NH 2 -4-Pym 


ft 26 


8-Me 


19-582 


4-F-Ph 


2-NH 2 -4-Pym 


ft 27 


8-Me 


19-583 


4-F-Ph 


2-NH 2 -4-Pym 


ft 28 


8-Me 


19-584 


4-F-Ph 


2-NH 2 -4-Pym 


ft 29 


8-Me 


19-585 


4-F-Ph 


2-NH 2 -4-Pym 


ft 30 


8-Me 


19-586 


4-F-Ph 


2-NH 2 -4-Pym 


ft 31 


8-Me 


19-587 


4-F-Ph 


2-NH 2 -4-Pym 


ft 32 


8-Me 


19-588 


4-F-Ph 


2-NH 2 -4-Pym 


ft 33 


8-Me 


19-589 


4-F-Ph 


2-NH 2 -4-Pym 


ft 34 


8-Me 


19-590 


4-F-Ph 


2-NH 2 -4-Pym 


ft 35 


8-Me 


19-591 


4-F-Ph 


2-NH 2 -4-Pyi 


ft 36 


8-Me 



WO 03/015781 



PCT/JP02/08276 



254 



19-592 


4-F-Ph 


2-NrL-4-Pvm 

Li 11119 * X J 111 


S 37 


8-Me 




4~F-Ph 

* 1 A 11 


2-MeNH-4-Pvm 


M 1 


H 


1Q-5Q4 


Tt 1 X 11 


?-MpNH-4-Pvri 

U UiC/lill TT X Jill 


M 2 


H 


1 Q— coc: 
X ij ovo 




?-MpNH-4-Pvm 

U 111 C 11 11 TT 1 J ill 


iS 3 


H 


1Q-RQfi 


4_ , p_pv 1 


°-MpNH-4-Pvm 

& iTiciiii ^ x yui 


M 4 


H 
11 


1 Q-RQ7 
i y Do * 


t r rn 


9-MpNH-4-Pvm 
l mciiix t ryiu 


91 5 


H 


1.9 u 90 


f r rn 


l iHciixi ft xym 


a fi 

t^i 0 


11 


iy— oyy 


A_F-Ph 

t r rn 


9-MpMH-4-Pvtti 
l jyicnri ^ r y 111 


S 7 


H 
11 


1 Q-finn 
iy duu 


4-F-Ph 
t r x u 


l jvicpiii tc x y 111 




11 


1 Q-fi01 
1 y OU1 


A_F-Ph 
*t r rn 


9-MpNTT-4-Pvm 


^ y 


u 

IX 


1 y \jKjl 


t «r rn 


9-Mpltftf-4-Pvm 
6 luunll *t xylll 


xS 10 




l y duo 


A-F-Ph 


9-MpNH-4-Pvm 
iiici"n ft xym 


?f<. 1 1 






ft r r 11 


a lviciixi ft ryui 


© 1 ? 


H 




A-F-Ph 
*t r rii 


9-MpMTT-4-Pvm 
l liiciin ^ x yui 


-i?r< 1 0 


H 
11 


l y quo 


A-F-Ph 
ft r rii 


9-MpWU~A-Pvm 


B§ 14 


H 
11 


1 *j OU I 


A_F-Ph 
ft r r li 


L lYlClill t: x y iil 


© 15 

t?R 1 0 


H 
11 


1 Q-fifl£ 
1 v ouo 


A-F-Ph 
ft r r ii 


l lTicnn *t r ym 


St 1 fi 


11 


1 Q-fiflQ 
i y ouy 


A-F-Ph 
t r ru 


9-MpWR-4-Pvtti 
l wicnn *i ryiu 


jM 1 7 


u 

n 


1 Q-fi1 n 
i.y oiu 


A-F-Ph 
ft r rii 


Zt ivicnii ft rym 


xM 1 R 

10 


U 
11 


1 Q-fil 1 
i y oil 


A-F-Ph 
ft r rn 


9-MpNTT-4-Pvm 
l lucnn. x ryiu 


IB 1 Q 
1 y 


XI 


1 Q-A1 9 

1 u 01 £ 


4-F-Ph 
ft r r n 


9-MpMU_A-Pvm 
6 iiicnii ft xym 


m 9fl 


u 

XI 


i y oio 


A-F-Ph 
ft r x n 


9 -M p NTT- A— P vtti 
6 luciiri ft ryiu 


i^. ^1 


n 


1 Q-fi1 1 
i y o i ft 


A-F-Ph 
ft r r n 


9~MpMTT~4-Pvm 
u lucixn ft rym 


© 9? 


TJ 

XI 


1 Q-fil R 
i y oio 


ft r r n 


9-MpMW-d-Pvm 
l liiciin ft x ym 


xS 9^ 


n 


i y u l u 


A_F-Ph 

t: r X 11 


9-MpNH-4-Pvm 
l iucmi t x ym 


M ?4 




1 Q-fil 7 
i y oil 


A_F-Ph 


9 -MpNTJ-4-P vm 
l iviciixi ■ t x ym 




XL 


l y oi o 


A-F-Ph 
t r rii 


?-MpW-4-Pvtti 


IS ?fi 


u 

11 


l y oi3 


A-F-Ph 
t r x 11 


?-MpNH-4-Pvtti 
l lYiciin *t r ym 


IS 27 


u 

XI 


1 Q-fi9fl 


ft r rn 


9-MpWJ-4-Pvtti 
l lYiciixi *t rym 


IS ?R 

£«0 


n 


in C01 

iy-ozi 




Z-MeiNii-4-ryin 


» Zy 


u 
n 


19-622 


4-F-Ph 


2-MeNH-4-Pym 


«30 


H 


19-623 


4-F-Ph 


2-MeNH-4-Pym 


X31 


H 


19-624 


4-F-Ph 


2-MeNH-4-Pym 


^32 


H 


19-625 


4-F-Ph 


2-MeNH-4-Pym 


S33 


H 


19-626 


4-F-Ph 


2~MeNH-4-Pym 


5S34 


H 


19-627 


4-F-Ph 


2-MeNH-4-Pym 


^35 


H 



WO 03/015781 



PCT/JP02/08276 



255 



19-628 


4-F-Ph 


2-MeNH-4-Pym 


S36 


H 


19-629 


4-F-Ph 


2-MeNH-4-Pym 


3137 


H 


19-630 


4-F-Ph 


2-MeNH-4-Pym 


m 1 


2-Me 


19-631 


4-F-Ph . 


2-MeNH-4-Pym 


n 2 • 


2-Me 


19-632 


4-F-Ph 


2-MeNH-4-Pym 


at 3 


2-Me . 


19-633 


4-F-Ph 


2-MeNH-4-Pym 


m 4 


2-Me 


19-634 


4-F-Ph 


2-MeNH-4-Pym 


m 5 


2-Me 


19-635 


4-F-Ph 


2-MeNH-4-Pym 


m 6 


2-Me 


19-636 


4-F-Ph 


2-MeNH-4-Pym 


m 7 


2-Me 


19-637 


4-F-Ph 


2-MeNH-4-Pym 


M 8 


2-Me 


19-638 


4-F-Ph 


2-MeNH-4-Pym 


m 9 


2-Me 


19-639 


4-F-Ph 


2-MeNH-4-Pym 


Stio 


2-Me 


19-640 


4-F-Ph 


2-MeNH-4-Pym 


mn 


2-Me 


19-641 


4-F-Ph 


2-MeNH-4-Pym 


mn 


2-Me 


19-642 


4-F-Ph 


2-MeNH-4-Pym 


mi3 


2-Me 


19-643 


4-F-Ph 


2-MeNH-4-Pym 


S14 


2-Me 


19-644 


4-F-Ph 


2-MeNH-4-Pym 


mis 


2-Me 


19-645 


4-F-Ph 


2-MeNH-4-Pym 


S16 


2-Me 


19-646 


4-F-Ph 


2-MeNH-4-Pym 


mn 


2-Me 


19-647 


4-F-Ph 


2-MeNH-4-Pym 


§118 


2-Me 


19-648 


4-F-Ph 


2-MeNH-4-Pym 


811.9 


2-Me 


19-649 


4-F-Ph 


2-MeNH-4-Pym 


3120 


2-Me 


19-650 


4-F-Ph 


2-MeNH-4-Pym 


mi 


2-Me 


19-651 


4-F-Ph 


2-MeNH-4-Pym 


mn 


2-Me 


19-652 


4-F-Ph 


2-MeNH-4-Pym 


mn 


2-Me 


19-653 


4-F-Ph 


2-MeNH-4-Pym 


mu 


2-Me 


19-654 


4-F-Ph 


2-MeNH-4-Pym 


§125 


2-Me 


19-655 


4-F-Ph 


2-MeNH-4-Pym 


SI26 


2-Me 


19-656 


4-F-Ph 


2-MeNH-4-Pym 


St 27 


2-Me 


19-657 


4-F-Ph 


2-MeNH-4-Pym 


^28 


2-Me 


19-658 


4-F-Ph 


2-MeNH-4-Pym 


St 29 


2-Me 


19-659 


4-F-Ph 


2-MeNH-4-Pym 


St 30 


2-Me 


19-660 


4-F-Ph 


2-MeNH-4-Pym 


» 31 


2-Me 


19-661 


4-F-Ph 


2-MeNH-4-Pym 


mzi 


2-Me 


19-662 


4-F-Ph 


2-MeNH-4-Pym 


^33 


2-Me 


19-663 


4-F-Ph 


2-MeNH-4-Pym 


^34 


2-Me 



WO 03/015781 



256 



PCT/JP02/08276 



1 O UUT 


A-V-Vh 

T X X 11 


2-MeNH-4-Pvm 

Lt 111 V-> 1111 A 1 J 111 


m 35 


2-Me 


IQ-fifiR 


7 1 I 11 


2-MeNH-4-Pvni 

Lt ITJVslill i 1 J ill 


^ 36 


2 -Me 


1 y UUU 


fx 111 


2-MpNH-4-Pvm 

Lt LYltnil x I jlll 


3f 37 


2-Me 


1 Q-fifi7 
i y do i 


A_P_Ph 
t r ni 


9-MpNH-4-Pvm 


Si 1 


2-OH 

Lt \)XX 


1 y duo 


t r ni 


9-MpNH-4-Pvm 

L lYlCllIl *t i yui 




L Vll 


i y ooy 


*t r i ii 


9-MpNH-4-Pvm 

L ivicnn rt I yjil 




2-OH 

Lt Ull 


1 Q-fi7fl 

iy d ( u 


<t r r u 


9-MpNFU-A-Pvm 
L mcrin ft ryiii 




9-OH 
6 un 


iy o ( 1 


f r xli 


9-MpNH-4-Pvtti 
l lYiunn t ryjii 




9-OH 
L un 


t Q— £79 
ly~o i Z 


ft r rfl 


9-MpNtf-A-Pvm 


W o 


U \JXX 


ly 0(0 


ft r ril 


9-MpNH-A-Pvm 
l lucnn ft ryiii 


S 7 


9-OH 
L un 


1 Q-fi7zL 


A-V-Vh 
*t r ni 


9-MpNH-A-Pvm 
l ivici>n *t rym 


M R 


9-OH 
a un 


ly o (0 


*t r ru 


9— MpNTT-A— Pvm 
z lYiciNn ft ryiu 


^ y 


9 -AH 
£ un 


1 Q-fi7fi 
i y 0(0 


t r i ii 


9— MpNU-A— Pvm 
u fflciiii * i y ill 


® 1 n 

5^ 1U 


9-OH 
l un 


1 Q-fi77 

iy oci 


f r ill 


9— Mp NTH- A— Pvm 
£ lYicnn 4- ryiii 


© 1 1 


9-OH 
l un 


iy o / o 


*t r rii 


9 -MpNTT-zt-Pvm 
6 JYlclm f X jr 111 


1 ^ 


9-OH 
£ un 


1 Q-K7Q 

i y o f y 


A-F-Ph 

f r ni 


9-MpNtf-4.-Pvm 
Zi lYicwn. ft i yui 


^ 10 


9-OH 
u un 


i y oou 


*t r i ii 


9-MpMTT-d-Pvm 
l lviciiii ft i y iii 


S 14 

^ ift 


9-OH 
£ un 


i y ooi 


A-F-Ph 
ft r rn 


9-MpNFTT-I-Pvtti 
L lYlClMl *t i y 111 


S§ 1 ^ 

^ 1 0 


9-OH 
u un 


ty uoz 


ft r ill 


9-MpNTT-A-Pvm 
z inciin *± x y in 


•y^ lo 


9-OH 
l un 


1 CURRQ 

I y Ooo 


A-F_Ph 

ft V ill 


9-MpMTT-d.-Pvm 
Z, IHCnll 4: rym 


Bit 17 


9-OH 
£ un 


1 Q-fiRA 

i y ooft 


A-F-Ph 
ft r 1 11 


z lYiciin *t i y iii 


m i q 

1 0 


9-OH 

L Ull 


i y oou 


A-F-Ph 
ft r i ii 


9-MpMW-4-Pvm 
& iricnii *t rym 


t?rc i y 


9-OH 
6 un 


1 Q-fiRfi 
i y oou 


ft r rn 


9-MpNTT-/t-Pvm 
l iYici>ii tc ryiu 


« 90 


9-OH 
£ un 


1 Q-KR7 
i y oo ( 


A-F_Ph 
*t r rii 


9-MpNW-A-Pvm 
l reiciiii f ryiu 


® 91 
L 1 


9-OH 
l un 


1 Q-fiRR 
i y uoo 


A_p_p n 
t r i ii 


9— MpNTI-4.— Pvm 

L 1Y1 C11J1 rr I yill 


® 99 


9-OH 
& un 


1 Q-fiRQ 
i y ooy 


A_P_Ph 
*t r i ii 


9-MpNW-4.~Pvm 
l mciin ft ryiu 


^ 9^ 


9-OH 
l un 


iy oyu 


A-P-Ph 
ft r rn 


9-MpNH-l-Pvm 
l lYicnii ft r y ill 


M 94 


9-OH 
£ un 


1Q-GQ1 
i y oy i 


A_F_ph 
t r ru 


9-MpNfTT-l-Pvm 
L lYieiin *i ryiu 


B§ 9R 


9-OH 
£ un 


1 Q-AQ9 
l y oyz 


ft r rii 


9-MpMH-l-Pvm 
L lYicixn *± ryiii 


S 9fi 

ZO 


9-OH 
l un 


ly-oyo 


A-V—Vh 

4 r ril 


0 Mo Mil A —Dxrrn 

z-MejNll-4-ryiu 


S 97 
*fc Z ( 


Z Un 


19-694 


4-F-Ph 


2-MeNH-4-Pym 


^28 


2-OH 


19-695 


4-F-Ph 


2-MeNH-4-Pym 


^29 


2-OH 


19-696 


4-F-Ph 


2-MeNH-4-Pyjn 


3130 


2-OH 


19-697 


4-F-Ph 


2-MeNH-4-Pym 


St 31 


2-OH 


19-698 


4-F-Ph 


2-MeNH-4-Pyffl 


S32 


2-OH 


19-699 


4-F-Ph 


2-MeNH~4-Pym 


S33 


2-OH 



WO 03/015781 



PCT/JP02/08276 



257 



1Q-700 


4-F-Ph 


2-MeNH-4-Pym 


§134 


2-OH 


1Q-701 


4-F-Ph 


2-MeNH-4-Pym 


§135 


2-OH 


1Q-702 


4-F-Ph 


2-MeNH-4-Pym 


^36 


2-OH 


1Q-703 


4-F-Ph 


2-MeNH-4-Pyin 


^37 


2-OH 


1 Q-704 


i x 1 11 


2-MeNH-4-Pym 


M. 1 


2-MeO 


i y i uu 


4-F-Ph 
*t i i ii 


2-MeNH-4-Pym 

£J HI Ul ill A — J *** 


3ft 2 


2-MeO 


1 Q-7flfi 


4_F_Ph 
t r r ii 


2-MeNH-4-Pvin 

At itl\rfl*ll * X J 111 


IS 3 


2-MeO 


1 Q-7FI7 

i y ( u ( 


t r ni 


2-MeNH-4-Pvm 

u luttul 7 1 j xu 


IS 4 


2-MeO 




4_F_Ph 
*t r ill 


2-MeNH-4-Pvffl 

£j lUtlul 7 X JXU 


IS 5 


2-MeO 


1 Q-70Q 

i y ivD 


4_p_ph 


2-MeNH-4-Pvm 


at 6 


2-MeO 


i y 1 1 u 


4_p_pv, 


2-MeNH-4-Pym 

U nivalin X X J "* 




2-MeO 


1 Q-71 1 


A_p~ph 

TC I X 11 


2-MeNH-4-Pvm 

U LU Is till J A J Hi 


H 8 


2-MeO 


1 Q-71 9 
i y < i l 


11 1 11 


2-MeNH-4-Pvm 


IS 9 


2-MeO 


1 Q— 71 Q 
i y no 


4_p_ph 

t: 1 X li 


2-MeNH-4-Pym 


IS io 


2-MeO 


1 Q-71 4. 
1 j il* 


*t r r u 


2-MeNH-4-Pyi 

u iUviiXx — x j *u 


IS 11 


2-MeO 


1 71 R 

i y i i □ 


4_p_ph 
t i i ii 


2-MeNH-4-Pyni 

U 111 V/ 1 1 X* X x J «u 


IS12 


2-MeO 


1 Q-71 fi 
l y iio 


4-F-Ph 
t i i ii 


2-MeNH-4-Pym 


IS 13 


2-MeO 


1 Q-71 7 
i y ill 


4-F-Ph 
t r i ii 


2-MeNH-4-Pyni 

XV ITlVUlX X X J UJ 


IS 14 


2-MeO 


1 Q-71 R 
l y 1 1 o 


4_p_pK 
*t r r ii 


2-MeNH-4-Pyin 

u lllvi'ix x x j in 


IS 15 


2-MeO 


1 Q_71 Q 

ly 1 1 a 


4_.p_.pv. 

rr r x 11 


2-MeNH-4-Pvm 


IS 16 


2-MeO 


1 Q-79A 
i y t l\j 


4_p_ph 
*t i i ii 


2-MeNH-4-Pvm 

XV 111 Villi X X J 111 


IS 17 


2-MeO 


1Q-791 
i y tii 


4-F-Ph 
i i i ii 


2-MeNH-4-Pym 

u lUwllXX X X J n 


It 18 


2-MeO 


1 0-79? 
i y ill 


7 1 1 11 


2-MeNH-4-Pym 

XV llXVUXX X X J Ui 


IS 19 


2-MeO 


1 Q-793 
l y i Lo 


4_F-Ph 

11 1 11 


2-MeNH-4-Pyni 

xv mvim x x jr in 


IS 20 


2-MeO 


1Q-794 
i y i u*t 


7i i it 


2-MeNH-4-Pym 


IS 21 


2-MeO 


1Q-79S 
1 y t lo 


4-F-Ph 


2-MeNH-4-Pym 


IS 22 


2-MeO 


1 y ( l u 


4-F-Ph 

x X X 11 


2-MeNH-4-Pym 


IS 23 


2-MeO 


1Q-797 
i y i £ i 


4-F-Ph 

7 1 x xi 


2-MeNH-4-Pym 


IS 24 


2-MeO 


1 Q-79R 
ly (60 


4_p-Ph 

i r i ii 


2-MeNH-4-Pvm 

tv IU Villi x X Jul 


IS 25 


2-MeO 


1 Q—79Q 


i r i ii 


9-MpNH-4-Pvm 

&i 1Y1 villi 7 1 jlll 


IS 26 


2-MeO 


19-730 


4-F-Ph 


2-MeNH-4-Pym 


St 27 


2-MeO 


19-731 


4-F-Ph 


2-MeNH-4-Pym 


§128 


2-MeO 


19-732 


4-F-Ph 


2-MeNH-4-Pym 


IS 29 


2-MeO 


19-733 


4-F-Ph 


2-MeNH-4-Pyi 


IS 30 


2-MeO 


19-734 


4-F-Ph 


2-MeNH-4-Pym 


IS 31 


2-MeO 


19-735 


4-F-Ph 


2-MeNH-4-Pym 


IS 32 


2-MeO 



WO 03/015781 



258 



PCT/JP02/08276 



19-736 


4-F-Ph 


2-MeNH-4-Pyi 


S 33 


2-MeO 


19-737 


4-F-Ph 


2-MeNH-4-Pym 


M 34 


2-MeO 


19-738 


4-F-Ph 


2-MeNH-4-Pym 


M 35 


2-MeO 


19-739 


4-F-Ph 


2-MeNH-4-Pym 


M 36 


2-MeO 


19-740 


4-F-Ph 


2-MeNH-4-Pyi 


M 37 


2-MeO 


19-741 


4-F-Ph 


2-MeNH-4-Pym 


M 1 


2-F 


19-742 


4-F-Ph 


2-MeNH-4-Pym 


M 2 


2-F 


19-743 


4-F-Ph 


2-MeNH-4-Pym 


Si 3 


2-F 


19-744 


4-F-Ph 


2-MeNH-4-Pym 


M 4 


2-F 


19-745 


4-F-Ph 


2-MeNH-4-Pym 


M 5 


2-F 


19-746 


4-F-Ph 


2-MeNH-4-Pym 


?H 6 


2-F 


19-747 


4-F-Ph 


2-MeNH-4-Pym 


7 


2-F 


19-748 


4-F-Ph 


2-MeNH-4-Pym 


81 8 


2-F 


19-749 


4-F-Ph 


2-MeNH-4-Pym 


*S 9 


2-F 


19-750 


4-F-Ph 


2-MeNH-4-Pym 


IS 10 


2-F 


19-751 


4-F-Ph 


2-MeNH-4-Pym 


?1 11 


2-F 


19-752 


4-F-Ph 


2-MeNH-4-Pym 


^ 12 


2-F 


19-753 


4-F-Ph 


2-MeNH-4-Pym 


?H 13 


2-F 


19-754 


4-F-Ph 


2-MeNH-4-Pym 


Wk 14 


2-F 


19-755 


4-F-Ph 


2-MeNH-4-Pym 


Si 15 


2-F 


19-756 


4-F-Ph 


2-MeNH-4-Pyi 


51 16 


2-F 


19-757 


4-F-Ph 


2-MeNH-4-Pym 


§1 17 


2-F 


19-758 


4-F-Ph 


2-MeNH-4-Pym 


9i 18 


2-F 


19-759 


4-F-Ph 


2-MeNH-4-Pym 




2-F 


19-760 


4-F-Ph 


2-MeNH-4-Pym 


§i 20 


2-F 


19-761 


4-F-Ph 


2-MeNH-4-Pym 


H 21 


2-F 


19-762 


4-F-Ph 


2-MeNH-4-Pym 


M 22 


2-F 


19-763 


4-F-Ph 


2-MeNH-4-Pym 


H 23 


2-F 


19-764 


4-F-Ph 


2-MeNH-4-Pym 


Si 24 


2-F 


19-765 


4-F-Ph 


2-MeNH-4-Pvm 

U 111 \* 11 11 X M. J 111 




i» r 


19-766 


4-F-Ph 


2-MeNH-4-Pym 


m26 


2-F 


19-767 


4-F-Ph 


2-MeNH-4-Pym 


m27 


2-F 


19-768 


4-F-Ph 


2-MeNH-4-Pyi 


Sit 28 


2-F 


19-769 


4-F-Ph 


2-MeNH-4-Pym 


8129 


2-F 


19-770 


4-F-Ph 


2-MeNH-4-Pyi 


8130 


2-F 


19-771 


4-F-Ph 


2-MeNH-4-Pyi 


31 


2-F 



WO 03/015781 



PCT/JP02/08276 



259 



19-772 


4-F-Ph 


2-MeNH-4-Pym 


at 32 


2-F 


19-773 


4-F-Ph 


2-MeNH-4-Pym 


#33 


2-F 


19-774 


4-F-Ph 


2-MeNH-4-Pym 


#34 


2-F 


19-77.5 


4-F-Ph 


2-MeNH-4-Pym 


#35 


2-F 


19-776 


4-F-Ph 


2-MeNH-4-Pym 


3136 


2-F 


19-777 


4-F-Ph 


2-MeNH-4-Pym 


#37 


2-F 


19-778 


4-F-Ph 


2-MeNH-4-Pyi 


# 1 


2-C1 


19-779 


4-F-Ph 


2-MeNH-4-Pyi 


• at 2 


2-C1 


19-780 


4-F-Ph 


2-MeNH-4-Pym 


# 3 


2-C1 


19-781 


4-F-Ph 


2-MeNH-4-Pym 


# 4 


2-C1 


19-782 


4-F-Ph 


2-MeNH-4-Pym 


at 5 


2-C1 


19-783 


4-F-Ph 


2-MeNH-4-Pyi 


# 6 


2-C1 


19-784 


4-F-Ph 


2-MeNH-4-Pym 


# 7 


2-C1 


19-785 


4-F-Ph 


2-MeNH-4-Pyi 


# 8 


2-C1 


19-786 


4-F-Ph 


2-MeNH-4-Pym 


# 9 


2-C1 


19-787 


. 4-F-Ph 


2-MeNH-4-Pym 


# 10 


2-C1 


19-788 


4-F-Ph 


2-MeNH-4-Pym 


at ii 


2-C1 


19-789 


4-F-Ph 


2-MeNH-4-Pym 


# 12 


2-C1 


19-790 


4-F-Ph 


2-MeNH-4-Pym 


at 13 


2-C1 


19-791 


4-F-Ph 


2-MeNH-4-Pyi 


at 14 


2-C1 


19-792 


4-F-Ph 


2-MeNH-4-Pyi 


# 15 


2-C1 


19-793 


4-F-Ph 


2-MeNH-4-Pyi 


at i6 


2-C1 


19-794 


4-F-Ph 


2-MeNH-4-Pyi 


at n 


2-C1 


19-795 


4-F-Ph 


2-MeNH-4-Pyi 


at is 


2-C1 


19-796 


4-F-Ph 


2-MeNH-4-Pym 


at 19 


2-C1 


19-797 


4-F-Ph 


2^MeNH-4-Pym 


#20 


2-C1 


19-798 


4-F-Ph 


2-MeNH-4-Pym 


#21 


2-C1 


19-799 


4-F-Ph 


2-MeNH-4-Pym 


#22 


2-C1 


19-800 


4-F-Ph 


2-MeNH-4-Pym 


#23 


2-C1 


19-801 


4-F-Ph 


2-MeNH-4-Pvm 

U 1UV>1111 i 1 Jill 


# 24 


2-C1 


19-802 


4-F-Ph 


2-MeNH-4-Pym 


#25 


2-C1 


19-803 


4-F-Ph 


2-MeNH-4-Pym 


#26 


2-C1 


19-804 


4-F-Ph 


2-MeNH-4-Pym 


#27 


2-C1 


19-805 


4-F-Ph 


2-MeNH-4-Pym 


#28 


2-C1 


19-806 


4-F-Ph 


2-MeNH-4-Pym 


#29 


2-C1 


19-807 


4-F-Ph 


2-MeNH-4-Pym 


#30 


2-C1 



WO 03/015781 



PCT/JP02/08276 



260 



19-808 


4-F-Ph 


2-MeNH-4-Pym 


S 31 


2— CI 




19-809 


4-F-Ph 


2-MeNH-4-Pym 


^ 32 


2— CI 




19-810 


4-F-Ph 


2-MeNH-4-Pym 


§t 33 


2— C 1 




19-811 


4-F-Ph 


2-MeNH-4-Pym 


^ 34 


2-C1 




19-812 


4-F-Ph 


2-MeNH-4-Pyi 


§i 35 


2— CI 




19-813 


4-F-Ph 


2-MeNH-4-Pym 


M 36 


2-C1 




19-814 


4-F-Ph 


2-MeNH-4-Pym 

W lUulUA X A Jf HI 


37 


2— C 1 




19-815 


4-F-Ph 


2-MeNH-4-Pym 

M 1U V 1 1 11 X A J 111 


M 1 


2 2-d 


iF 


19-816 


4-F-Ph 


2-MeNH-4-Pym 

" luwim x x J in 


M 2 


2 2-d 


iF 


19-817 


4-F-Ph 


2-MeNH-4-Pym 


^ 3 


2 2-di 

u j u UJ 


F 


19-818 


4-F-Ph 


2-MeNH-4-Pym 

*• llivl ill 1 JL J Ilk 


M 4 


2 2-di 

Li j Li Mi 


F 
i 


19-819 


4-F-Ph 


2-MeNH-4-Pym 


H 5 


2 2-di 


F 


19-820 


4-F-Ph 


2-MeNH-4-Pym 


St 6 


2 2-di 


F 


19-821 


4-F-Ph 


2-MeNH-4-Pym 


M 7 


2 2-di 

ttjtt UJ 


F 


19-822 


4-F-Ph 


2-MeNH-4-Pym 


^ 8 


2 2-di 

Li, Lt UJ 


F 


19-823 


4-F-Ph 


2-MeNH-4-Pym 

+ *+ W *. 1 XX 1 1 J MIX 


Si 9 


2 2-di 

u y Li U J 


F 


19-824 


4-F-Ph 


2-MeNH~4-Pym 

*J ill Villi X X J 111 


3© 10 


2 2-d 

Uy L U 




19-825 


4-F-Ph 


2-MeNH-4-Pyni 

iilviUJl 17 X J lU 


31 11 


2 2-d 




19-826 


4-F-Ph 


2-MeNH-4-Pym 


© 12 


2 2-d 


iF 


19-827 


4-F-Ph 


2-MeNH-4-Pym 


3© 13 


2 2-d 


iF 


19-828 


4-F-Ph 


2-MeNH-4-Pyni 


8i 14 


2 2-d 

Lt y Li U 


iF 


19-829 


4-F-Ph 


2-MeNH-4-Pym 


3§ 15 


2 2-d 

L> , 6 U 


iF 


19-830 


4-F-Ph 


2-MeNH-4-Pym 


3i 16 


2 2-d 

Li j Li U 


iF 


19-831 


4-F-Ph 


2-MeNH-4-Pym 


IS 17 


2 2-d 

Li y U U 


iF 


19-832 


4-F-Ph 


2-MeNH-4-Pym 


H 18 


2 2-d 

Uy Li U 


iF 
1 1 


19-833 


4-F-Ph 


2~MeNH-4-Pym 


^ 19 


2 2-d 

Li y U XX 


iF 

L 1 


19-834 


4-F-Ph 


2-MeNH-4-Pym 


Si 20 


2 2-d 

Lt, Lt U 


F 


19-835 


4-F-Ph 


2-MeNH-4-Pym 

*J MlvllAA 1 A. Jill 


M 21 


Lt, Lt U 


F 
1 1 


19-836 


4-F-Ph 


2-MeNH-4-Pvm 

U *** Vl Til X X J 111 


M 22 


2 2-di 

Lt, U U 


F 


19-837 


4-F-Ph 


2-MeNH-4-Pvin 

W IMVllAJL -I X Jill 


51 23 


? 9-di 


F 
r 


19-838 


4-F-Ph 


2-MeNH-4-Pyn 


m24 


2, 2-di 


F 


19-839 


4-F-Ph . 


2-MeNH-4-Pyi 


3125 


2, 2-di 


F 


19-840 


4-F-Ph 


2-MeNH-4-Pyi 


8126 


2, 2-di 


F 


19-841 


4-F-Ph 


2-MeNH-4-Pym 


m27 


2, 2-di 


F 


19-842 


4-F-Ph 


2-MeNH-4-Pym 


S28 


2, 2-di 


F 


19-843 


4-F-Ph 


2-MeNH-4-Pym 


S29 


2, 2-di 


F 



WO 03/015781 



PCT/JP02/08276 



261 



19-844 


4-F-Ph 


2-MeNH-4-Pym 


S30 


2,2-diF 


19-845 


4-F-Ph 


2-MeNH-4-Pym 


8131 


2, 2-diF 


19-846 


4-F-Ph 


2-MeNH-4-Pym 


^32 


2,2-diF 


19-847 


4-F-Ph 


2-MeNH-4-Pym 


^33 


2,2-diF 


19-848 


4-F-Ph 


2-MeNH-4-Pym 


^34 


2,2-diF 


19-849 


4-F-Ph 


2-MeNH-4-Pym 


^35 


.2, 2-diF 


19-850 


4-F-Ph 


2-MeNH-4-Pym 


S36 


2,2-diF 


19-851 


4-F-Ph 


2-MeNH-4-Pym 


M 37 


2,2-diF 


19-852 


4-F-Ph 


2-MeNH-4-Pym 


^ 1 


8-Me 


19-853 


4-F-Ph 


2-MeNH-4-Pym 


§t 2 


8-Me 


19-854 


4-F-Ph 


2-MeNH-4-Pyin 


W. 3 


8-Me 


19-855 


4-F-Ph 


2-MeNH-4-Pym 


M 4 


8-Me 


19-856 


4-F-Ph 


2-MeNH-4-Pym 


M. 5 


8-Me 


19-857 


4-F-Ph 


2-MeNH-4-Pym 


M 6 


8-Me 


19-858 


4-F-Ph 


2-MeNH-4-Pym 


M. 1 


8-Me 


19-859 


4-F-Ph 


2-MeNH-4-Pym 


M 8 


8-Me 


19-860 


4-F-Ph 


2-MeNH-4-Pyni 


M 9 


8-Me 


19-861 


4-F-Ph 


2-MeNH-4-Pym 


M 10 


8-Me 


19-862 


4-F-Ph 


2-MeNH-4-Pym 


St 11 


8-Me 


19-863 


4-F-Ph 


2-MeNH-4-Pym 


§t 12 


8-Me 


19-864 


4-F-Ph 


2-MeNH-4-Pym 


M 13 


8-Me 


19-865 


4-F-Ph 


2-MeNH-4-Pym 


U 14 


8-Me 


19-866 


4-F-Ph 


2-MeNH-4-Pym 


M 15 


8-Me 


19-867 


4-F-Ph 


2-MeNH-4-Pym 


M. 16 


8-Me 


19-868 


4-F-Ph 


2-MeNH-4-Pym 


M. 17 


8-Me 


19-869 


4-F-Ph 


2-MeNH-4-Pym 


M 18 


8-Me 


19-870 


4-F-Ph 


2-MeNH-4-Pym 


M 19 


8-Me 


19-871 


4-F-Ph 


2-MeNH-4-Pym 


IS 20 


8-Me 


19-872 


4-F-Ph 


2-MeNH-4-Pym 


M2\ 


8-Me 


iu 0 i 0 




u ill C 11 11 a 1 y 111 


M 22 


8-Me 


19-874 


4-F-Ph 


2-MeNH-4-Pym 


3123 


8-Me 


19-875 


4-F-Ph 


2-MeNH-4-Pym 


St 24 


8-Me 


19-876 


4-F-Ph 


2-MeNH-4-Pym 


§125 


8-Me 


19-877 


4-F-Ph 


2-MeNH-4-Pym 


§126 


8-Me 


19-878 


4-F-Ph 


2-MeNH-4-Pym 


« 27 


8-Me 


19-879 


4-F-Ph 


2-MeNH-4-Pym 


3128 


8-Me 



WO 03/015781 



PCT/JP02/08276 



262 



1 Q-RRfl 
1 o O0U 


^ r r li 


9-MpNK-4.-Pvm 
L mciin t ryiu 


TPf 90 


o roc 


10 001 


t r r ii 


^ iviciMi t ryiu 


ifR 0U 


R-Mp 

0 IVlC 


1 Q-RR9 
1 y 006 


4r r X 11 


9-MoNW— A— Pvm 
4 luenn rym 




0 IVlu 


I y OOO 


4 r r fl 


9— Mo WW— A— Pvm 

z lucim rym 


M ^9 
M oZ 


o Mc 


iy oo4 


4 r rfl 


9— MoKTIJ— A—P^nn 

z raciifi 4 ryin 




8 -Mo 

o Me 


10 OQ C 

iy-ooa 


A V DVi 

4 r rn 


Z MeiNn 4 ryin 


Tt^ Q/l 
W o4 


o~Me 


1 0 OOG 

iy-oob 




z-MeiNn-4-ryin 


W oo 


0 U a 

o-Me 


1 n 007 

ly-oo/ 


A T7 DVi 


Z-MeNn-4-ryiD 


^ oo 


0 Mo 

o _ Me 


1 Q 000 

iy~ooo 


A V T)U 

4-r-ril 


z-MeJNii-4-rym 


^ o ( 


0 U 0 

o _ Me 


1 Q GOO 

iy-ooy 


4-r-rIl 


Z 10! -Me DUlNrU 4 rym 


W 1 


u 

n 


1 o ooo 

iy-<>yu 


/I 17 "DVi 

4-r -rfl 


Z V Mc — flnlw 4 rym 


T@ 9 

« z 


U 

n 


1 G QQ 1 

iy By i 


a n pu 


Z V tt Me DJllMn/ 4 r yiD 




rl 


10 000 

jy-oyz 


4-r -rfl 


9 ^ nt _Mn_T}n WlA _/1 —Dirm 

z v u Me DuNru 4 rym • 


» 4 


it 
n 


10 GOQ 

iy-oyo 


4 r -rll 


l yet Me — Joiiryriy/ 4 rym 


m o 


u 
n 


iy 034 


4 r rD 


z - v c* Me Dnnny 4 r yin 


W o 


w 

XI 


1 Q—QGE 

iy oy& 


4 r rfl 


z k U5 Me -Dflwty 4 r yin 




u 

11 


iy-oyo 


4~r -rll 


/— v. ck -Me DiiiNn; 4 rym 


« o 


TT 

n 


10 QQ7 

iy-oy < 


A U_Ph 

4 _ r -rfl 


z- v 05 -Me-DiiiNiv 4 -rym 


« Q 


rl 


1 0 QQQ 

iy-syo 


AT7 pi, 

4~r -rll 


z- V. 0! -Me-Dnnxiy 4 rym 


^ 1 n 


u 
n 


10 000 

iy-oyy 


4-r-ril 


z- V ck -Me-piiiNn; -4-rym 


t@ 1 1 
^ 1 1 


tj 
rl 


1 o onn 

iy-yuu 


A TJ Dh 

4-r -rfl 


z- 05 -Me-DiiiNii; -4-rym 


5® 1 o 

5* 1Z 


ii 
H 


iq oni 

iy-yui 


A—V-Vh 

4 r -rfl 


z v u me pniNn/ 4 rym 


W lo 


u 
n 


iy-yuz 


A _C_Ph 

4 r rn 


9— ( ru ~-Mo_PnNTl\ _/1 —Dxrm 

L \ u Me Diinii/ 4 r yin 


^ 14 


U 
rl 


1 0—0 OQ 

iy yuo 


4 r x n 


Z v Q> Me DniNn^ 4 rym 


10 


rl 


1 0 QO/I 

iy-yu4 


4 r ill 


Z v Ct Me DfliMny 4 rym 


^10 


TT 
fl 


i o one 

jy yuo 


4 r rfl 


9— ( ru —TWo—PtiKTUN —>l —Pxrm 

z v u Me DiiiNn,/ 4 rym 


1@ 1 7 


U 
H 


10 QOfi 

iy-yuo 


4 r rfl 


z- v ck -Me-DnJNny 4 rym 




n 


1 Q 007 


4 r rfl 


Z~ v. u Me-DlflNny 4 rym 


^ iy 


rl 


1 0 000 

iy-yuo 


A _T?_Pli 

4-r rfl 


9— ( rv \hr\ DnMU\ /I Dnrm 


?@ 9rt 

^ zu 


ii 
n 


1 A AAA 

19-909 


4-F-Pn 


o / »f ^ Ti— \ttt\ a n.. M 

2- ( a -Me-BnNH) -4-Pym 


St 21 


TT 

H 


19-910 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


gf 22 


H 


19-911 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^23 


H 


19-912 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8124 


H 


19-913 


4-F-Ph 


2- (o; -Me-BnNH) -4-Pym 


SS25 


H 


19-914 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


S26 


H 


19-915 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^27 


H 



WO 03/015781 



PCT/JP02/08276 



263 



19-916 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8128 


H 


19-917 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


. 8129 


H 


19-918 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^30 


H 


19-919 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^31 


H 


19-920 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym . 


8132 . 


H 


1.9-921 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^33 


H 


19-922 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8134 


H 


19-923 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^35< 


H • 


19-924 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^36 


H 


19-925 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^37 


H 


19-926 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 1 


2-Me 


19-927 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


n 2 


2-Me 


19-928 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 




2-Me 


19-929 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


m 4 


2-Me 


19-930 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


n 5 


2-Me 


19-931 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8t 6 


2-Me 


19-932 


4-F-Ph 


2-(a-Me-BuNH)-4-Pym 


S 7 


2-Me 


19-933 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 8 


2-Me 


19-934 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


m 9 


2-Me 


1-9-935 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


it 10 


2-Me 


19-936 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym- 


• ^11 


2-Me 


19-937 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 12 


2-Me 


19-938 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


m. 13 


2-Me 


19-939 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8tu 


2-Me 


19-940 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


S15 


2-Me 


19-941 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


it 16 


2-Me 


19-942 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8117 


2-Me 


19-943 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


§118 


2-Me 


19-944 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


S19 


2-Me 


19-945 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^20 


2-Me 


19-946 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8121 


2-Me 


19-947 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8122 


2-Me 


19-948 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8123 


2-Me 


19-949 


4-F-Ph 


2-(a-Me-BnNH).-4-Pym 


8124 


2-Me 


19-950 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8125 


2-Me 


19-951 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8126 


2-Me 



WO 03/015781 



PCT/JP02/08276 



264 



19-952 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^27 


2-Me 


19-953 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


5^28 


2-Me 


19-954 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


S29 


2-Me 


19-955 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


S30 


2-Me 


19-956 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


St 31 


2-Me 


19-957 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


11 32 


2-Me 

U 111 


19-958 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


33 

vis. uy 


2-Me 

t/ luv 


19-959 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


H 34 


2-Me 


19-960 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


3^35 


2-Me 


19-961 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


M 36 


2-Me 


19-962 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


M 37 


2-Me 


19-963 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


It 1 


2-0H 


19-964 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


^ 2 


2-OH 


19-965 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


3^ 3 


2-0H 


19-966 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


M 4 


2-0H 


19-967 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


Si 5 


2-0H 


19-968 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


S 6 


2-0H 


19-969 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^ 7 


2-0H 


19-970 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


M 8 


2-OH 


19-971 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


H 9 


2-OH 


19-972 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^ 10 


2-OH 


19-973 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^1 11 


2-0H 


19-974 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


M 12 


2-OH 

Lt \JIL 


19-975 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


It 13 


2-OH 


19-976 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


It 14 


2-OH 


19-977 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


Si 15 


2-OH 


19-978 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


*i 16 

-""TV *■ v 


2-OH 


19-979 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


Si 17 


2-OH 


19-980 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


H 18 


2-OH 


19-981 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pvm 


Si 19 


?~flH 


19-982 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


St 20 


2-OH 


19-983 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


8121 


2-OH 


19-984 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


§122 


2-OH 


19-985 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^23 


2-OH 


19-986 


4-F-Ph 


2- (a -Me-BnNH) -4-Pym 


^24 


2-OH 


19-987 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


3125 


2-OH 



WO 03/015781 



PCT/JP02/08276 



265 



19-988 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


St 26 


2-OH 


19-989 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


S27 


2-OH 


19-990 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


§128 


2-OH 


19-991 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


M29 


2-OH 


19-992 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


S30 


2-OH 


1:9-993 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^31 


2-OH 


19-994 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^32 


2-OH 


19-995 


4-F-Ph. 


2- 


(a -Me-BnNH) -4-Pym 


^33 


. 2-OH 


19-996 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^34 


2-OH 


19-997 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^35 


2-OH 


19-998 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


5S36 


2-OH 


19-999 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^37 


2-OH 


19-1000' 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


M l 


2-MeO 


19-1001 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


M 2 


2-MeO 


19-1002 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


m 3 


2-MeO 


19-1003 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


m 4 


2-MeO 


19-1004 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


m. 5 


2-MeO 


19-1005 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


m 6 


2-MeO 


19-1006 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


m 7 


2-MeO 


19-1007 


4-F-Ph 


2-i 


'a -Me-BnNH) -4-Pym 


m 8 


2-MeO 


19-1008 


4-F-Ph 


2-( 


( a -Me-BnNH) -4-Pym 


m 9 


2-MeO 


19-1009 


4-F-Ph 


2-< 


: a -Me-BnNH) -4-Pym 


mio 


2-MeO 


19-1010 


4-F-Ph 


2-1 


{ a -Me-BnNH) -4-Pym 


sin 


2-MeO 


19-1011 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


mn 


2-MeO 


19-1012 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


mn 


2-MeO 


19-1013 


4-F-Ph 


2-< 


[a -Me-BnNH) -4-Pym 


mu 


2-MeO 


19-1014 


4-F-Ph 


2-( 


I a -Me-BnNH) -4-Pym 


^15 


2-MeO 


19-1015 


4-F-Ph 


2-( 


[a -Me-BnNH) -4-Pym 


3116 


2-MeO 


19-1016 


4-F-Ph 


2-( 


\ a -Me-BnNH) -4-Pym 


SS17 


2-MeO 


19-1017 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


S18 


2-MeO 


19-1018 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


3119 


2-MeO 


19-1019 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


St 20 


2-MeO 


19-1020 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


St 21 


2-MeO 


19-1021 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^22 


2-MeO 


19-1022 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


St 23 


2-MeO 


19-1023 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


S24 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



266 



19-1024 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


gi25 


2-MeO 


19-1025 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^26 


2-MeO 


19-1026 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M21 


2-MeO 


19-1027 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyi 


H28 


2-MeO 


19-1028 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyra 


M 29 


2-MeO 


19-1029 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


S30 


2-MeO 


19-1030 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8131 


2-MeO 


19-1031 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Wt 32 


2-MeO 


19-1032 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 33 


2-MeO 


19-1033 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


St 34 


2-MeO 


19-1034 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


91 35 


2-MeO 


19-1035 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


% 36 


2-MeO 


19-1036 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Si 37 


2-MeO 


19-1037 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


1 


2-F 


19-1038 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyi 


18 2 


2-F 


19-1039 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


St 3 


2-F 


19-1040 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyra 


M 4 


2-F 


19-1041 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 5 


2-F 


19-1042 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Si 6 


2-F 

Li 1 


19-1043 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 7 


2-F 


19-1044 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 8 


2-F 

Li 1 


19-1045 


4-F-Ph 


2-(at-Me-BnNH)-4-Pym 


M 9 


2-F 


19-1046 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


M 10 


2-F 


19-1047 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


It 11 


2-F 


19-1048 


4-F-Ph 


2-(a-Me-BnNB)-4-Pym 


M 12 


2-F 


19-1049 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


81 13 


2-F 

Li 1 


19-1050 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


St" 14 


2-F 


19-1051 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


S 15 


2-F 


19-1052 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


31 16 


2-F 


19-1053 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


IS 17 


2-F 


19-1054 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


HI 18 


2-F 


19-1055 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


5119 


2-F 


19-1056 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^20 


2-F 


19-1057 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


3121 


2-F 


19-1058 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


5122 


2-F 


19-1059 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


St 23 


2-F 



WO 03/015781 



PCT/JP02/08276 



267 



19-1060 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


8124 


2-F 


19-1061 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


JS25 


2-F 


19-1062 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


3126 


2-F 


19-1063 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


mi 


2-F 


19-1064 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


S28 


2-F 


19-1065 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


^29 


2-F 


19-1066 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


§130 


2-F 


19-1067 


4-F-Ph - 


2- 


(a -Me-BnNH) -4-Pym 


^31 


2-F 


19-1068 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 32 


2-F 


19-1069 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


S33 


2-F 


19-1070 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


M 34 


2-F 


19-1071 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


5135 


2-F 


19-1072 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


IS 36 


2-F 


19-1073 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S37 


2-F 


19-1074 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


fit 1 


2-C1 


19-1075 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


M 2 


2-C1 


19-1076 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


m 3 


2-C1 


19-1077 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


M 4 


2-C1 


19-1078 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


M 5 


2-C1 


19-1079 


4-F-Ph 


2-( 


{ a -Me-BnNH) -4-Pym 


M 6 


2-C1 


19-1080 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


M. 7 


2-C1 


19-1081 


. 4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


SS 8 


2-CI 


19-1082 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


M. 9 


2-C1 


19-1083 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


^ 10 


2-CI 


19-1084 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


lit 11 


2-CI 


19-1085 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


^12 


2-CI 


19-1086 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


SS13 


2-CI 


19-1087 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^14 


2-CI 


19-1088 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^15 


2-CI 


19-1089 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


M 16 


2-CI 


19-1090 


4-F-Ph 


'2-( 


a -Me-BnNH) -4-Pym 


mi7 


2-CI 


19-1091 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


3118 


2-CI 


19-1092 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^19 


2-CI 


19-1093 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


HI 20 


2-CI 


19-1094 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


5121 


2-CI 


19-1095 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^22 


2-CI 



WO 03/015781 



PCT/JP02/08276 



268 



l u 




t 1 X 11 


2-1 

L ' 


' /v-Me-RriNH) 




ttfi LO 


9-f I 


1Q- 


-1 flQ7 


ft r ru 


9- 

u 


v U> 1UC JJlliilX/ 


— 4.— Pvm 
*t x yui 


t>[< L't 


6 v 1 


1 Q- 


-1 HQS 
i uy o 


A— Ph 


9-{ 


r rv -Mp-RnNIft 

^ 11 iUC JLIlUlll/ 


— d— Pvm 


*fR LO 


9~n 

L \j 1 


1 Q- 


-i nQQ 
i uyy 


i r ru 






— A— Pvm 
ft r yui 


W ZD 


Z LI 


1 Q~ 


1 1UU 


A-V-Vh 


9-1 
z * 


f rv -Mp-PnWW^ 
s. u luc Dniiny 


ft ryiii 


B§ 97 
M Z f 


6 LI 


1 Q- 

i y 


1 1 Ul 


ft r rn 


9- 

Z 


< (x luc Dlllin/ 


ft ryiu 


S 98 

^ LO 


L \j 1 


1 Q- 

iy 


-1 1 no 
1 1 uz 


ft — r rn 


9-( 


' rv -Mp-PnNTA 
< (x lrlc JjllnXl/ 


—A— Pvm 

f> ryin 


¥H 9Q 

W. zy 


Z LI 


1 Q- 


-1 1 HQ 

■1 lUo 


4 r r n 


9- ( 


r a/ -Mo-P-nWW^ 
^ OL iiie DBlirl^ 


_ 4~PyiD 


5^ oU 


Z LI 


1 Q- 

i y 


-1 1 (\A 
1 1 Uft 


ft r rn 


9_ 


' /y -Mp-ttnWT-f) 


_ A— Pvm 
ft ryUl 


» 01 


L LI 


i y 


-1 1 ftK 
1 1 UO 


ft r ill 


9- ( 


' _Mp-"RnWTT^ 
u Mc JDnntv 


— 4-pym 


S Q9 
W oZ 


Z LI 


1 Q- 

i y 


1 1UO 


ft r rn 


9- 
Z 


w (x Mc DlUirl/ 


ft x yin 


« oo 


Z LI 


1 Q- 

i y 


1 1U 1 


ft r rn 


9- < 


< u rac Dniin/ 


_ A P \7TT1 

ft ryiii 


SI 1A 
^ oft 


Z LI 


1 Q- 

l y 


-i 1 na 
1 luo 


ft r rn 


9-< 
Z ' 




A pT7fn 

ft ryiu 


^ 00 


Z LI 


1 Q- 

iy 


-1 1 no 
1 1 uy 


ft r ill 


9_ 

L 


< u mc DUniV 


A — PxrTn 

ft ryiu 


W OD 


Z LI 


1 Q- 

iy 


1 1 1U 


ft r rll 


9-( 
Z ' 


^ tx Mc DUviiL/ 


A Pvm 

ft r yui 


S ^7 
W o i 


9-P1 

Z L 1 


1 0- 

i y 


-iiii 


ft r rn 


9- i 
Z ' 


< (x mc BUnXXy 


_ A Pt rm 

ft ryui 


S 1 
^ 1 


9 9-HiT7 
Z, Z Ulr 


1 0- 

i y 


-1119 
1 11 Z 


ft r rn 


9- 1 

Z 


^ (x MC DUiSSlJ 


ft ryui 


M 9 
^ z 


9 9-HiF 
z, z ulr 


1 G- 

l y 


1 1 1 0 


ft r rn 


9- 1 
Z ' 


< (x Mc Ulllirl/ 


ft ryui 




9 9-rl i T7 
z, z uir 


i.y 


-1 1 1 A 
1 1 I ft 


ft r rn 


9-1 
Z < 


^ u! Mc IMllxiv 


—A ■— Pirm 

ft ryui 


M A 

» ft 


9 9-HiE 
Z, Z Ulr 


i y 


-1115 
1110 


ft r rn 


9- ( 
Z l 


f rv -Mp-RnWW^ 

k u Mc DnrNn^ 


—A— Pvm 

ft ryiu 


« 0 


9 9_Hil? 
Z, Z Ulr 


1 Q- 


-1 1 1 fi 
1 1 1 D 


ft r rn 


9-< 

z \ 


^ u Mc jjlinny 


—A— Pvm 

ft ryiu 


W D 


9 9-HiT? 
Z, Z Ulr 


1 Q- 


-1117 
1 1 1 i 


ft r ru 


9-< 
Z ' 


:<j-Me-BnNH) 


-4-Pym 




9 9-rtiT? 
Z, Z Ulr 


i y 


-1 1 1 Q 
1 1 1 0 


ft r r n 


9- ( 
Z I 


[ a -Me-BnNH) 


-4-Pym 


« o 


9 9-HiJ? 
Z, Z Ulr 


l y 


-1110 
1 1 1 y 


ft r rn 


9- < 
Z ^ 


[a-Me-BnNH) 


-4-Pym 


S Q 

w y 


9 9-H i R 

z, z air 


1 Q- 

iy 


-1 1 90 

1 1 ZU 


A-p— ph 
ft r rn 


9- ( 
Z \ 


: a -Me-BnNH) 


-4-Pym 


@ 1 n 

^ lv 


9 9-H i 17 

z, z air 


1 Q- 

iy 


-1191 
1 1 Z 1 


ft r rn 


9- ( 
Z I 


: a -Me-BnNH) 


-4-Pym 


M 1 1 


z, z air 


1 Q- 

i y 


-1 1 99 

1 1 ZZ 


ft r rn 


9- < 

Z \ 


: a -Me-BnNH) 


-4-Pym 


S 1 9 

iz 


9 9~HiT7 

z, z air 


1 Q- 

i y 


-1 1 93 

1 1 LO 


ft r x n 


9~ i 
Z I 


[ a -Me-BnNH) -4-Pym 


« 1 o 


9 9-HiT7 

z, z air 


i y 


-1 1 94 
1 1 Zft 


ft r rn 


9- / 
Z I 


; a -Me-BnNH) 


-4-Pym 


s 1 1 
M 1ft 


9 9-HiT? 
Z, Z Gil* 


1 n 
19- 


1 1 9C 

-llzo 


4-F-Pn 


Z~( 


; a -Me-BnNH) 


-4-Pym 


^ 15 


z, z-aiF 


19- 


-1126 


4-F-Ph 


2-< 


: a -Me-BnNH) 


-4-Pym 


at is 


2,2-diF 


19- 


•1127 


4-F-Ph 


2-( 


; a -Me-BnNH) 


-4-Pym 


St 17 


2, 2-diF 


19- 


-1128 


4-F-Ph 


2-( 


[a -Me-BnNH) 


-4-Pym 


Stl8 


2, 2-diF 


19- 


•1129 


4-F-Ph 


2-( 


; a -Me-BnNH) 


-4-Pym 


3119 


2, 2-diF 


19- 


•1130 


4-F-Ph 


2-( 


: a -Me-BnNH) 


-4-Pym 


St 20 


2, 2-diF 


19- 


•1131 


4-F-Ph 


2-( 


a -Me-BnNH) 


-4-Pym 


at 2i 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



269 



19-1132 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


8122 


2,2-diF 


19-1133 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


9ft 23 


• 2,2-diF 


19-1134 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


5124 


2,2-diF 


19-1135 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^25 


2,2-diF 


19-1136 

It/ 1 iUU 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


^26 


2, 2-diF 


1 J llu 1 


4-F-Ph 

7 1 1 ii 


2-( 


a -Me-BnNH) -4-Pym 


9ft 27 


2, 2-diF 


1Q-1 138 

ID I LOO 


4-F-Ph 

7 1 1 11 


2-( 


a -Me-BnNH) -4-Pym 


9ft 28 


2,2-diF 


1Q-1 1 SQ 


4-F-Ph 

7 1 1 11 


2-( 


[ a -Me-BnNH) -4-Pym 


•at 29 


2,2-diF 


1Q-1 140 

1 \J 11 7V 


4-F-Ph 

7 1 1 11 


2-( 


' a -Me-BnNH) -4-Pym 


9ft 30 


2,2-diF 


19-1141 

1 J 1171 


4-F-Ph 

7 1 1 11 


2-( 


[a -Me-BnNH) -4-Pym 


^ 31 


2,2-diF 


19-1 142 

1 U 1 1 7 Li 


4-F-Ph 


2-1 


[a -Me-BnNH) -4-Pym 


9ft 32 


2,2-diF 


19-1 143 

i & i no 


4-F-Ph 


2-( 


[a -Me-BnNH) -4-Pym 


S33 


2,2-diF 


19-1144 

1 O 11 i Jf 


4-F-Ph 


2-( 


[a -Me-BnNH) -4-Pym 


^34 


2,2-diF 


19-1145 

It? 1 1 7 U 


4-F-Ph 


2-1 


;a -Me-BnNH) -4-Pym 


^35 


2, 2-diF 


19-1146 

It/ Jl ITU 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


3836 


2,2-diF 


19-1147 

1 if 117 1 


4-F-Ph 


2-1 


[a -Me-BnNH) -4-Pym 


^37 


2, 2-diF 


19-1148 


4-F-Ph 


2-1 


[a -Me-BnNH) -4-Pym 


9ft 1 


8-Me 


19-1149 

1 O X 1 7t/ 


4-F-Ph 


2-( 


'a -Me-BnNH) -4-Pym 


9ft 2 


8-Me 


19-1150 

It? 11UU 


4-F-Ph 


2-i 


[a -Me-BnNH) -4-Pym 


Si 3 


8-Me 


19-1151 

1 J 1 A U 1 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


St 4 


8-Me 


19-1152 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


9ft 5 


8-Me- 


19-1153 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


9ft 6 


8-Me 


19-1154 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


9ft 7 


8-Me 


19-1155 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


9ft 8 


8-Me 


19-1156 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


9ft 9 


8-Me 


19-1157 

1 J 1 1 U 1 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


M. 10 


8-Me 


19-1158 

it/ 1 1 u u 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


9ftll 


8-Me 


19-1159 

1 t/ 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


91112 


8-Me 


19-1160 

1 J 1 1 V V 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8 13 


8-Me 


1Q-1 1fi1 


7 i r li 


2- 


( a -Me-BnNH) -4-Pvm 


M 14 


8-Me 


19-1162 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


mis 


8-Me 


19-1163 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


91116 


8-Me 


19-1164 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


91117 


8-Me 


19-1165 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


9118 


8-Me 


19-1166 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


91119 


8-Me 


19-1167 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


8 20 


8-Me 



WO 03/015781 



PCT/JP02/08276 



270 



1 Q- 


1 1 Do 


t r rn 


?_ ( a -Me-BnNH) -4-Pvm 


M 21 


8-Me 


1 Q- 

i y 


1 1 RQ 
1 1 Da 


*t r r n 


9- ( -Mp-RnNH) -4-Pvm 

U \ iTlC Ullilll/ X A J 111 


3© 22 


8-Me 






4 r rn 


9- C /r -Mp-Rn\TT) -4-Pvm 


M 23 


8-Me 


19- 


1171 


4 r ru 


L \\X ivic 0ui'in/ *t rym 


Bl 24 


8-Me 


19- 


-1172 


rP rn 


0-( rv -Mp-RnNR^ -4-Pvm 
Z V. u> lYic Diiiifi/ t ryiu 




8-Me 


19- 


-1173 


4 r rU 




S 26 


8-Me 


19- 


-1174 


4-r rn 


6 vOJ fflc Diinny 4 ryiu 


Bl 97 




19- 


1175 


4 r rn 


£ V luu DiiViaJ *t rym 


at 9R 


8-Me 


19- 


-1176 


4-Jr-rfl 


<)-( nt — Mo-RnNTfi — A-Pvm 

Z \Q! Mc JDnrvn/ 4 rym 


B§ 9Q 


R-Mp 

O luu 


19-1177 




9 ( ru _ Mo— UnNVfi — 4-Pvm 
Z —\ (X mv dWsIJ 4 x yJll 


m q n 


R-Mp 


19- 


-1178 


A Tf TIL 

4-F-Ph 


O f tin. TJ*-klVTTT\ yl Dtrm 

2- (. a -Me-JinNH; -4-rym 


W. ol 




19- 


-1179 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


§132 


8-Me 


19- 


-1180 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


St 33 


8-Me 


19- 


-1181 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


S!34 


8-Me 


19- 


-1182 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


3135 


8-Me 


19- 


-1183 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


m 36 


8-Me 


19- 


-1184 


4-F-Ph 


2-(a-Me-BnNH)-4-PyBi 


»37 


8-Me 



m 20 




(1-20) 



fc^m R 1 R 2 A R 5 



20-1 


4-F-Ph 


4-Pyr 


m 1 


H 


20-2 


4-F-Ph 


4-Pyr 


m 2 


H 


20-3 


4-F-Ph 


4-Pyr 


m. 3 


H 


20-4 


4-F-Ph 


4-Pyr 


at 4 


H 


20-5 


4-F-Ph 


4-Pyr 


m. 5 


H 


20-6 


4-F-Ph 


4-Pyr 


St 6 


H 



WO 03/015781 



PCT/JP02/08276 



271 



20-7 


4-F-Ph 


4-Pyr 


# 7 


H 


20-8 


4-F-Ph 


4-Pyr 


$ 8 


H 


20-9 


4-F-Ph 


4-Pyr 


# 9 


H 


20-10 


4-F-Ph 


4-Pyr 


#10 


H 


20-11 


4-F-Ph 


4-Pyr 


31 11 


H 


20-12 


4-F-Ph 


4-Pyr 


# 12 


H 


20-13 


4-F-Ph 


4-Pyr 


# 13 


H 


20-14 


4-F-Ph 


4-Pyr 


# 14 


H 


20-15 


4-F-Ph 


4-Pyr 


# 15 


H 


20-16 


4-F-Ph 


4-Pyr 


# 16 


H 


20-17 


4-F-Ph 


4-Pyr 


# 17 


H 


20-18 


4-F-Ph 


4-Pyr 


8! 18 


H 


20-19 


4-F-Ph 


4-Pyr 


# 19 


H 


20-20 


4-F-Ph 


4-Pyr 


#20 


H 


20-21 


4-F-Ph 


4-Pyr 


#21 


H 


20-22 


4-F-Ph 


4-Pyr 


#22 


H 


20-23 


4-F-Ph 


4-Pyr 


#23 


H 


20-24 


4-F-Ph 


4-Pyr 


#24 


H 


20-25 


4-F-Ph 


4-Pyr 


# 25 


H 


20-26 


4-F-Ph 


4-Pyr 


#26 


H 


20-27 


4-F-Ph 


4-Pyr 


#27 


H 


20-28 


4-F-Ph 


4-Pyr 


#28 


H 


20-29 


4-F-Ph 


4-Pyr 


#29 


H 


20-30 


4-F-Ph 


4-Pyr 


#30 


H 


20-31 


4-F-Ph 


4-Pyr 


#31 


H 


20-32 


4-F-Ph 


4-Pyr 


#32 


H 


20-33 


4-F-Ph 


4-Pyr 


#33 


H 


20-34 


4-F-Ph 


4-Pyr 


#34 


H 


20-35 


4-F-Ph 


4-Pyr 


#35 


H 




i-V-Vh 
t r i ii 


4-Pvr 


M 36 


H 


20-37 


4-F-Ph 


4-Pyr 


#37 


H 


20-38 


4-F-Ph 


4-Pyr 


# 1 


2-Me 


20-39 


4-F-Ph 


4-Pyr 


# 2 


2-Me 


20-40 


4-F-Ph 


4-Pyr 


# 3 


2-Me 


20-41 


4-F-Ph 


4-Pyr 


# 4 


2-Me 


20-42 


4-F-Ph 


4-Pyr 


# 5 


2-Me 



WO 03/015781 



PCT/JP02/08276 



272 





*t r rii 


ft r y i 


trc o 


£ IY1C 


90-44 


t r x ii 


4-Pvr 
t r y i 


S§ 7 


it 1Y1C 


fJrO 


ft r r n 


A-Pvr 
*t r y i 


m q 


9-Mp 

luC 




4: V ill 


A-Pvr 
*t r y i 


Six Q 


9-Mp 

L iiic 


90-A7 
ZU ft 1 


ft r rii 


A— Pvr 

^ i y r 


1 0 

w iu 


9-Mp 


90-A C 
ZD 4o 


4 r i n 


A— Pur 
4 lyT 


*M 1 1 


Z Mc 


ZU~4y 


4 r r H 


A-Pvr 

4-ryr 


1 9 

BE iz 


z Me 


90 en 
ZU-oU 


/i-T? PH 

4 r -rn 


A —Pur 

4 ryr 




z Me 


9fl C1 

ZU-ol 


4 r -rll 


A —Pur 

4 ryr 


1 A 

31 14 


z-Me 


90 CO 

zu-oz 


4 r rfl 


/I -Pur 

4-ryr 


» 1 1; 
« lo 


9 -Mo 

z Me 


ZU-oo 


4-r-rft 


/I— Pur 

4-ryr 


m i a 

3? lo 


z Me 


ZU 04 


4 r ill 


/I— Pur 

4 ryr 


W 1 7 


z Me 


90— 
ZU DO 


A— E— Ph 
4 r ill 


A— Pur 

4 ryr 


^ lo 


z Me 


ZU 00 


4 r rfl 


A— Pur 
4 ryr 




^ i«e 


90— R7 
ZU 0 1 


4 r ill 


A— Pur 

4 ryr 


© 90 
^ ZU 


l Me 


oo~ 
ZU Oo 


4 r i n 


4 ryr 


S 91 
» Zl 


9 -Mo 

z Me 


on— go 
zu oy 


4 r rn 


/t_Pur 

4 ryr 


^ 99 

* zz 


z Me 


ZU OU 


4 r r n 


>1 — Put* 

4 ryr 


^ Zo 


9— Mo 

z Me 


90— £1 
ZU 01 


4 r i n 


A — Ptr f 

4 ryr 


9A 
Z4 


9 -Mo 

z Me 


zu-oz 


rr ill 


4 ryr 


^ ZD 


9~Mo 

z-Me 


on co 
ZU-oo 


4-r-rn 


/I— Pxr f 

4-ryr 


W zo 


9— Mo 

z Me 


ZU 04 


4 r rn 


/I— Pur 

4 ryr 


97 

W Z( 


9 -Mo 

z Me 


90— RC 
ZU 00 


4 r rn 


>1— Pur 

4 ryr 


^ 9Q 
5^ Zo 


9 -Mo 

z Me 


ZU 00 


4 r rn 


A— Pur 

4 ryr 


^ zy 


9 -Mo 
L Me 


90-A7 

ZU 0 ( 


4 r i u 


A— P v r 

4 ryr 


S Q0 
^ OU 


9-Mp 

z Me 


ZU 05 


4 r rn 


A— Pur 

4 ryr 




9 -Mo 

l Me 


90— fiQ 

zu oy 


A— 17— Ph 

4-r in 


/l— Pur 

4 ryr 


W 09 
W oZ 


9 -Mo 

z Me 


90-70 
ZU i u 


A-V-Vh 

4 r rfl 


/( — Pur 

4 ryr 


?g 00 


9-Mp 

z Me 


90-71 
ZU 1 1 


/t _n pk 

4 r rn 


A —Pur 

4-ryr 


OA 
» o4 


9 -Mo 

z Me 


on *7o 

20-72 


4-F-Ph 


4-Pyr 


^ 35 


2-Me 


20-73 


4-F-Ph 


4-Pyr 


^ 36 


2-Me 


20-74 


4-F-Ph 


4-Pyr 


137 


2-Me 


20-75 


4-F-Ph 


4-Pyr 


St 1 


2-OH 


20-76 


4-F-Ph 


4-Pyr 


at 2 


2-OH 


20-77 


4-F-Ph 


4-Pyr 


at 3 


2-OH 


20-78 


4-F-Ph 


4-Pyr 


at 4 


2-OH 



WO 03/015781 



273 



PCT/JP02/08276 



20-79 


4-F-Ph 


4-Pyr 


st 5 


2-OH 


20-80 


4-F-Ph 


4-Pyr 


st 6 


2-0H 


20-81 


4-F-Ph 


4-Pyr 


st 7 


2-0H 


20-82 


4-F-Ph 


4-Pyr 


St 8 


2-0H 


20-83 


4-F-Ph 


4-Pyr t 


st 9 


2-OH 


20-84 


4-F-Ph 


4-Pyr 


mio 


2-OH 


20-85 


4-F-Ph 


4-Pyr 


stn 


2-OH 


20-86 


4-F-Ph 


4-Pyr - 


mn 


2-OH 


20-87 


4-F-Ph 


4-Pyr 


at 13' 


2-OH 


20-88 


4-F-Ph 


4-Pyr 


hi 


2-OH 


20-89 


4-F-Ph 


4-Pyr 


3t 15 


2-OH 


20-90 


4-F-Ph 


4-Pyr 


Si 16 


2-OH 


20-91 


4-F-Ph 


4-Pyr 


3*17 


2-OH 


20-92 


4-F-Ph 


4-Pyr 


St 18 


2-OH 


20-93 


4-F-Ph 


4-Pyr 


m 19 


2-OH 


20-94 


4-F-Ph 


4-Pyr 


St 20 


2-OH 


20-95 


4-F-Ph 


4-Pyr 


SI 21 


2-OH 


20-96 


4-F-Ph 


4-Pyr 


St 22 


2-OH 


20-97 


4-F-Ph 


4-Pyr 


St 23 


2-OH 


20-98 


4-F-Ph 


4-Pyr 


St 24 


2-OH 


20-99 


4-F-Ph 


4-Pyr- - 


^25 


2-OH 


20-100 


4-F-Ph 


4-Pyr 


St 26 


2-OH 


20-101 


4-F-Ph 


4-Pyr . 


St 27 


2-OH 


20-102 


4-F-Ph 


4-Pyr 


St28 


2-OH 


20-103 


4-F-Ph 


4-Pyr 


St 29 


2-OH 


20-104 


4-F-Ph 


4-Pyr 


St 30 


2-OH 


20-105 


4-F-Ph 


4-Pyr 


St 31 


2-OH 


20-106 


4-F-Ph 


4-Pyr 


3132 


2-OH 


20-107 


4-F-Ph 


4-Pyr 


St 33 


2-OH 


20-108 


4-F-Ph 


4-Pyr 


St 34 


2-OH 


20-109 


4-F-Ph 


4-Pyr 


St 35 


2-OH 


20-110 


4-F-Ph 


4-Pyr 


St .36 


2-OH 


20-111 


4-F-Ph 


4-Pyr 


S37 


2-OH 


20-112 


4-F-Ph 


4-Pyr 


St 1 


2HUeO 


20-113 


4-F-Ph 


4-Pyr 


St 2 


2-MeO 


20-114 


4-F-Ph 


4-Pyr 


St 3 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



274 



20-115 


4-F-Ph 


4-Pyr 


st 4 


2-Me0 


20-116 


4-F-Ph 


4-Pyr 


W 5 


2-Me0 


20-117 


4-F-Ph 


4-Pyr 


st 6 


2-Me0 


20-118 


4-F-Ph 


4-Pyr 


H 7 


2-Me0 


20-119 


4-F-Ph 


4-Pyr 


St 8 


2-Me0 


90-190 


4-F-Ph 

7 1 1 1J 


4-Pyr 


91 9 


2-Me0 


90-191 

uv lux 


4-F-Ph 


4-Pvr 

7 1 J 1 


10 


2-Me0 


90-192 


4-F-Ph 

TC 1 1 11 


4-Pyr 

7 X J X 


St 11 


2-Me0 


90-193 


4-F-Ph 


4-Pvr 

7 X J 1 


IS 12 


2-MeO 


90-1 94 

L U 1 £i7 


a A X 11 


4-Pvr 

7 1 Jl 


St 13 


2-Me0 


20-125 


4-F-Ph 

TC X X 11 


4-Pyr 


% 14 


2-MeO 


20-1 9fi 


4-F-Ph 
71 i n 


4-Pvr 

7 A Jf X 


IS 15 


2-Me0 


70-1 97 


4-F-Ph 

7 1 X 11 


4-Pvr 

7 1 Jl 


IS 16 


2-Me0 


20-128 


4-F-Ph 


4-Pvr 

7 A J X 


SI 17 


2-Me0 


20-129 

u\J X u U 


4-F-Ph 


4-Pyr 


31 18 


2-Me0 


20-130 


4-F-Ph 


4-Pvr 

t x y x 


SI 19 


2-Me0 


20-1 31 

£d\) lux 


4-F-Ph 

7 1 1 11 


4-Pvr 

7 X Jf X 


Si 20 


2-MeO 


90-1 32 

it\) lOu 


4-F-Ph 
71 i ii 


4-Pvr 

7 X J X 


38 21 


2-MeO 


90-133 


4-F-Ph 

7 1 1 11 


4-Pvr 

7 X Jf X 


SI 22 


2-MeO 


90-1 34 

L\J I 07 


4-F-Ph 

7 1 X 11 


4-Pvr 

7 X Jf X 


SI 23 


2-MeO 


20-135 

Ct\J x oo 


4-F-Ph 

7 X X 11 


4-Pvr 

7 1 J 1 


SI 24 


2-MeO 


90-1 3fi 


4-F-Ph 


4-Pvr 

7 1 Jf 1 


SI 25 


2-MeO 


20-1 37 

LU X O 1 


4-F-Ph 


4-Pvr 

7 X Jf X 


IS 26 


2-Me0 


90-1 38 


4-F-Ph 

7 1 X 11 


4-Pyr 


IS 27 


2-Me0 


20-139 


4-F-Ph 


4-Pvr 


^ 28 


2-Me0 


20-140 

u\J 1 7V 


4-F-Ph 


4-Pvr 


St 29 


2-Me0 


20-141 


4-F-Ph 


4-Pyr 


^30 


2-Me0 


20-142 

U\J 1 7 CI 


4-F-Ph 


4-Pyr 


St 31 


2-MeO 


20-143 

£> V I tO 


4-F-Ph 


4-Pvr 

7 X Jf 1 


^32 


2-MeO 




7 r ni 


7 ry x 


W 33 

vT< OO 


2-MeO 


20-145 


4-F-Ph 


4-Pyr 


St 34 


2-Me0 


20-146 


4-F-Ph 


4-Pyr 


IS 35 


2-Me0 


20-147 


4-F-Ph 


4-Pyr 


SI 36 


2-Me0 


20-148 


4-F-Ph 


4-Pyr 


3^ 37 


2-Me0 


20-149 


4-F-Ph 


4-Pyr 


SI 1 


2-F 


20-150 


4-F-Ph- 


4-Pyr 


St 2 


2-F 



WO 03/015781 



PCT/JP02/08276 



275 



20-151 


4-F-Ph 


4-Pyr 


ft 3 


2-F 


20-152 


4-F-Ph 


4-Pyr 


m 4 


2-F 


20-153 


4-F-Ph 


4-Pyr 


St 5 


2-F 


20-154 


4-F-Ph 


4-Pyr 


m 6 


2-F 


20-155 


4-F-Ph 


4-Pyr 


ft 7 


2-F 


20-156 


4-F-Ph 


4-Pyr 


ft 8 


2-F 


20-157 


4-F-Ph 


4-Pyr 


ft 9 


2-F 


20-158 


4-F-Ph 


4-Pyr .' 


ft 10' 


. 2-F 


20-159 


4-F-Ph 


4-Pyr 


ft 11 


2-F 


20-160 


4-F-Ph 


4-Pyr 


ftl2 


2-F 


20-161 


4-F-Ph 


4-Pyr 


ftl3 


2-F 


20-162 


4-F-Ph 


4-Pyr 


ft 14 


2-F 


20-163 


4-F-Ph 


4-Pyr 


ft 15 


2-F 


20-164 


4-F-Ph 


4-Pyr 


ftl6 


2-F 


20-165 


4-F-Ph 


4-Pyr 


ftl7 


2-F 


20-166 


4-F-Ph 


4-Pyr 


ftl8 


2-F 


20-167 


4-F-Ph 


4-Pyr 


ft 19 


2-F 


20-168 


4-F-Ph 


4-Pyr 


ft 20 


2-F 


20-169 


4-F-Ph 


4-Pyr 


ft 21 


2-F 


20-170 


4-F-Ph 


4-Pyr 


ft 22 


2-F 


20-171 


4-F-Ph ' 


4-Pyr 


ft 23 


■ 2-F 


20-172 


4-F-Ph 


4-Pyr 


ft 24 


2-F 


20-173 


4-F-Ph 


4-Pyr 


ft 25 


2-F 


20-174 


4-F-Ph 


4-Pyr 


ft 26 


2-F 


20-175 


4-F-Ph 


4-Pyr 


ft 27 


2-F 


20-176 


4-F-Ph 


4-Pyr 


ft 28 


2-F 


20-177 


4-F-Ph 


4-Pyr 


ft 29 


2-F 


20-178 


4-F-Ph 


4-Pyr 


ft 30 


2-F 


20-179 


4-F-Ph 


4-Pyr 


ft 31 


2-F 




4-F-Ph 


4-Pyr 


ft 32 


2-F 


20-181 


4-F-Ph 


4-Pyr 


ft 33 


2-F 


20-182 


4-F-Ph 


4-Pyr 


ft 34 


2-F 


20-183 


4-F-Ph 


4-Pyr 


ft 35 


2-F 


20-184 


4-F-Ph 


4-Pyr 


ft 36 


2-F 


20-185 


4-F-Ph 


4-Pyr 


ft 37 


2-F 


20-186 


4-F-Ph 


4-Pyr 


ft 1 


2-C1 



WO 03/015781 



PCT/JP02/08276 



276 



20-187 


4-F-Ph 


4-Pyr 


9 2 


2-C1 


20-188 


4-F-Ph 


4-Pyr 


St 3 


2-C1 


20-189 


4-F-Ph 


4-Pyr 


lit 4 


2-C1 


20-1 Q0 

£/\J 1D\J 


4-F-Ph 

TC A JL 11 


4-Pvr 


9 5 


2-C1 


90-1Q1 


4-F-Ph 


4-Pvr 


9 6 


2-C1 


90-1 Q9 


T A 1 11 


4-Pvr 

t x y a 


a 7 


2-C1 


90-1Q3 

b\J ISO 


4_F-Ph 
rx r x ii 


4-Pvr 

t X J 1 


Si 8 


2-C1 




4_F-Ph 
t r x u 


4-Pvr 

t x y l 


% 9 


2-C1 


90-1 

b\) ISO 


4-F-Ph 
*± r rii 


4-Pvr 

*± x y x 


% 10 


2-C1 


90-1 Qfi 


rt r x 11 


4-Pvr 

*t x y i 


St 11 


2-C1 


90-1 Q7 

£t\J Lot 


4_F-Ph 
t r x n 


4-Pvr 

t x y i 


St 12 


2-C1 


90-1 QR 


t r x ii 


4-Pvr 

t x y i 


St 13 


2-Cl 


90-1 QQ 


*T X X 11 


4-Pvr 

t x y i 


IS 14 


2-Cl 


90-900 


4_F-Ph 

*± 1 X 11 


4-Pvr 

t x yx 


3t 15 


2-Cl 


90-901 


4_F-Ph 

Tt X X 11 


4-Pvr 

*t x y x 


Si 16 


2-Cl 


90-909 


*1 X X 11 


4-Pvr 

** x y x 


9 17 


2-Cl 


90-90^ 


4_F-ph 

x V X 11 


4-Pvr 

t x y i 


3t 18 


2-Cl 


90-904. 


4„F-Ph 
*x r x xi 


4-Pvr 

*t x y x 


S 19 


2-Cl 


90-90R 


4_F-Ph 
tc r x ii 


4-Pvr 

rt x y x 


M. 20 


2-Cl 


90-90R 


4_p-Ph 

t r x ii 


4-Pvr 

*t x y x 


31 21 


2-Cl 


90-907 


4^F-Ph 

*t X X 11 


4-Pvr 

X j A 


^ 22 


2-Cl 


90-908 


4-F-Ph 

*r X x 11 


4-Pvr 

*t x y x 


^ 23 


2-Cl 


90-90Q 


4_F-Ph 

t r x ii 


4-Pvr 

*t x y x 


9 24 


2-Cl 


90-910 


4_F-Ph 

IX X XI 


4-Pvr 

t x yx 


9 25 


2-Cl 


90-91 1 


4-F-Ph 

^ X X 11 


4-Pvr 

i x y x 


9 26 


2-Cl 


90-919 

U\) li X U 


4_F-Ph 

t: 1 X IX 


4-Pvr 

t x y i 


9 27 


2-Cl 


90-91 3 

bU Liu 


4-F-Ph 

t r x u 


4-Pvr 

*t x y x 


9 28 


2-Cl 


90-914- 


4_F-Ph 

*± r X 11 


4-Pvr 

— X J A 


^ 29 


2-Cl 


90-91 R 


4_F-Ph 
t r x xi 


4-Pvr 

*t xyi 


M 30 


2-Cl 




rr rE 


*t x yr 


S ^1 


2-Cl 


20-217 


4-F-Ph 


4-Pyr 


9 32 


2-Cl 


20-218 


4-F-Ph 


4-Pyr 


9 33 


2-Cl 


20-219 


4-F-Ph 


4-Pyr 


9 34 


2-Cl 


20-220 


4-F-Ph 


4-Pyr 


9 35 


2-Cl 


20-221 


4-F-Ph 


4-Pyr 


9 36 


2-Cl 


20-222 


4-F-Ph 


4-Pyr 


9 37 


2-Cl 



WO 03/015781 



PCT/JP02/08276 



277 



20-223 


4-F-Ph 


4-Pyr 


m. 1 


2,2-diF 


20-224 


4-F-Ph 


4-Pyr 


M 2 


2,2-diF 


20-225 


4-F-Ph 


4-Pyr 


5t 3 


2,2-diF 


20-226 


4-F-Ph 


4-Pyr 


m 4 


2, 2-diF 


20-227 


4-F-Ph 


4-Pyr 


5t 5 


2, 2 7 diF 


20-228 


4-F-Ph 


4-Pyr 


st 6 


2,2-diF 


20-229 


4-F-Ph 


4-Pyr 


m 7 


2,2-diF 


20-230 


4-F-Ph 


4-Pyr 


m 8 


2, 2-diF 


20-231 


4-F-Ph 


4-Pyr 


n 9 


2, 2-diF 


20-232 


4-F-Ph 


4-Pyr 


3110 


2,2-diF 


20-233 


4-F-Ph 


4-Pyr 




2,2-diF 


20-234 


4-F-Ph 


4-Pyr 


§112 


2,2-diF 


20-235 


4-F-Ph 


4-Pyr 


3S13 


2,2-diF 


20-236 


4-F-Ph 


4-Pyr 


m. n 


2,2-diF 


20-237 


4-F-Ph 


4-Pyr 


5115 


2,2-diF 


20-238 


4-F-Ph 


4-Pyr 


at'ie 


2,2-diF 


20-239 


4-F-Ph 


4-Pyr 


SS 17 


2,2-diF 


20-240 


4-F-Ph 


4-Pyr 


5118 


2,2-diF 


20-241 


4-F-Ph 


4-Pyr 


5119 


2,2-diF 


20-242 


4-F-Ph 


4-Pyr 


3120 


2,2-diF 


20-243 


4-F-Ph 


4-Pyr 


SI 21 


2,2-diF 


20-244 


4-F-Ph 


4-Pyr 


M22 


2,2-diF 


20-245 


4-F-Ph 


4-Pyr 


5*23 


2,2-diF 


20-246 


4-F-Ph 


4-Pyr 


3124 


2,2-diF 


20-247 


4-F-Ph 


4-Pyr 


St 25 


2,2-diF 


20-248 


4-F-Ph 


4-Pyr 


5126 


2,2-diF 


20-249 


4-F-Ph 


4-Pyr 


3127 


2,2-diF 


20-250 


4-F-Ph 


4-Pyr 


3128 


2,2-diF 


20-251 


4-F-Ph 


4-Pyr 


3129 


2,2-diF 


20-252 


4-F-Ph 


4-Pyr 


5130 


2,2-diF 


20-253 


4-F-Ph 


4-Pyr 


5131 


2,2-diF 


20-254 


4-F-Pb 


4-Pyr 


5132 


2,2-diF 


20-255 


4-F-Ph 


4-Pyr 


5133 


2, 2-diF 


20-256 


4-F-Ph 


4-Pyr 


5134 


2, 2-diF 


20-257 


4-F-Ph 


4-Pyr 


5135 


2,2-diF 


20-258 


4-F-Ph 


4-Pyr 


5136 


2,2-diF 



WO 03/015781 



PCT/JP02/08276 



278 



20-259 


4-F-Ph 


4-Pyr 


St 37 


2,2-diF 


20-260 


4-F-Ph 


4-Pyr 


at i 


8-Me 


20-261 


4-F-Ph 


4-Pyr 


S 2 


8-Me 


20-262 


4-F-Ph 


4-Pyr 


SR 3 


8-Me 


20-263 


4-F-Ph 


4-Pyr 


at 4 


8-Me 


20-264 


4-F-Ph 


4-Pyr 

X X J A. 


at 5 


8-Me 


2A-265 


4-F-Ph 


4-Pyr 


at 6 


8-Me 




4-F-Ph 

Tt 1 1 11 


4-Pyr 


at 7 


8-Me 


?n-?fi7 


4-F-Ph 

7 1 X 11 


4-Pyr 

1 X J i. 


at 8 


8-Me 


till iiUO 


4-F-Ph 

i X X 11 


4-Pyr 


at 9 


8-Me 


£iU u\J J 


4-F-Ph 


4-Pyr 

* x jr i 


at io 


8-Me 




4-F-Ph 


4-Pyr 


at ii 


, 8-Me 


?0-271 

Li U £J 1 1 


4-F-Ph 


4-Pyr 


at 12 


8-Me 


?0-272 

LIU U 1 U 


4-F-Ph 


4-Pyr 


at 13 


8-Me 


20-273 

111/ LI I U 


4-F-Ph 


4-Pyr 


at 14 


8-Me 


20-274 

u\J u i T 


4-F-Ph 


4-Pyr 


at is 


8-Me 


20-275 


4-F-Ph 


4-Pyr 


at i6 


8-Me 


20-276 


4-F-Ph 


4-Pyr 


at n 


8-Me 


20-277 


4-F-Ph 


4-Pyr 


ati8 


8-Me 




4-F-Ph 


4-Pyr 


at 19 


8-Me 


LIU £ 1 J 


4-F-Ph 

T? 1 1 11 


4-Pyr 


^20 


8-Me 


20-280 


4-F-Ph 


4-Pyr 


at 21 


8-Me 


20-281 


4-F-Ph 


4-Pyr 

1 A J A. 


^22 


8-Me 


20-282 


4-F-Ph 


4-Pyr 


^23 


8-Me 


20-283 


4-F-Ph 


4-Pyr 


^24 


8-Me 


20-284 


4-F-Ph 


4-Pyr 


^25 


8-Me 


20-285 


4-F-Ph 


4-Pyr 


S26 


8-Me 


20-286 


4-F-Ph 


4-Pyr 


^27 


8-Me 


20-287 


4-F-Ph 


4-Pyr 


^28 


8-Me 


ZU Zoo 


*t r ni 


l-Pvr 

*t r y .i 


M 29 


8-Me 


20-289 


4-F-Ph 


4-Pyr 


3130 


8-Me 


20-290 


4-F-Ph 


4-Pyr 


at si 


8-Me 


20-291 


4-F-Ph 


4-Pyr 


at 32 


8-Me 


20-292 


4-F-Ph 


4-Pyr 


at 33 


8-Me 


20-293 


4-F-Ph 


4-Pyr 


at 34 


8-Me 


20-294 


4-F-Ph 


4-Pyr 


St 35 


8-Me 



WO 03/015781 



PCT/JP02/08276 



279 



20-295 


4-F-Ph 


4-Pyr 


§136 


8-Me 


20-296 


4-F-Ph 


4-Pyr 


9137 


8-Me 


20-297 


4-F-Ph 


2-NH 2 -4-Pym 


m 1 


H 


20-298 


4-F-Ph 


2-NH 2 -4-Pym 


m 2 


H 


20-299 


4-F-Ph 


2-NH 2 -4-Pym 


m. 3 


H 


20-300 


4-F-Ph 


2-NH r 4-Pym 


m 4 


H 


20-301 


4-F-Ph 


2-NH 2 -4-Pym 


n 5 


H 


20-302 


4-F-Ph 


2-NH 2 -4-Pym 


m 6 


H 


20-303 


4-F-Ph 


2-NH 2 -4-Pym 


n 7 


H 


20-304 


4-F-Ph 


2-NH 2 -4-Pym 




H 


20-305 

U\J \J\J\J 


4-F-Ph 


2-NH 2 -4-Pym 


H 9 


H 


20-306 


4-F-Ph 


2-NH 2 -4-Pym 


Sio 


H 


20-307 


4-F-Ph 


2-NH 2 -4-Pym 


an 


H 


20-308 

UU Cf \J \J 


4-F-Ph 


2-NHj-4-Pym 


5112 


H 


20-309 


4-F-Ph 


2-NH 2 -4-Pym 


S§13 


H 


20-310 


4-F-Ph 


2-NH 2 -4-Pym 


8114 


H 


20-311 


4-F-Ph 


2-NH 2 -4-Pym 


8£15 


H 


20-312 


4-F-Ph 


2-NH 2 -4-Pym 


8116 


H 


20-313 


4-F-Ph 


2-NH 2 -4-Pym 


3117 


H 


20-314 


4-F-Ph 


2-NH 2 -4-Pym 


8118 


H 


20-315 


4-F-Ph 


2-NH 2 -4-Pym 


8119 


H 


20-316 

\J CI X u 


4-F-Ph 


2-NH 2 -4-Pym 


^20 


H 


20-317 


4-F-Ph 


2-NH 2 -4-Pyra 


8121 


H 


20-318 


4-F-Ph 


2-NH r 4-Pym 


8122 


H 


20-319 


4-F-Ph 


2-NH 2 -4-Pym 


3123 


H 


20-320 


4-F-Ph 


2-NH 2 -4-Pym 


SI 24 


H 


20-321 

A V Owl 


4-F-Ph 


2-NH 2 -4-Pym 


3125 


H 


20-322 

U \J U Li U 


4-F-Ph 


2-NH 2 -4-Pym 


^ 26 


H 


20-323 

U\J CI U CI 


4-F-Ph 


2-NH 2 -4-Pym 


n 27 


H 




4-F-Ph 


2-NH,-4-Pym 


^28 


H 


20-325 


4-F-Ph 


2-NH 2 -4-Pym 


^ 29 


H 


20-326 


4-F-Ph 


2-NH 2 -4-Pym 


^ 30 


H 


20-327 


4-F-Ph 


2-NH 2 -4-Pym 


St 31 


H 


20-328 


4-F-Ph 


2-NH 2 -4-Pym 


8132 


H 


20-329 


4-F-Ph 


2-NH 2 -4-Pym 


8133 


H 


20-330 


4-F-Ph 


2-NH 2 -4-Pym 


8134 


H 



WO 03/015781 



PCT/JP02/08276 



280 



90.-331 

l \j ooi 


4-F-Ph 

T i 1 11 


2-NH,-4-Pym 


S35 


H 


90-339 

L u OOo 




2-NHo-4--Pvm 

£J 11HQ Jt A J MJ 


S36 


H 


90-333 


*t r x ii 


2 -NIL- 4-Pvm 

U 11110 * A j 111 


S37 


H 


ZU 00<i 


*± A IT 11 


U 11XXQ * 1 Jill 


H 1 


2-Me 


90-33R 
ZU 000 


4_F-Ph 
ft r i n 


o_mu A-Pvm 

L I'll? TC * Jill 


at 2 


2-Me 


on— 39c 
ZU 000 


4-F-Ph 
ft r Til 


9-WU -A-Pvm 


IS 3 


2-Me 


9A— QQ7 


A-F-Ph 
<t r xii 


Li I"li2 * 1 J in 


S 4 


2-Me 


9fi— Q90 


A-F-Ph 


9_mu _A-pvm 
it iiiij jf i y in 


81 5 

VTv. w 


2-Me 


OA— Q9Q 

zu ooy 


A-F-Ph 
ft r ni 


9 -WW -A-Pvm 

ti nilq Tt 1 Jill 


S 6 


2-Me 


OH— Q/| n 
ZU o4U 


A-F-Ph 
*t r r ii 


9-NH -4-Pvm 
6 iixij * xyiu 


9t 7 


2-Me 


OA— Q/l 1 
ZU 041 


A-F-Ph 
ft r ni 


9-WTT -4-Pvm 


S 8 


2-Me 


OH— QA9 
ZU o4Z 


A-F-Ph 
ft r x ii 


9_mu -4-Pvm 


M 9 


2-Me 


9A— QAQ 

ZU o4o 


A-F-Ph 
ft r ni 


6 i"ll2 * 1 j in 


at 10 


2-Me 


9A-QA/1 
ZU 044 


A_F-Ph 
*t r ni 


0_MU 4_p V rn 

XI 1 1 11? * 1 J ill 


M 11 


2-Me 


9A-QAR 
ZU 040 


*t r ni 


9-wu -4-Pvm 

U 111 lO A A Jill 


S 12 


2-Me 


ZU 040 


A_F-Ph 
t r i ii 


9_wtj -4-Pvm 

L lixl^ * X Jill 


M 13 


2-Me 


OA— Q/17 
ZU 04 1 


A-F-Ph 
ft r ni 


9 -Mil -4-Pvm 

L i"il2 * X Jill 


M 14 


2-Me 


9A_ Q/IC 
ZU 04o 


4-F-Ph 
ft r rii 


9-MTT -4-Pvm 

L 1"I12 " 1 Jill 


M 15 


2-Me 


9A_ QAG 

zu o4y 


A_F-Ph 
<t f rii 


9 -Am -4-Pvm 
l nil] * 


^ 16 


2-Me 


OA— QCft 

ZU - ooU 


A-F-Ph 
ft r til 


L nlX2 ^ i j ill 


^ 17 


2-Me 


o a_ 1 
ZU-ool 


A_F-Ph 
*t r i U 


9_\rn -4-Pvm 

6 11112 X Jill 


it is 


2-Me 


9A- QE9 

zu ooz 


A-F-Ph 
*t r ili 


9_wu -4-Pvm 
i L1H.2 ft 1 j 111 


M 19 


2-Me 


ZU OOO 


A-F-Ph 
ft r ru 


9_Mtr -4-Pvm 

u l"li2 ^ 1 J 111 


20 


2-Me 


ZU 004 


4_F-Ph 
ft r ni 


9-mu -4-Pvm 


M 21 


2-Me 


ZU 000 


A-F-Ph 
ft r r u 


9-mit -4-Pvm 

u IIH9 * X Jill 


M 22 


2-Me 


ZU 000 


4-F-Ph 


9-wu -4-Pvm 

L 11X19 *■ x j 111 


ffk 23 


2-Me 


90-3R7 
ZU 00 i 


*t r i u 


9-NH -4-Pvm 

I1II2 ™ 1 jxu 


M 24 


2-Me 


ZU OOo 


A-F-Ph 
*t r ru 


9_mtt -4-Pvm 

L l"xi2 + 1 jxu 


M 25 


2-Me 


ZU 003 


A-F-Ph 
*t r ru 


9-MW -4-Pvm 

Li l"lX2 + 1 JHl 


91 26 


2-Me 


ZU OOU 


A-F-Ph 


9 -Mil -A-Pvm 
l nii2 * ijiii 


© 27 


2-Me 


20-361 


4-F-Ph 


2-NH r 4-Pym 


^28 


2-Me 


20-362 


4-F-Ph 


2-NH 2 -4-Pvm 


^29 


2-Me 


20-363 


4-F-Ph 


2-NH 2 -4-Pym 


»30 


2-Me 


20-364 


4-F-Ph 


2-NH 2 -4-Pym 


S31 


2-Me 


20-365 


4-F-Ph 


2-NHj-4-Pym 


*32 


2-Me 


20-366 


4-F-Ph 


2-NH 2 -4-Pym 


^33 


2-Me 



WO 03/015781 



PCT/JP02/08276 



281 



20-367 


4-F-Ph 


2-NH 2 -4-Pym 


^34 


2-Me 


20-368 


4-F-Ph 


2-NH 2 -4-Pym 


S35 


2-Me 


20-369 


4-F-Ph 


2-NH 2 -4-Pym 


n 36 


2-Me 


20-370 


4-F-Ph 


2-NH 2 -4-Pym 


SI37 


2-Me 


20-371 


4-F-Ph 


2-NH 2 -4-Pym 


at 1 


2-0H 


20-372 


4-F-Ph 


2-NH 2 -4-Pym 


at 2 


2-OH 


20-373 


4-F-Ph 


2-NH 2 -4-Pym 


at 3 


2-0H 


20-374 


4-F-Ph 


2-NH 2 -4-Pym 


at 4 


2-OH 


20-375 

u\J O 1 U 


4-F-Ph 


2-NH 2 -4-Pym 


at 5 


2-OH 


20-376 

U\J V I \J 


4-F-Ph 


2-NH 2 -4-Pym 


m 6 


2-OH 


20-377 


4-F-Ph 


2-NH 2 -4-Pym 


at 7 . 


2-OH 


20-378 


4-F-Ph 


2-NH 2 -4-Pym 


at 8 


2-OH 


20-379 


4-F-Ph 


2-NH 2 -4-Pym 


at 9 


2-OH 


20-380 


4-F-Ph 


2-NH 2 -4-Pym 


8110 


2-OH 


20-381 


4-F-Ph 


2-NH 2 -4-Pym 


atn 


2-OH 


20-382 


4-F-Ph 


2-NH 2 -4-Pym 


mn 


2-OH 


20-383 


4-F-Ph 


2-NH 2 -4-Pym 


at is 


2-OH 


20-384 


4-F-Ph 


2-NH 2 -4-Pym 


3114 


2-OH 


20-385 

li\J OV\J 


4-F-Ph 


2-NH 2 -4-Pym 


ati5 . 


2-OH 


20-386 


4-F-Ph 


2-NH 2 -4-Pyi 


IS 16 


2-OH 


20-387 


4-F-Ph 


2-NH 2 -4-Pym 


at n 


2-OH 


20-388 


4-F-Ph 


2-NH 2 -4-Pym 


aiis 


2-OH 


20-389 


4-F-Ph 


2-NH 2 -4-Pym 


at 19 


2-OH 


20-390 


4-F-Ph 


2-NH 2 -4-Pym 


^20 


2-OH 


20-391 


4-F-Ph 


2-NH 2 -4-Pym 

z * 


ai2i 


2-OH 


20-392 


4-F-Ph 


2-NH 2 -4-Pym 


^22 


2-OH 


20-393 


4-F-Ph 


2-NH 2 -4-Pym 


3123 


2-OH 


20-394 


4-F-Ph 


2-NH 2 -4-Pym 


§124 


2-OH 


90-3Q5 


4-F-Ph 


2-NH 2 -4-Pym 


8125 


2-OH 


20-396 


4-F-Ph 


2-NH 2 -4-Pym 


S26 


2-OH 


20-397 


4-F-Ph 


2-NH 2 -4-Pym 


at 27 


2-OH 


20-398 


4-F-Ph 


2-NH 2 -4-Pym 


S28 


2-OH 


20-399 


4-F-Ph 


2-NH 2 -4-Pym 


^29 


2-OH 


20-400 


4-F-Ph 


2-NH 2 -4-Pym 


S30 


2-OH 


20-401 


4-F-Ph 


2-NH 2 -4-Pym 


^31 


2-OH 


20-402 


4-F-Ph 


2-NH 2 -4-Pym 


at 32 


2-OH 



WO 03/015781 



PCT/JP02/08276 



282 



20-403 


4-F-Ph 


2-NH 2 -4-Pym 


S33 


2-OH 


20-404 


4-F-Ph 


2-NH 2 -4-Pym 


S34 


2-0H 


20-40R 


4-F-Ph 


2-NH 2 -4-Pym 


n 35 


2-0H 




4-F-Ph 


2-NH 2 -4-Pym 


§136 


2-0H 


90-4.07 


4-F-Ph 


2-NH 2 -4-Pym 


S37 


2-OH 


90-4oa 


4_F-Ph 

T 1 X I* 


2-NH,-4-Pym 


M 1 


2-MeO 


90-40Q 
&u ivy 


4_F-Ph 


2-NHo-4-Pvm 


?1 2 


2-Me0 




4-P-Ph 
t r i ii 


2-NH«-4-Pvm 

u lillo — X J ill 


S 3 


2-Me0 


9H-A1 1 


4-F-Ph 
*x r i ii 


2-NH*-4-Pvm 

u IUX9 7 -L jr Ul 


$ 4 


2-Me0 




4-F-Ph 
t r x ii 


2-NTL-4-Pvm 


at 5 


2-Me0 




*± r r ii 


2-NHo-4-Pvni 


S 6 


2-Me0 


90-41 1 


i r x ii 


2-NHo-4-Pvm 


m 7 


2-Me0 


90-41 K 


4_F-Ph 

1 X 11 


2-NH ,-4-Pvm 

U Lilly A X Jill 


St 8 


2-Me0 


90-11 fi 
L\j H: 1 0 


1 X 11 


2-NHo-4-Pvm 




2-Me0 


90-41 7 


4-F-Ph 

t: 1 X 11 


2-NHo~4-Pvffl 


^ 10 


2-Me0 


90-41 8 


4_F-Ph 

t: 1 1 11 


2-NHo-4-Pvm 




2-Me0 


90-41 Q 


r x ii 


9-MH -4-Pvm 

& I'll? * 1 jut 


s 12 


2-MeO 


90-490 


t r x ii 


2-NH -4-Pvm 

£j 1 '119 * x J 111 


SI 13 


2-MeO 


90-491 


4_p_,ph 
t r x ii 


2-MH -4-pvm 


IS 14 


2-MeO 


90-499 


t r x ii 


9-nh -4-Pvm 

U I'XlQ * X Jill 


at 15 


2-MeO 


9H-493 


r x ii 


2-NH o-4-Pvm 

_< I'XXq * X Jin 


51 16 


2-Me0 


90-494 
l\j *±L I ± 


rr r X 11 


2-NH -4-Pvm 

_< nlio X J 111 


8i 17 


2-Me0 


90-49^ 


*i r x ix 


2-NH,-4-Pvm 

Li I1II9 * * J in 


St 18 


2-Me0 




4_F-Ph 

*I X 1 11 


2-NH,-4-Pym 


5119 


2-MeO 


90-497 




2-NH -4-Pvm 

u lillo ^ 1 J HI 


5120 


2-MeO 


90-49R 


4-F-Ph 
t r x ii 


2-NH -4-Pvm 

£j 111X4 x 1 J ill 


^21 


2-MeO 


90-49Q 


A-F-ph 

11 X 11 


2-NH,-4-Pvm 

Li Lilly 1 1 J W 


S22 


2-Me0 


90-430 


*r 1 X 11 


2-NHo~4~Pym 

u 11119 * * J 111 


^23 


2-Me0 


90-431 


^ r i ii 


2-NHo-4-Pvm 

£J 111X9 * 1- Jill 


%n 


2-MeO 




ft r x u 


?-NH n -4-Pvm 

u i"iX2 — 1 j ui 


^25 


2-MeO 


20-433 


4-F-Ph 


2-NH 2 -4-Pym 


^26 


2-MeO 


20-434 


4-F-Ph 


2-NH 2 -4-Pym 


U 27 


2-MeO 


20-435 


4-F-Ph 


2-NH 2 -4-Pym 


^28 


2-MeO 


20-436 


4-F-Ph 


2-NH 2 -4-Pym 


§129 


2-Me0 


20-437 


4-F-Ph 


2-NH 2 -4-Pym 


SI 30 


2-Me0 


20-438 


4-F-Ph 


2-NH 2 -4-Pym 


8131 


2-MeO 



WO 03/015781 



PCT/JP02/08276 



283 



20-439 


4-F-Ph 


2-NH,-4-Pym 


^32 


2-Me0 


20-440 


4-F-Ph 


2-NH 2 -4-Pym 


^33 


2-Me0 


20-441 


4-F-Ph 


2-NH 2 -4-Pym 


5134 


2-Me0 


20-442 


4-F-Ph 


2-NH,-4-Pym 


5135 


2-MeO 


20-443 


4-F-Ph 


2-NHj-4-Pym 


^36 . 


2-Me0 


?n-444 

L \J ill 


4-F-Ph 


2-NH 2 -4-Pym 


5137 


2-Me0 


90-445 


4-F-Ph 


2-NH 2 -4-Pym 


at i 


2-F 




4-F-Ph ' 


• -2-NH 2 -4-Pym 


at .2.., 


2-F 


90-447 


4-F-Ph 


2-NH 2 -4-Pym 


at 3 


2-F 


90-448 


4-F-Ph 


2-NH 2 -4-Pym 


at.4 


2-F 


90-44Q 


4-F-Ph 


2-NH 2 -4-Pym 


at 5 


2-F 


90-450 


4-F-Ph 


2-NH 2 -4-Pym 


at 6 


2-F 


90-451 


4-F-Ph 


2-NH 2 -4-Pym 


at 7 


2-F 


90-452 


4-F-Ph 


2-NH 2 -4-Pym 


at 8 


2-F 


90-453 


4-F-Ph 


2-NH 2 -4-Pym 


. at 9 


2-F 


90-454 

£» V TUT 


4-F-Ph 


2-NH 2 -4-Pyi 


at io 


2-F 


90-455 


4-F-Ph 


2-NH 2 -4-Pym 


at ii 


2-F 


90-456 


4-F-Ph 


2-NH 2 -4-Pym 


at 12 


2-F 


20-457 


4-F-Ph 


2-NH 2 -4-Pym 


at is 


2-F 


20-458 

till lUO 


4-F-Ph 


2-NH 2 -4-Pym 


at u 


2-F 


90-459 


4-F-Ph 


2-NH 2 -4-Pym 


at i s 


- 2-F 


90-460 


4-F-Ph 


2-NH 2 -4-Pym 


at i6 


2-F 


90-461 


4-F-Ph 


2-NH 2 -4-Pym 


at 17 


2-F 


20-462 


4-F-Ph 


2-NH 2 -4-Pym 


at is 


2-F 


20-463 


4-F-Ph 


2-NH,-4-Pym 


at 19 


2-F 


20-464 


. 4-F-Ph 


2-NH 2 -4-Pym 


^20 


2-F 


20-465 


4-F-Ph 


2-NH 2 -4-Pym 


at 21 


2-F 


20-466 


4-F-Ph 


2-NH 2 -4-Pym 


5122 


2-F 


90-467 


4-F-Ph 


2-NH 2 -4-Pym 


5123 


2-F 


90-468 

Ct \J — v* vl 


4-F-Ph 


2-NH 2 -4-Pym 


5124 


2-F 


20-469 


4-F-Ph 


2-NH 2 -4-Pym 


5125 


2-F 


20-470 


4-F-Ph 


2-NH 2 -4-Pym 


5126 


2-F 


20-471 


4-F-Ph 


2-NH 2 -4-Pym 


5127 


2-F 


20-472 


4-F-Ph 


2-NH 2 -4-Pym 


5128 


2-F 


20-473 


4-F-Ph 


2-NH 2 -4-Pym 


5129 


2-F 


20-474 


4-F-Ph 


2-NH 2 -4-Pym 


at 30 


2-F 



WO 03/015781 



PCT/JP02/08276 



284 



L\J 4 1 □ 


A-V-Vh 


2-NH.-4-Pvm 


^31 


2-F 


6U 4 1 0 


i r r ii 


2-NH -4-Pvm 

LJ 111*2 * i J 111 


S 32 


2-F 


90-477 




9-wh -4-Pvm 


Si 33 


2-F 


ZU 4 J 0 


4 r rn 


2-NHn -4-Pvm 


?S34 


2-F 


ZU-4 (y 


4 r ill 


9 -MR -A-Pvm 


^35 


2-F 


OA yl OA 


4 r rll 


& l^llg ^ I J HI 


S 36 


2-F 


on AQ1 


4 r ill 


9_MR -A-PvTn 


S 37 


2-F 


on a oo 


4 r ill 


9 —MR -A_pvTTl 




2-C1 


on A 09 


4 r rn 


9 —MR _A_Pvm 


3t 2 


2-C1 


On /I Q yl 

ZU-484 


4 r r u 


/j niig ^ r y 111 


S 3 


2-C1 


on A QC 
ZU _ 4ob 


4 r i n 


9-WU -A-Pvm 
Zi nii2 * x jiu 


M 4 


2-C1 


OA yt o c 


/l — T?_ Ph 

4 r rn 


9 —MR — A— Pvm 
l IXX12 rym 


S 5 


2-C1 


on /t 07 


A _U_Ph 

4 r rn 


9_NR -A-PviTl 

L MI2 ^ i y in 


31 6 


2-C1 


on a oo 


r ill 


9-WR -A-Pvm 
l nn^ * r y m 


31 7 


2-C1 


on a oo 
ZU-4oD 


4 r r 11 


/j iiXi2 r y 111 


M 8 


2-C1 


on /i on 

zu-4yu 


4 r ill 


9 -MR -A_Pvm 

£ iiH2 ^* * y ui 


H 9 


2-C1 


on /i q 1 
Zu 4y 1 


ft r i ll 


L nll2 " 1 * 


^ 10 


2-C1 


on /i oo 
ZU-4yz 


4 r ill 


9— MR -4.-Pvm 


^ 11 


2-C1 


on a no 


4 r rn 


/j iMij t ryiii 


3^ 12 


2-C1 


On /I 0/1 

Zi)-4y4 


A _T?_Ph 

4 r rn 


& i>ri2 t: ryiii 


3© 13 


2-C1 


on yt nc 


4 r rn 


L IMI2 *r rym 


31 14 


2-C1 


on A GG 
ZU-4yb 


4 r rn 


-A— Pvm 
z. i"ri2 *r r yui 


% 15 


2-C1 


OA j, Q7 

zu-4y ( 


4 r i n 


9 -MR -A-Pvm 
Zi iirj.2 ^t ryiii 


M 16 


2-C1 


on A OQ 
ZU~4yo 


4 r rn 


9_MR — A— Pvm 
L IM12 * rym 


S 17 


2-C1 


on /i oo 

zu-4yy 


4 r in 


o_mii -A— Pvm 
a iiii2 ^ rym 


31 18 


2-C1 


on enn 


4 r rn 


ii*i2 ^ ryui 


31 19 


2-C1 


on cm 


4 r i n 


9_MR -4-Pvm 
/j iiiig ^ ryui 


% 20 


2-C1 


on cno 
ZU-bUZ 


4 r ill 


o_mu _ A— Pvm 
a IN1I2 4 ryui 


® 21 


2-C1 


on cno 


4 r rn 


9 _MR -A-Pvm 
L rsn.2 fr rym 


% 22 


2-C1 


on cnA 
ZU _ bU4 


A-E-Ph 
4 r r ii 


9-MR -A-Pvtti 
u Wii<i tc rym 


M 23 


2-C1 


20-505 


4-F-Ph 


2-NH r 4-Pym 


3S24 


2-C1 


20-506 


4-F-Ph 


2-NH 2 -4-Pym 


3125 


2-C1 


20-507 


4-F-Ph 


2-NH,-4-Pyi 


3126 


2-C1 


20-508 


4-F-Ph 


2-NH 2 -4-Pym 


#27 


2-C1 


20-509 


4-F-Ph 


2-NH 2 -4-Pym 


3S28 


2-C1 


20-510 


4-F-Ph 


2-NH 2 -4-Pyi 


3129 


2-C1 



WO 03/015781 



285 



PCT/JP02/08276 



20-51 1 

u\J Oil 


4-F-Ph 


2-NH,-4-Pvm 

&J I ill 9 A A J in 


^30 


2-C1 


20-S1 2 

til) V 1 Lt 


4-F-Ph 


2-NH,-4-Pym 

M 111X9 1 * J *U 


S31 


2-C1 




4-F-Ph 


2-NH,-4-Pvm 

u lull a x j uj 


^32 


2-C1 


90-514 


4-F-Ph 

T 1 A 11 


2-NHn-4-Pvm 

u I1II9 ^ x j ill 


St 33 


2-C1 


90-51 5 


4_F-Ph 


9-NH -4-Pvm 

6 nii2 * * jfiii 


SI 34 


2-C1 


6U 010 


4-F-Ph 
*r r r ii 


o-wu -4-Pvm 


^ 35 


2-C1 






o_mu -4-Pvm 


S 36 


2-C1 


90-51 8 


4-F-Ph ; 

ft r ni 


9-MU -4-Pvm 

£ I'llO I jlll 


^37 


2-C1 


90-51 Q 


4-F-Ph 
*± r i u 


9„wu -4-Pvm 
£1 lnig *t 1 y in 


s 1 


2,2-diF 


90-590 


*t r i ii 


o_mu -4-Pvm 


3£ 2 


2, 2-diF 


90-591 


4-F-Ph 
ft r i n 


&i 11112 " 1 jiii 




2, 2-diF 


90-599 


i r i ii 


9-mu -4-Pvm 

£ I1II9 * 1 j 111 


^ 4 


2, 2-diF 


90-593 


7 f I 11 


2-pju -4-Pvm 

u L1XI9 * 1 Jf 111 


SS 5 


2,2-diF 


90-594 


*r r 1 11 


2-NH A -4-Pvm 

u I'll? Jr XIX 


^ 6 


2, 2-diF 


90-595 

£i\J 0 L) 0 


4_F-Ph 
*± r i ii 


9-NH -4-Pvm 

Lt Xlllo * 1 j ill 


^ 7 


2,2-diF 


90-59fi 


4_F-Ph 
*t r i ii 


9~NTL-4-Pvm 

u I1II9 * 1 Jill 


SI 8 


2, 2-diF 


90-597 

U Oil 


t 1 r ii 


2-NHo-4-Pvm 

Lt 1*1X9 ~ 1 Jill 


S 9 


2, 2-diF 


90-59R 


4-F-Ph 
t i i ii 


2-NHo-4-Pvm 

Lt X"ll9 * X, Jill 


>tC x. V 


2, 2-diF 


90-59Q 


t r x ii 


2-NH.-4-Pvm 

Lt I'll? ~ X Jill 


^11 

>tC x X 


2,2-diF 


90-530 

GU OOU 


4_F-Ph 
t r r ii 


9-mu -4-Pvm 

Lt I1II9 ~ X Jill 


31 12 

VTC X ii 


2,2-diF 


90-531 


4_F-Ph 


9-WH -4-Pvm 

Lt. I'llg T 1 Jill 


H 13 

™ x V 


2,2-diF 


90-539 

£U 0 0 L 


4_F-Pb 

T f I 11 


9-MW -4-Pvm 

L I'll? * X Jill 


M 14 


2,2-diF 


90-533 

UK) 0 00 


4-F-Ph 
t r i ii 


9-nh -4-Pvm 

Lt I'll? * X JX1X 


Si 15 


2,2-diF 


90-534 


7 i i ii 


9 ATU 4_p V m 

Lt I1XX9 * 1 J1U 


S 16 


2, 2-diF 


90-5.3B 


4-F-Ph 

7 1 X 11 


2-NH«-4-Pvin 

Li 11110 X X J ill 


M 17 


2,2-diF 




i X X 11 


2-NHo-4-Pvm 

Li iillo * 1 J HI 


Si 18 


2, 2-diF 


90-537 

6\J 00 I 


4_F-ph 
*t i i ii 


2-NH«-4-Pvm 

u 11119 * X Jill 


M 19 


2,2-diF 


90-53R 

0 00 


4-F-Ph 

*X I I 11 


9-MU -4-p vffl 

Lt I'll? * X JX11 


M 20 


2,2-diF 


90-53Q 

001/ 


4-F-Ph 
ft r x ii 


9-NR -4-Pvm 

£1 IXIlg T I Jill 


M 21 

vTs. Lt 1 


2,2-diF 


90-540 


4-F-Ph 
tt r x ii 


9-mu -4-Pvm 
£1 11112 * 1 jiii 


St 22 


2,2-diF 


20-541 


4-F-Ph 


2-NH 2 -4-Pym 


SI 23 


2,2-diF 


20-542 


4-F-Ph 


2-NH,-4-Pym 


SI 24 


2,2-diF 


20-543 


4-F-Ph 


2-NH r 4-Pym 


SI 25 


2,2-diF 


20-544 


4-F-Ph 


2-NH r 4-Pym 


SI 26 


2,2-diF 


20-545 


4-F-Ph 


2-NH r 4-Pym 


m 27 


2,2-diF 


20-546. 


4-F-Ph 


2-NH r 4-Pym 


SI 28 


2, 2-diF 



WO 03/015781 



286 



PCT/JP02/08276 



20-547 


4-F-Ph 


2-NH 2 -4-Pym 


S29 


2, 2-diF 


20-548 


4-F-Ph 


2-NH r 4-Pyi 


^30 


2, 2-diF 


20-549 


4-F-Ph 


2-NH 2 -4-Pyi 


S31 


2, 2-diF 


20-550 


4-F-Ph 


2-NH 2 -4-Pym 


^32 


2, 2-diF 


20-551 


4-F-Ph 


2-NH r 4-Pyi 


M 33 


2, 2-diF 


20-552 


4-F-Ph 


2-NH 2 -4-Pym 


M 34 


2, 2-diF 


20-553 


4-F-Ph 


2-NH r 4-Pym 


M 35 


2, 2-diF 


20-554 


4-F-Ph 


2-NH 2 -4-Pym 


M 36 


2, 2-diF 


20-555 


4-F-Ph 


2-NH 2 -4-Pym 


^37 


2, 2-diF 


20-556 


4-F-Ph 


2-NH 2 -4-Pyi 


M 1 


8-Me 


20-557 


4-F-Ph 


2-NH 2 -4-Pym 


§t 2 


8-Me 


20-558 


4-F-Ph 


2-NH 2 -4-Pym 


It 3 


8-Me 


20-559 


4-F-Ph 


2-NH 2 -4-Pym 


M 4 


8-Me 


20-560 


4-F-Ph 


2-NH 2 -4-Pym 


M 5 


8-Me 


20-561 


4-F-Ph 


2-NH 2 -4-Pyi 


M 6 


8-Me 


20-562 


4-F-Ph 


2-NH 2 -4-Pym 


81 7 


8-Me 


20-563 


4-F-Ph 


2-NH 2 -4-Pym 


M 8 


8-Me 


20-564 


4-F-Ph 


2-NH 2 -4-Pym 


M 9 


8-Me 


20-565 


4-F-Ph 


2-NH 2 -4-Pym 


M 10 


8-Me 


20-566 


4-F-Ph 


2-NH 2 -4-Pym 


M 11 


8-Me 


20-567 


4-F-Ph 


2-NH 2 -4-Pym 


§i 12 


8-Me 


20-568 


4-F-Ph 


2-NH 2 -4-Pym 


HI' 13 


8-Me 


20-569 


4-F-Ph 


2-NHj-4-Pym 


St 14 


8-Me 


20-570 


4-F-Ph 


2-NH 2 -4-Pym 


St 15 


8-Me 


20-571 


4-F-Ph 


2-NH 2 -4-Pym 


IS 16 


8-Me 


20-572 


4-F-Ph 


2-NH r 4-Pym 


M 17 


8-Me 


20-573 


4-F-Ph 


2-NH 2 -4-Pym 


St 18 


8-Me 


20-574 


4-F-Ph 


2-NH r 4-Pym 


SI 19 


8-Me 


20-575 


4-F-Ph 


2-NH 2 -4-Pym 


IS 20 


8-Me 


20-576 


4-F-Ph 


2-NH 2 -4-Pym 


SI 21 


8-Me 


20-577 


4-F-Ph 


2-NH r 4-Pym 


H22 


8-Me 


20-578 


4-F-Ph 


2-NH 2 -4-Pym 


SS23 


8-Me 


20-579 


4-F-Ph 


2-NH 2 -4-Pym 


3124 


8-Me 


20-580 


4-F-Ph 


2-NH 2 -4-Pym 


St 25 


8-Me 


20-581 


4-F-Ph 


2-NH 2 -4-Pym 


S26 


8-Me 


20-582 


4-F-Ph 


2-NH 2 -4-Pym 


3127 


8-Me 



WO 03/015781 



PCT/JP02/08276 



287 



20-583 


4-F-Ph 


2-NH 2 -4-Pym 


§g28 


8-Me 


20-584 


4-F-Ph 


2-NH 2 -4-Pym 


3129 


8-Me 


20-585 


4-F-Ph 


2-NH 2 -4-Pym 


31 30 


8-Me 


20-586 


4-F-Ph 


2-NH r 4-Pym 


S31 


8-Me 


20-587 


4-F-Ph 


2-NH 2 -4-Pym 


§132 


8-Me 


20-588 


4-F-Ph 


2-NH 2 -4-Pym 


St 33 


8-Me 


20-589 


4-F-Ph 


2-NH 2 -4-Pym 


S34 


8-Me 


20-590 


4-F-Ph . 


. 2-NH 2 -4-Pym 


8135 


8-Me 


20-591 


4-F-Ph 


' 2-NH 2 -4-Pym 


^36 


8-Me 


20-592 


4-F-Ph 


2-NH 2 -4-Pym 


8137 


8-Me 


20-593 


4-F-Ph 


2-MeNH-4-Pym 


m i 


H 


20-594 


4-F-Ph 


2-MeNH-4-Pym 


m 2 


H 


20-595 


4-F-Ph 


2-MeNH-4-Pym . 


at 3 


H 


20-596 


4-F-Ph 


2-MeNH-4-Pym 




H 


20-597 


4-F-Ph 


2-MeNH-4-Pyra 


m 5 


H 


20-598 


4-F-Ph 


2-MeNH-4-Pym 


m 6 


H 


20-599 


4-F-Ph 


2-MeNH-4-Pym 


m 7 


H 


20-600 


4-F-Ph 


2-MeNH-4-Pym 


m 8 


H 


2.0-601 


4-F-Ph 


2-MeNH-4-Pym 


m 9 


H 


20-602 


4-F-Ph 


2-MeNH-4-Pym 


StlO 


H 


20-603 


4-F-Ph 


2-MeNH-4-Pym 


mn 


H 


20-604 


4-F-Ph 


2-MeNH-4-Pym 




H 


20-605 


4-F-Ph 


2-MeNH-4-Pym 


mn 


H 


20-606 


4-F-Ph 


2-MeNH-4-Pym 


mu 


H 


20-607 


4-F-Ph 


2-MeNH-4-Pym 


mis 


H 


20-608 


4-F-Ph 


2-MeNH-4-Pym 


mi6 


H 


20-609 


4-F-Ph 


2-MeNH-4-Pym 


nu 


H 


20-610 


4-F-Ph 


2-MeNH-4-Pym 


8118 


H 


20-611 


4-F-Ph 


2-MeNH-4-Pym 


S19 


H 


20-612 


4-F-Ph 


2-MeNH-4-Pym 


^20 


H 


20-613 


4-F-Ph 


2-MeNH-4-Pym 


8t21 


.H 


20-614 


4-F-Ph 


2-MeNH-4-Pym 


8t22 


H 


20-615 


4-F-Ph 


2-MeNH-4-Pym 


8123 


H 


20-616 


4-F-Ph 


2-MeNH-4-Pym 


^24 


H 


20-617 


4-F-Ph 


2-MeNH-4-Pym 


8125 


H 


20-618 


4-F-Ph 


2-MeNH-4-Pym 


8t26 


H 



WO 03/015781 



PCT/JP02/08276 



288 



20-619 


4-F-Ph 


2-MeNH-4-Pvm 


M 27 


n 


20-620 


4-F-Ph 


2-MeNH-4-Pvm 


M ?8 


U 
n 


20-621 


4-F-Ph 


2-MeNH-4-Pvm 




n 


20-622 


4-F-Ph 


2-MeNH-4-Pvm 


-jJr 01/ 


tr 
n 


20-623 

Li \J \J Li KJ 


4-F-Ph 


2-MeNH-4-Pvm 

u iTlUiill i X jr 1X1 


s 31 

01 


n 


20-624 


4-F-Ph 

t: 1 f 11 


?-MpNH-4-Pvm 




it 
rl 


20-625 


4-F-Ph 

1 1 X 11 


2-MpNH-4-Pvm 
u iwciiix *t rym 


M 00 


n 


20-626 


T 1 x 11 


& lucmi t x yjii 


M 3A 


a 




t 1 1 11 


?-Mpj\fFT-4-Pvm 
& iviciiix *t x yiu 


S 3^ 
» oO 


H 


20-628 


4_F-Ph 
* i in 


?-MpNH-4-Pvm 


S 3fi 


u 
n 


20-629 


i 1 X 11 


?-MpNR~4-Pvm 
t» Lucnix *t x yiu 


37 


n 


20-630 

U \J \J \J\1 


Tt X X 11 


u ivicnii *r x yiu 


W 1 




20-631 


4-F-Ph 

r i. X XI 


u iucnii t x y ill 




9 -Mo 


20-632 


4-F-Ph 

A 1 X 11 


?-MpNH-4-Pvhi 

u ificnix *t i ym 


M 3 


Z 1«C 


20-633 


4-F-Ph 


2-MeNH-4-Pvm 

u 111 villi X Jill 


M 4 


9-Ma 
Z luc 


20-634 


4-F-Ph 

— 1 X 11 


menu t x yui 


Hi ^ 


Z luc 


20-635 


4-F-Ph 

i 1 X 11 


2-MeNH-4-Pvm 


% 0 


9-Mo 

Z luc 


20-636 


4-F-Ph 

i X X XI . 


2-MeNH-4-Pvm 


S 7 


Z JMc 


20-637 


4-F-Ph 

^ 1 X 11 


£» lUCliXL t: X y HI 


^ o 


z — Me 


20-638 


4-F-Ph 

T 1 X 11 


?-MpNH-4-Pvm 
& Menu *t x y Hi 




9-Ma 

z Me 


20-639 


4-F-Ph 

± 1 X 11 


2-MpNH-4-Pvm 
l munix t xym 


m in 


9-Mp 

z ivie 


20-640 


4-F-Ph 


u iTicnii t x y ill 


M 1 1 

■St 1 1 


Z Iwc 


20-641 


4-F-Ph 

TT X X 11 


l avciMx t x yiu 


© 1 9 


9 -Mo 

Z IHC 


20-642 


4-F-Ph 


2-MpNH-4-Pvm 

o iTiciiix *t xym 




9-Mp 


20-643 


4-F-Ph 


2-MpNH-4-Pvm 


Hi Id 


9-Mp 
Z tVic 


20-644 


4-F-Ph 


?-MpNH-4-Pvm 
u m viixi * xym 




9-Mp 

Z IVlc 


20-645 


4-F-Ph 

i J. X 11 


ii iyiuiiix t x ym 


M 1 fi 


9 -Mo 
Z fflc 


20-646 


4-F-Ph 


2-MeNH-4-Pvm 


JS 17 
i i 


9-Mp 
Z mu 


20-647 


4-F-Ph 

— A X 11 


9-MpNR-4-Pvm 




9-Mo 

z Me 






9-MpNfII-A-Pvm 

l Mervti— ft ryin 


ffi 1 Q 


9 Alia 

z-Me 


20-649 


4-F-Ph 


2-MeNH-4-Pym 


8H20 


2-Me 


20-650 


4-F-Ph 


2-MeNH-4-Pym 


m 21 


2-Me 


20-651 


4-F-Ph 


2-MeNH-4-Pyi 


S22 


2-Me 


20-652 


4-F-Ph 


2-MeMM-Pym 


^23 


2-Me 


20-653 


4-F-Ph 


2-MeNH-4-Pym 


^24 


2-Me 


20-654 


4-F-Ph 


2-MeNH-4-Pym 


SI25 


2-Me 



WO 03/015781 



PCT/JP02/08276 



289 



20-655 


4-F-Ph 


2-MeNH-4-Pym 


S26 


2-Me 


20-656 


4-F-Ph 


2-MeNH-4-Pym 


mi 


2-Me 


20-657 


4-F-Ph 


2-MeNH-4-Pym 


^28 


2-Me 


20-658 


4-F-Ph 


2-MeNH-4-Pyi 


§129 . 


2-Me 


20-659 


4-F-Ph 


2-MeNH-4-Pym 


^30 


2-Me 


20-660 


4-F-Ph 


2-MeNH-4-Pym 


St 31 . 


2-Me 


20-661 


4-F-Ph 


2-MeNH-4-Pym 


8132 


2-Me 


20-662 


4-F-Ph 


• 2-MeNH-4'-Pym 


■St 33 


2-Me 


20-663 


4-F-Ph 


2-MeNH-4-Pym 


^34 


2-Me 


20-664 


4-F-Ph 


2-MeNH-4-Pym 

£J ill \* 1 Ul A A J *** 


^35 


2-Me 


20-66R 


4-F-Ph 


2-MeNH-4-Pym 


§t 36 


2-Me 


20-666 


4-F-Ph 


2-MeNH-4-Pym 


^37 


2-Me 


20-667 


4-F-Ph 


2-MeNH-4-Pym 


1 


2-OH 


20-668 


4-F-Ph 


2-MeNH-4-Pym 


^ 2 


2-OH 


20-669 

CIV U \J o 


4-F-Ph 


2-MeNH-4-Pym 


M 3 


2-OH 


20-670 


4-F-Ph 


2-MeNH-4-Pym 


S 4 


2-OH 


20-671 


4-F-Ph 


2-MeNH-4-Pym 


S 5 


2-OH 


20-672 


4-F-Ph " 


2-MeNH-4-Pym 


gt 6 


2-OH 


20-673 


4-F-Ph 


2-MeNH-4-Pym 


^ 7 


2-OH 


20-674 


4-F-Ph 


2-MeNH-4-Pym 


St 8 


2-OH 


20-675 

u U VP 1 if 


4-F-Ph 


2-MeNH-4-Pym 


it 9 


2-OH 


20-676 


4-F-Ph 


2-MeNH-4-Pym 


^ 10 


2-OH 


20-677 


4-F-Ph 


2-MeNH-4-Pyi 


M li 


2-OH 


20-678 


4-F-Ph 


2-MeNH-4-Pym 


^ 12 


2-OH 


20-679 


4-F-Ph 


2-MeNH-4-Pym 


M 13 


2-OH 


20-680 

Li\J UUV 


4-F-Ph 


2-MeNH-4-Pym 


S 14 


2-OH 


20-681 


4-F-Ph 


2-MeNH-4-Pym 


S 15 


2-OH 


20-682 


4-F-Ph 


2-MeNH-4-Pym 

*J Ul V * » A A A A J *JJ 


St 16 


2-OH 


20-683 


4-F-Ph 


2-MeNH-4-Pym 


St 17 


2-OH 


£i\) OOfr 


*x 1 111 


?-MpNH-4-Pvm 

u LYlCllil ^ X j 111 


H 18 


2-OH 


20-685 


4-F-Ph 


2-MeNH-4-Pym 


St 19 


2-OH 


20-686 


4-F-Ph 


2-MeNH-4-Pym 


St 20 


2-OH 


20-687 


4-F-Ph 


2-MeNH-4-Pym 


^21 


2-OH 


20-688 


4-F-Ph 


2-MeNH-4-Pym 


3122 


2-OH 


20-689 


4-F-Ph 


2-MeNH-4-Pym 


^23 


2-OH 


20-690 


4-F-Ph 


2-MeNH-4-Pym 


3124 


2-OH 



WO 03/015781 



PCT/JP02/08276 



290 



20-691 


4-F-Ph 


2-MeNH-4-Pym 


^25 


2-OH 


20-692 


4-F-Ph 


2-MeNH-4-Pym 


^26 


2-OH 


20-693 


4-F-Ph 


2-MeNH-4-Pym 


^27 


2-OH 


20-694 


4-F-Ph 


2-MeNH-4-Pym 


Si 28 


2-OH 


20-695 


4-F-Ph 


2-MeNH-4-Pym 


^29 


2-OH 


20-696 


4-F-Ph 


2-MeNH-4-Pym 


^30 


2-OH 


20-697 


4-F-Ph 


2-MeNH-4-Pym 


38 31 


2-OH 


20-698 

u u WWW 


4-F-Ph 


2-MeNH-4-Pym 


S32 


2-OH 


20-699 


4-F-Ph 


2-MeNH-4-Pym 


St 33 


2-OH 


20-700 


4-F-Ph 


2-MeNH-4-Pym 


St 34 


2-OH 


20-701 


4-F-Ph 


2-MeNH-4-Pym 


St 35 


2-OH 


20-702 


4-F-Ph 


2-MeNH-4-Pym 


St 36 


2-OH 


20-703 


4-F-Ph 


2-MeNH-4-Pym 


^37 


2-OH 


20-704 


4-F-Ph 


2-MeNH-4-Pym 


St 1 


2-MeO 


20-705 


4-F-Ph 


2-MeNH-4-Pym 


St 2 


2-MeO 


20-706 


4-F-Ph 


2-MeNH-4-Pym 


St 3 


2-MeO 


20-707 


. 4-F-Ph 


2-MeNH-4-Pyi 


St 4 


2-MeO 


20-708 


4-F-Ph 


2-MeNH-4-Pym 


St 5 


2-MeO 


20-709 


4-F-Ph 


2-MeNH-4-Pym 


M 6 


2-MeO 


20-710 


4-F-Ph 


2-MeNH-4-Pym 


St 7 


2-MeO 


20-711 


4-F-Ph 


2-MeNH-4-Pym 




2-MeO 


20-712 


4-F-Ph 


2-MeNH-4-Pym 


St 9 


2-MeO 


20-713 


4-F-Ph 


2-MeNH-4-Pym 


St 10 


2-MeO 


20-714 


4-F-Ph 


2-MeNH-4-Pym 


St 11 


2-MeO 


20-715 


4-F-Ph 


2-MeNH-4-Pym 


St 12 


2-MeO 


20-716 


4-F-Ph 


2-MeNH-4-Pym 


St 13 


2-MeO 


20-717 


4-F-Ph 


2-MeNH-4-Pym 


St 14 


2-MeO 


20-718 


4-F-Ph 


2-MeNH-4-Pym 


St 15 


2-MeO 


20-719 


4-F-Ph 


2-MeNH-4-Pym 


St 16 


2-MeO 


90-790 


A-V-Vh 

*X 1 X 11 


2-MeNH-4-Pvm 

u menu rr x jfiii 


M 17 


2-MeO 


20-721 


4-F-Ph 


2-MeNH-4-Pym 


St 18 


2-MeO 


20-722 


4-F-Ph 


2-MeNfl-4-Pyi 


St 19 


2-MeO 


20-723 


4-F-Ph 


2-MeNH-4-Pym 


S!20 


2-MeO 


20-724 


4-F-Ph 


2-MeNH-4-Pyi 


3121 


2-MeO 


20-725 


4-F-Ph 


2-MeNH-4-Pyra 


S22 


2-MeO 


20-726 


4-F-Ph 


2-MeNH-4-Pym 


St 23 


2-MeO 



WO 03/015781 



291 



PCT/JP02/08276 



20-727 


4-F-Ph 


2-MeNH-4-Pym 


S24 ■ 


2-MeO 


20-728 


4-F-Ph 


2-MeNH-4-Pym • 


3125 


2-MeO 


20-729 


4-F-Ph 


2-MeNH-4-Pym 


St 26 


2-MeO 


20-730 


4-F-Ph 


2-MeNH-4-Pym 


3127 


2-MeO 


20-731 


4-F-Ph 


2-MeNH-4-Pym 


nn 


2-MeO 


20-732 


4-F-Ph 


2-MeNH-4-Pym 


3129 


2-MeO 


20-733 


4-F-Ph 


2-MeNH-4-Pym 


§130 


2-MeO 


20-734 


4-F-Ph 


2-MeNH-4-Pym 


. 5R 31 . 


2-MeO 


20-735 


4-F-Ph 


2-MeNH-4-Pym 


3R32 


2-MeO 


20-736 


4-F-Ph 


2-MeNH-4-Pym 


3133 


2-MeO 


20-737 


4-F-Ph 


2-MeNH-4-Pym 


St 34 


2-MeO 


20-738 


4-F-Ph 


2-MeNH-4-Pym 


3135 


2-MeO 


20-739 


4-F-Ph 


2-MeNH-4-Pym 


3136 


2-MeO 


20-740 


4-F-Ph 


2-MeNH-4-Pym 


3137 


2-MeO 


20-741 


4-F-Ph 


2-MeNH-4-Pym 


at i 


2-F 


20-742 


4-F-Ph 


2-MeNH-4-Pym 


at 2 


2-F 


20-743 


4-F-Ph 


2-MeNH-4-Pym 


m 3 


2-F 


20-744 


4-F-Ph 


2-MeNH-4-Pym 


at 4 


2-F 


20-745 


4-F-Ph 


2-MeNH-4-Pym 


& 5 


2-F 


20-746 


4-F-Ph 


2-MeNH-4-Pym 


at 6 


2-F 


20-747 


4-F-Ph 


2-MeNH-4-Pyi 


at 7 


2-F 


20-748 


4-F-Ph 


2-MeNH-4-Pyi 


at 8 


2-F 


20-749 


4-F-Ph 


2-MeNH-4-Pym 


at 9 


2-F 


20-750 


4-F-Ph 


2-MeNH-4-Pym 


at io 


2-F 


20-751 


4-F-Ph 


2-MeNH-4-Pym 


atn 


2-F 


20-752 


4-F-Ph 


2-MeNH-4-Pym 


at 12 


2-F 


20-753 


4-F-Ph 


2-MeNH-4-Pym 


m 13 


2-F 


20-754 


4-F-Ph 


2-MeNH-4-Pym 


at u 


2-F 


20-755 


4-F-Ph 


2-MeNH-4-Pym 


at is 


2-F 


20-756 


4-F-Ph 


2-MeNH-4-Pym 


at is 


2-F 


20-757 


4-F-Ph 


2-MeNH-4-Pym 


at n 


2-F 


20-758 


4-F-Ph 


2-MeNH-4-Pyi 


ati8 


2-F 


20-759 


4-F-Ph 


2-MeNH-4-Pym 


at 19 


2-F 


20-760 


4-F-Ph 


2-MeNH-4-Pym 


St 20 


2-F 


20-761 


4-F-Ph 


2-MeNH-4-Pym 


at 21 


2-F 


20-762 


4-F-Ph 


2-MeNH-4-Pym 


Si 22 


2-F 



WO 03/015781 



292 



PCT/JP02/08276 



20-763 


4-F-Ph 


2-MeNH-4-Pym 


St 23 


2-F 


20-764 


4-F-Ph 


2-MeNH-4-Pym 


at 24 


2-F 


20-765 


4-F-Ph 


2-MeNH-4-Pym 


8125 


2-F 


20-766 


4-F-Ph 


2-MeNH-4-Pym 


S26 


2-F 


20-767 


4-F-Ph 


2-MeNH-4-Pym 


^27 


2-F 


20-768 


4-F-Ph 


2-MeNH-4-Pym 


^28 


2-F 


20-769 


4-F-Ph 


2-MeNH-4-Pym 


^29 


2-F 


20-770 


4-F-Ph 


2-MeNH-4-Pym 


^30 


2-F 


20-771 


4-F-Ph 


2-MeNH-4-Pym 


8131 


2-F 


20-772 


4-F-Ph 


2-MeNH-4-Pym 


S32 


2-F 


20-773 


4-F-Ph 


2-MeNH-4-Pym 


^33 


2-F 


20-774 


4-F-Ph 


2-MeNH-4-Pym 


S34 


2-F 


20-775 


4-F-Ph 


2-MeNH-4-Pym 


S35 


2-F 


20-776 


4-F-Ph 


2-MeNH-4-Pym 


8136 


2-F 


20-777 


4-F-Ph. 


2-MeNH-4-Pym 


5137 


2-F 


20-778 


4-F-Ph 


2-MeNH-4-Pym 


at 1 


2-C1 


20-779 


4-F-Ph 


2-MeNH-4-Pym 


at 2 


2-C1 


20-780 


4-F-Ph 


2-MeNH-4-Pym 


at 3 


2-C1 


20-781 


4-F-Ph 


2-MeNH-4-Pym 


at 4 


2-C1 


20-782 


4-F-Ph 


2-MeNH-4-Pym 


m 5 


2-C1 


20-783 


4-F-Ph 


2-MeNH-4-Pym 


U 6 


2-C1 


20-784 


4-F-Ph 


2-MeNH-4-Pym 


at 7 


2-C1 


20-785 


4-F-Ph 


2-MeNH-4-Pym 


8 


2-C1 


20-786 


4-F-Ph 


2-MeNH-4-Pym 


.at 9 


2-C1 


20-787 


4-F-Ph 


2-MeNH-4-Pym 


8110 


2-C1 


20-788 


4-F-Ph 


2-MeNH-4-Pym 


%\\ 


2-C1 


20-789 


4-F-Ph 


2-MeNH-4-Pym 


at 12 


2-C1 


20-790 


4-F-Ph 


2-MeNH-4-Pym 


M 13 


2-C1 


20-791 


4-F-Ph 


2-MeNH-4-Pym 


at 14 


2-C1 


90-792 


4-F-Ph 


2-MeNH-4-Pvm 

U 1UV» 1111 ^ 1 JUl 


M 15 


2-C1 


20-793 


4-F-Ph 


2-MeNH-4-Pym 


at i6 


2-C1 


20-794 


4-F-Ph 


2-MeNH-4-Pym 


at n 


2-C1 


20-795 


4-F-Ph 


2-MeNH-4-Pym 


at is 


2-C1 


20-796 


4-F-Ph 


2-MeNH-4-Pym 


at 19 


2-C1 


20-797 


4-F-Ph 


2-MeNH-4-Pym 




2-C1 


20-798 


4-F-Ph 


2-MeNH-4-Pym 


at 2i 


2-C1 



WO 03/015781 



PCT7JP02/08276 



293 



20-799 


4-F-Ph 


2-MeNH-4-Pym 


Si 22 


2-C1 


20-800 


4-F-Ph 


2-MeNH-4-Pym 


§123 


2-C1 


20-801 


4-F-Ph 


2-MeNH-4-Pym 


^24 


2-C1 


20-802 


4-F-Ph 


2-MeNH-4-Pym 


§125 


2-C1 


20-803 


4-F-Ph 


2-MeNH-4-Pym 


»26 . 


2-C1 


20-804 


4-F-Ph 


2-MeNH-4-Pym 


St 27 


2-C1 


20-805 


4-F-Ph 


. 2-MeNH-4-Pym 


S28 


2-C1 


20-806 


4-F-Ph 


2-MeNH-4-Pym 


' j»29 


2-C1 


20-807 


4-F-Ph 


2-MeNH-4-Pym 




2-C1 


20-808 


4-F-Ph 


2-MeNH-4-Pym 


m 31 


2-C1 


20-809 


4-F-Ph 


2-MeNH-4-Pyi 


§132 


2-C1 


20-810 


4-F-Ph 


2-MeNH-4-Pym 


mzz 


2-C1 


20-811 


4-F-Ph 


2-MeNH-4-Pym 


§134 


2-C1 


20-812 


4-F-Ph 


2-MeNH-4-Pym 


8135 


2-C1 


20-813 


4-F-Ph 


2-MeNH-4-Pym 


3136 


2-C1 


20-814 


4-F-Ph 


2-MeNH-4-Pym 


§137 


2-C1 


20-815 


4-F-Ph 


2-MeNH-4-Pym 


§t 1 


2, 2-diF 


20-816 


4-F-Ph 


2-MeNH-4-Pym 


§t 2 


2,2-diF 


20-817 


4-F-Ph 


2-MeNH-4-Pym 


at 3 


2, 2-diF 


20-818 


4-F-Ph. 

* * 


2-MeNH-4-Pym 


M .4 


2, 2-diF 


20-819 


4-F-Ph 


2-MeNH-4-Pym 


n 5 


2,2-diF 


20-820 


4-F-Ph 


2-MeNH-4-Pym 


§t 6 


2,2-diF 


20-821 


4-F-Ph 


2-MeNH-4-Pym 


§t 7 


2, 2-diF 


20-822 


4-F-Ph 


2-MeNH-4-Pym 


§t 8 


2, 2-diF 


20-823 


4-F-Ph 


2-MeNH-4-Pym 


§t 9 


2,2-diF 


20-824 


4-F-Ph 


2-MeNH-4-Pym 


§110 


2,2-diF 


20-825 


4-F-Ph 


2-MeNH-4-Pym 




2,2-diF 


20-826 


4-F-Ph 


2-MeNH-4-Pym 


mu 


2,2-diF 


20-827 


4-F-Ph 


2-MeNH-4-Pym 


§113 


2,2-diF 


20-828 


4-F-Ph 


2-MeNH-4-Pym 


§114 


2,2-diF 


20-829 


4-F-Ph 


2-MeNH-4-Pym 


§115 


2,2-diF 


20-830 


4-F-Ph 


2-MeNH-4-Pym 


§116 


2,2-diF 


20-831 


4-F-Ph 


2-MeNH-4-Pym 


mi 


2,2-diF 


20-832 


4-F-Ph 


2-MeNH-4-Pym 


^18 


2,2-diF 


20-833 


4-F-Ph 


2-MeNH-4-Pym 


§119 


2,2-diF 


20-834 


4-F-Ph 


2-MeNH-4-Pym 


§120 


2, 2-diF 



WO 03/015781 



PCT/JP02/08276 



294 



90-835 

Ci\J uuu 


*r 1 x U 


It IIJtlMl JL J ill 




2 2-diF 


u\J oou 


A-V-Vh 

T 1 X 11 


?-MpNH-4-Pvm 

6 HlCnXl *x XjUl 




9 9-diF 


90-837 

L\J OO 1 


rr r Xll 


9-MpNH-4.-Pvm 
6 iucnxi t ryiii 


® 9^ 
^ Za 


9 9-riiF 

i y L U If 


90-838 

Zv 000 


ft r x ii 




M 94. 
Zft 


9 9-HiF 
/f, z u ir 


ZU OOV 


ft P flJ 


9-MpMTT— A-Pvtti 
z luciixi ft ryui 


W ZD 


9 9-H i F 
z 9 z u l r 


ZU o*tU 


A-P-Ph 


9— MpNTT— A— Pvm 


S 9R 
» ZD 


9 9-HiP 
z, z u lr 




ft r rn 


9-MpNTJ-A~Pvm 
Z MclMl 4 xylU 


S 97 


9 9-HiT? 
Z, Z Q lr 


90-8A9 
ZU OftZ 


*t r xfl 


Z MclNxl ft^xyin 


S 98 
^ zo 


9 9-HiT? 
z, 6 flir 


90-8A7 
ZU o4o 


ft r xfl 


9-MpNU— A-Pinn 
L mcINxi Ht— xylD 


S 9Q 


9 9-HiR 
Z, Z U lr 


ZU oftft 


ft r xn 


9-MpWTT-A-P'irm 

Z menu t rym 


ffi ^0 


9 9 rl i ¥7 


90-8/15 
ZU oftD 


ft r xll 


9-MpNFU-A-Pvm 
6 McLifl 4 xyin 


^ 01 


9 9-HiF 
Z, Z Ulr 


90-8Afi 


<t r Xll 


9-MpNTT-zl-Pvm 
z mcnxi 4 xyiu 


S Q9 
5n OZ 


9 9-H i 17 
Z, Z Ulr 


90-8A7 
ZU Oft ( 


ft r ill 


z iwcnxi 4 rym 


W 00 


9 9-Hi'F 
Z, Z ulr 


90-8/18 

ZU 0<t0 


ft r xll 


9-MpWH-zt-Pvm 
z Menu ft xym 




9 9-H i F 
z, z u ir 


90-8IQ 
zu o'ty 


ft r xll 


9— MpWJT— 1—T>\rm 
L mcnxl ft xyiil 


© 7^ 


9 9-HiF 
Z, Z Ulr 


ZU oou 


A-E-Ph 
ft r xll 


6 mcnfl ft xym 


M 7fi 


9 9-HiF 
z, z u ir 


oil OOl 


A-E-Ph 
ft r xll 


9 — Mo WW A — P vm 

Z mcnxi ft xym 


W 77 


9 9-HiB 
Z, Z Ulr 


90-859 
ZU ODZ 


A-P-Ph 
ft r ill 


9 — M p NfH— A — P \rm 

z Mciin ft— xym 


W: 1 


8-Mp 
o lac 


90—857 
ZU oDO 


ft r xll 


9-MpWU-A-Pxrm 

l lucnxi ft^rym 


ffl 9 

$^ z 


R-Mp 
o Dflc 


90-85/1 
ZU 0D4 


A-E-Ph 
ft r x 11 


9 — M pWU— zt—Pvm 

l MciNn ft xym 


W 7 


8-Mp 


90-855 

zu ooo 


A— E-Ph 

ft r x n 


9-Mp\fU-/l-Pvm 

l MciNxi ft xym 


m a 


o i¥lc 


90-85fi 
ZU 60 D 


A-E-Ph 
ft r xu 


9 — M p NFH— A— P xrm 

L Mcnxi 4 rym 


B§ 5 


8-Mp 


90-857 
ZU 00 ( 


A-E-Ph 
^ r xll 


9-MpMtf-4-Pvm 

z mciNti ft rym 


K 0 


8-Mp 


90-858 
ZU 000 


A-E-Ph 
1 f ill 


9-MpMU-i~Pvm 

z ivienxi 4 xym 


M 7 


8-Mp 

o iuc 


90-85Q 

ZU OOU 


A-F-Ph 
*t r xll 


9-MpNFtf-4.-Pvm 
l WciNxi 4 xym 


S 8 
^ o 


8-Mp 
0 mc 


90-8fi0 
ZU oou 


4: r Xll 


9— MpNTT— Pvm 
z mciixi ft rym 




8-Mp 
O 1«C 


ZU Ou 1 


ft r xll 


9-MpNTT-i.-Pvm 

it iwciin ft xym 


S 1 0 


8— Mp 
O mc 


90-RG9 
ZU 00 Z 


A-E-Ph 

r xll 


9 — Mp IVTH— A — P v tn 

z MciNxi 4 rym 


S 1 1 


8-Mp 
0 mc 


ZU 000 


/4_tr_Ph 
ft r xll 


z wieixxi ft rym 


Wt 1 9 
» iz 


8-Mp 
o flic 


00 QRA 


4-i*-rn 


z-MeWxl-4-ryin 




o-Me 


20-865 


4-F-Ph 


2-MeNH-4-Pym 


at 14 


8-Me 


20-866 


4-F-Ph 


2-MeNH-4-Pym 


K1B 


8-Me 


20-867 


4-F-Ph 


2-MeNH-4-Pym 


me 


8-Me 


20-868 


4-F-Ph 


2-MeNH-4-Pym 


at 17 


8-Me 


20-869 


4-F-Ph 


2-MeNH-4-Pym 


a 18 


8-Me 


20-870 


4-F-Ph 


2-MeNH-4-Pym 


3119 


8-Me 



WO 03/015781 



PCT/JP02/08276 



295 



20-871 


4-F-Ph 


2-MeNH-4-Pyi 


#20 


8-Me 


20-872 


4-F-Ph 


2-MeNH-4-Pym 


#21 


8-Me 


20-873 


4-F-Ph 


2-MeNH-4-Pym 


#22 


8-Me 


20-874 


4-F-Ph 


2-MeNH-4-Pym 


#23 


8-Me 


20-875 


4-F-Ph 


2-MeNH-4-Pym 


#24 


8-Me 


20-876 


4-F-Ph 


2-MeNH-4-Pym 


# 25 


8-Me 


20-877 


4-F-Ph 


2-MeNH-4-Pym 


#26 


8-Me 


20-878 


4-F-Ph 


2-MeNH-4-Pym 


St 27 


8-Me 


20-879 


4-F-Ph 


2-MeNH-4-Pym 


#28 


8-Me 


20-880 


4-F-Ph 


2-MeNH-4-Pym 


#29 


8-Me 


20-881 


4-F-Ph 


2-MeNH-4-Pym 


#30 


8-Me 


20-882 


4-F-Ph 


2-MeNH-4-Pym 


a 31 


8-Me 


20-883 


4-F-Ph 


2-MeNH-4-Pyi 


#32 


8-Me 


20-884 


4-F-Ph 


2-MeNH-4-Pym 


#33 


8-Me 


20-885 

4i U KJ KJ \J 


4-F-Ph 


2-MeNH-4-Pym 


#34 


8-Me 


20-886 


4-F-Ph 


2-MeNH-4-Pym 


#35 


8-Me 


20-887 


4-F-Ph 


2-MeNH-4-Pym 


#36 


8-Me 


20-888 


4-F-Ph 


2-MeNH-4-Pym 


#37 


8-Me 


20-889 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# i 


H 


20-890 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


# 2 


H 


20-891 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 3 


H 


20-892 

tJ Kf KJ 1/ m 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 4 


H 


20-893 

w v KJ W KJ 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 5 


H 


20-894 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 6 


H 


20-895 

iJ \J KJ %J KJ 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 7 


H 


20-896 

(J \J KJ %J KJ 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 8 


H 


20-897 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 9 


H 


20-898 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#10 


H 


20-899 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#11 


H . 


90— QflO 

Ca\j UUU 




2- ( a -Me-BnNH) -4-Pvm 

U \ Sjb M\j JJLUllA/ X ^ X J 111 


# 12 


H 


20-901 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#13 


H 


20-902. 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#14 


H 


20-903 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#15 


H 


20-904 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#16 


H 


20-905 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#17 


H 


20-906 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#18 


H 



WO 03/015781 



PCT/JP02/08276 



296 



20-907 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


Si 19 


H 


20-908 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


SI 20 


H 


20-909 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ W lUU UXXUXX/ * X J il* 




H 


20-910 


4-F-Ph 


2- 


( qj -Me-BnNH) -4-Pvm 

\ V«v ill V/ XJXAllXX/ 2 A J ill 


Si 22 


H 


20-911 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ V-X ITJ U 111 ill/ x 1 j III 


M 23 


11 


20-912 


4-F-Ph 

x 1 1 11 


2- 


( a -Me-BnNH) -4-Pvm 

\ \Jt lUt» Ullllll/ TT 1 Jill 


M 24 


H 
ii 


20-913 


4-F-Ph 
* i j. li 


2- 


f a -Me-BnNH) -4-Pvm 

V, vx me unim/ x i j iti 


S 25 


ii 


20-914 


4-F-Ph 
~ i i ii 


2- 


r a -Me-BnNH) -4-Pvm 

V. \Jb LUG Ullllll/ TC X Jill 


© 2fi 


H 
ii 


20-915 


4-F-Ph 
~ i i ii 


2- 


f a -Me-BnNH) -4-Pvm 

\ Ufi 1T1U U 111111/ T: 1 Jill 


27 


ii 


20-916 


4-F-Ph 
± i i ii 


2- 

u 


f a -Me-BnNH) -4-Pvm 

V \J> LUC Ullllll/ x 1 j ill 


3© 28 


H 


20-917 


4-F-Ph 


2- 


[ a -Me-BnNH) -4-Pvm 

V yJf> iu\> Ullllll/ x 1 jlll 


^ 29 


H 
ii 


20-918 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

^ U> LUC 1/111111/ TC X Jill 


M 30 


ii 


20-919 


4-F-Ph 


2- 


' /v -Me-BnNH) -4-Pvm 

*v \J(r lllKf U 11 11 11/ X 1 Jill 


31 31 

vpt 1 


H 
ii 


20-920 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

^ KJb lUv> Ullllll/ X 1 Jill 


M 32 


H 
ii 


20-921 


4-F-Ph 


2- 


{ a -Me-BnNH) -4-Pvm 

v uiiiin/ x i y in 


S 33 


w 
ii 


20-922 

U\J U Li U 


4-F-Ph 


2- 


' a -Me-BnNH) -4-Pvm 

l Km lux* Ullllll/ x 1 J ill 


® 34 


ii 


20-923 

Li \J %J Li U 


4-F-Ph 


2- 


' a -Me-BnNH) -4-Pvm 

v cx> iut» uiiim/ t: i jlli 


SI 35 


ii 


20-924 


4-F-Ph 


2- 


f a -Me-BnNH) -4-Pvm 

^ 1T1C Ullllll/ x 1 J 111 


M 36 


ii 


20-925 

Li \J %J Li KJ 


4-F-Ph 


2-1 


f a -Me-BnNH) -4-Pvm 

^ \j> uiiim/ x i jiii 


M 37 


u 

ii 


20-926 

U \J \J Li \J 


4-F-Ph 


2-1 


' a -Me-BnNH) -4-Pvm 

^ \Jt lUt» Ullllll/ x 1 jlli 


9 1 


?-Me 


20-927 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

V Kit iUU Ullllll/ 1 1 Jill 


9 2 


?-Me 

L luC 


20-928 

Li \J \J Li KJ 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

^ l* IMVy Ullllll/ 7 1 J ill 


9 3 


?-Me 

li LVIC 


20-929 

LI \J \J Li \J 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

i KJb ITIVj Ullllll/ 7 1 Jlli 


9 4 


?-Me 


20-930 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

l »-v LUVi X/XXllXX/ X X Jill 


9 5 


2-Me 

Li ITlV 


20-931 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

t v-* IMVs Ullllll/ 7 1 J HI 


M 6 


2-Me 

Li 1T1C 


20-932 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

V *-v lUw X-rXXllXX/ X X Jill 


9 7 


2-Me 

xj IT1L< 


20-933 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

t V* lUVs Ullllll/ X 1 J HI 


9 8 


2-Me 

xv 1UU 


20-934 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pvm 

i *-* LuKj Ullllll/ 7 1 J 111 


9 Q 


2-Me 

xv LUC 


20-935 


4-F-Ph 


2-( 


Of -Me-BnNH) -4-Pvm 

k LUC Ullllll/ Tt 1 Jill 


9 10 


2-Me 

xi LUC 


20-936 


4-F-Ph 




/v -Mp— RnNIfi -xt-Pvm 
ix iiic Diiiin^ ** ryui 


M 1 1 

9ft 1 1 


L 1UC 


20-937 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at 12 


2-Me 


20-938 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at is 


2-Me 


20-939 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


SI 14 


2-Me 


20-940 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at is 


2-Me 


20-941 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at is 


2-Me 


20-942 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at n 


2-Me 



WO 03/015781 



PCT/JP02/08276 



297 



20-943 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


ISl 18 


2-Me 


20-944 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8R 19' 


2-Me 


20-945 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


m 20 


2-Me 


20-946 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


3121 


2-Me 


20-947 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


5122 


2-Me 


20-948 


4-F-Ph 


2- 


( at -Me-BnNH) -4-Pym 


3123 


2-Me 


20-949 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 24 


2-Me 


20-950 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


5125 


2-Me 


20-951 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S26 


2-Me 


20-952 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


a 27 


2-Me 


20-953 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^28 


2-Me 


20-954 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S29 


2-Me 


20-955 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


mo 


2-Me 


20-956 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


mi 


2-Me 


20-957 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


^32 


2-Me 


20-958 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S33 


2rMe 


20-959 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


MU 


2-Me 


20-960 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


S35 


2-Me 


20-961 


4-F-Ph 


2- 


[a -Me-BnNH) -4-Pym 


^36 


2-Me 


20-962 


4-F-Ph 


2-1 


(a -Me-BnNH) -4-Pym 


St 37 


2-Me 


20-963 


4-F-Ph - 


2-i 


' a -Me-BnNH) -4-Pym 


at i 


2-OH 


20-964 


4-F-Ph 


2-1 


' a -Me-BnNH) -4-Pym 


at 2 


2-OH 


20-965 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


at 3 


2-OH 


20-966 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


m 4 


2-OH 


20-967 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


m 5 


2-OH 


20-968 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


m. 6 


2-OH 


20-969 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


H 7 


2-OH 


20-970 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


m 8 


2-OH 


20-971 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


n 9 


2-OH 


20-972 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at io 


2-OH 


20-973 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


mi 


2-OH 


20-974 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


ati2 


2-OH 


20-975 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


113 


2-OH 


20-976 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


114 


2-OH 


20-977 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


115 


2-OH 


20-978 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


116 


2-OH 



WO 03/015781 



PCT/JP02/08276 



298 



20-979 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 17 


2-0H 


20-980 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


St 18 

l VJ 


2-0H 


20-981 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


9B 19 


2-0H 


20-982 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ ***** V» XJ k I I 1 1 A/ i X J Ul 


2© 20 


2-OH 

u \Jll 


20-983 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ vX» IHV/ Ullllll/ Tt 1 Jill 




9— OH 


20-984 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ \J/ iu\s XJ 111111/ i 1 J 111 




1 -OH 


20-985 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ V* 11111111/ TC 1 J1U 




9-OH 


20-986 


4-F-Ph 


. 2- 


C n> -Mp-RnNH) -4-Pvm 

\ kj/ i?it» xjiiiiii/ t x jju 




9-OH 


20-987 


4-F-Ph 


2- 


( nj -Mp-RnNH) -4-Pvm 

\ Kit l?Jt» XJllllll/ ^ X Jul 




9 -OH 


20-988 


4-F-Ph 


2- 


( rv -Me-BnNH) -4-Pvm 

V \Ar IT1L» XI 111111/ X JJU 




9 -OH 


20-989 


4-F-Ph 


2~ 


( a -Me-BnNH) -4-Pvm 

\ \A> ITH> XJllllll/ i 1 Jul 


91 27 


9 -OH 

£ ull 


20-990 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ liUrf XJllllll/ X 1 J 111 




9-OH 

u Ull 


20-991 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ V* ITlVi XJllllll/ x X J 111 




9-OH 

£ Ull 


20-992 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ JJllllll/ J X J 111 


M 30 

!J?R. OKI 


2-OH 

£ Ull 


20-993 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

\ *-* IUVj JJllllll/ A 1 J 111 


M 31 


2-OH 

l un 


20-994 


4-F-Ph 


2- 


( (v -Me-BnNH) -4-Pvm 

\ IflV-f JJllllll/ 1 X Jill 




9-OR 


20-995 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pvm 

V *-* umjxx/ — x j ill 


3© 33 


2-OH 

u un 


20-996 


4-F-Ph 


2- 


' a -Me-BnNH) -4-Pvm 

v \m mv* u mill/ ^ x jiii 


9 34 


9-OH 
6 un 


20-997 


4-F-Ph 


2- 


[ a -Me-BnNH) -4-Pvm 

^ \Jt ITIV/ XJllllll/ X X J 111 


HI 3^ 


9-OH 
u un 


20-998 


4-F-Ph 


2-< 


[ ot -Me-BnNH) -4-Pvm 

< V* 1TJV* U 111111/ x X Jill 




9-OH 
u un 


20-999 


4-F-Ph 


2-i 


[ a -Me-BnNH) -4-Pvm 

< v* ax\j XJ 111111/ i X Jill 


© 37 


9-OH 
£ un 


20-1000 


4-F-Ph 


2-< 


l a; -Me-BnNH) -4-Pvm 

^ iuv* xj iiiiij./ i x jiu 


99 1 


9-MpO 


20-1001 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pvm 

^ 111 V/ 1/111111/ ^ 1 J 111 


© 2 


9-MpO 

&r 1Y1CU 


20-1002 


4-F-Ph 


2-( 


' (v -Me-BnNH) -4-Pvm 

V ^* Wlw XJllllll/ ^ 1 J 111 


9 3 


9-MpO 

U 1Y1UU 


20-1003 


4-F-Ph 


2-( 


r a; -Me-BnNH) -4-Pvm 

t v* mv xJiiiiii/ i j hi 


9 4 




20-1004 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

k l* ITIV^ XJllllll/ A 1 J 111 


9 R 


9-MpO 


20-1005 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pvm 

k t-v H1V# XJllllll/ JL X Jill 


9 fi 


9-MeO 


20-1006 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pvm 

Ui ITJVs 1/111111/ JC X Jill 


9 7 


2-MpO 

L lUCU 


20-1007 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pvm 

t-v tU\j XJllllll/ I X Jul 


9 8 


9-MpO 


20-1008 


4-F-Ph 

a 1 X 11 


2-( 


a -Me-RnNH) -4-Pvm 

ix roc xJlliiil/ *r X jlu 


9 Q 


9-MpO 


20-1009 


4-F-Ph 


2-< 


a -Me-BnNH) -4-Pym 


mio 


2-Me0 


20-1010 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


am 


2-Me0 


20-1011 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


mis 


2-Me0 


20-1012 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


8S13 


2-Me0 


20-1013 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at u 


2-Me0 


20-1014 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


at is 


2-MeO 



WO 03/015781 



299 



20-1015 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pyi 


£16 


2-MeO 


20-1016 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


mn 


2-MeO 


.20-1017 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8! 18 


2-MeO 


20-1018 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8119 


2-MeO 


20-1019 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


SI 20 


2-MeO 


20-1020 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


51 21 


2-MeO 


20-1021 


4-F-Ph 


2-1 


(a -Me-BnNH) -4-Pym 


»22 


2-MeO 


20-1022 


4-F-Ph 


2-i 


( a -Me-BnNH) -4-Pym 


£23 


2-MeO 


20-1023 


4-F-Ph 


2-i 


( a -Me-BnNH) -4-Pym 


£24 


2-MeO 


20-1024 


4-F-Ph 


2-< 


(a -Me-BnNH) -4-Pym 


£25 


2-MeO 


20-1025 


4-F-Ph 


2-< 


{ a -Me-BnNH) -4-Pym 


£26 


2-MeO 


20-1026 


4-F-Ph 


2-( 


( a -Me-BnNH) -4-Pym 


£27 


2-MeO 


20-1027 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


8128 


2-MeO 


20-1028 


4-F-Ph 


2-< 


{ a -Me-BnNH) -4-Pym 


St 29 


2-MeO 


20-1029 


4-F-Ph 


2-1 


' a -Me-BnNH) -4-Pym 


8130 


2-MeO 


20-1030 


4-F-Ph 


2-( 


{ a -Me-BnNH) -4-Pym 


5131 


2-MeO 


20-1031 


4-F-Ph 


2-i 


' a -Me-BnNH) -4-Pym 


8132 


2-MeO 


20-1032 


4-F-Ph 


2-( 


: a -Me-BnNH) -4-Pym 


£33 


2-MeO 


20-1033 


4-F-Ph 


2-1 


'a -Me-BnNH) -4-Pym 


£34 


2-MeO 


20-1034 


4-F-Ph 


2-< 


I a -Me-BnNH) -4-Pym 


£ 35 


2-MeO 


20-1035. 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


£36 


2-MeO 


20-1036 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


£37 


2-MeO 


20-1037 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


m 1 


2-F 


20-1038 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


m 2 


2-F 


20-1039 


4-F-Ph 


2-1 


; a -Me-BnNH) -4-Pym 


£ 3 


2-F 


20-1040 


4-F-Ph 


2-( 


; a -Me-BnNH) -4-Pym 


81 4 


2-F ' 


20-1041 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


m 5 


2-F 


20-1042 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


m 6 


2-F 


20-1043 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


, £ 7 


2-F 


20-1044 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


£ 8 


2-F 


20-1045 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


m 9 


2-F 


20-1046 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


£10 


2-F 


20-1047 


4-F-Ph 


2-< 


! a -Me-BnNH) -4-Pym 


£n 


2-F 


20-1048 


4-F-Ph 


2-< 


[ a -Me-BnNH) -4-Pym 


£12 


2-F 


20-1049 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


m\z 


2-F 


20-1050 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


nu 


2-F 



WO 03/015781 PCT/JP02/08276 

300 



20-1051 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#15 


2-F 


20-1052 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# i6 


2-F 


20-1053 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#17 


2-F 


20-1054 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


mis 


2-F 


20-1055 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#19 


2-F 


20-1056 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


8120 


2-F 


20-1057 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#21 


2-F 


20-1058 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#22 


2-F 


20-1059 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#23 


2-F 


20-1060 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyni 


nu 


2-F 


20-1061 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#25 


2-F 


20-1062 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#26 


2-F 


20-1063 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


§127 


2-F 


20-1064 


4-F-Ph 


2-(a-Me-BnNH)-4-Py]ii 


#28 


2-F 


20-1065 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#29 


2-F 


20-1066 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#30 


2-F 


20-1067 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


H! 31 


2-F 


20-1068 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


3132 


2-F 


20-1069 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


St 33 


2-F 


20-1070 


4-F-Ph 


2- ( a -Me-BnNH) -4-Pym 


#34 


2-F 


20-1071 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#35 


2-F 


20-1072 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyi 


#36 


2-F 


20-1073 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#37 


2-F 


20-1074 


4-F-Ph 


2-(Q!-Me-BnNH)-4-Pym 


# 1 


2-C1 


20-1075 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 2 


2-C1 


20-1076 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 3 


2-C1 


20-1077 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 4 


2-C1 


20-1078 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 5 


2-C1 


20-1079 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 6 


2-C1 


20-1080 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 7 


2-C1 


20-1081 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 8 


2-C1 


20-1082 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


# 9 


2-C1 


20-1083 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyi 


#10 


2-C1 


20-1084 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


#11 


2-C1 


20-1085 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyi 


#12 


2-C1 


20-1086 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyi 


#13 


2-C1 



WO 03/015781 



PCT/JP02/08276 



301 



20-1087 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


Si 14 


2-C1 


20-1088 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


8il5 


2-C1 


20-1089 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


5816 


2-C1 


20-1090 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


mn 


2-C1 


20-1091 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


#18 


2-C1 


20-1092 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


S19 


2-C1 


'20-1093 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


#20 


2-C1 


20-1094 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


#21 


2-Cl 


20-1095 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


#22 


2-C1 


20-1096 


4-F-Ph 


2- 


(a-Me-BnNH)-4-Pym 


#23 


2-Cl 


20-1097 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


#24 


2-Cl 


20-1098 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


#25 


2-Cl 


20-1099 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


#26 


2-Cl 


20-1100 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


#27 


2-Cl 


20-1101 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pyi 


#28 


2-Cl 


20-1102 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


#29 


2-Cl 


20-1103 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


#30 


2-Cl 


20-1104 


4-F-Ph 


2- 


( a -Me-BnNH) -4-Pym 


#31 


2-Cl 


20-1105 


4-F-Ph 


2- 


[a -Me-BnNH) -4-Pym 


#32 


2-Cl 


20-1106 


4-F-Ph 


2- 


(a -Me-BnNH) -4-Pym 


#33 


2-Cl 


20-1107 


4-F-Ph 


2-1 


' a -Me-BnNH) -4-Pym 


#34 


2-Cl 


20-1108 


4-F-Ph 


2-1 


[ a -Me-BnNH) -4-Pym 


#35 


2-Cl 


20-1109 


4-F-Ph 


2-( 


' a -Me-BnNH) -4-Pym 


#36 


2-Cl 


20-1110 


4-F-Ph 


2-( 


[a -Me-BnNH) -4-Pym 


#37 


2-Cl 


20-1111 


4-F-Ph 


2-( 


! a -Me-BnNH) -4-Pym 


# 1 


2,2-diF 


20-1112 


4-F-Ph 


2-( 


: a -Me-BnNH) -4-Pym 


# 2 


2,2-diF 


20-1113 


4-F-Ph 


2-( 


[ a -Me-BnNH) -4-Pym 


# 3 


2,2-diF 


20-1114 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


# 4 


2,2-diF 


20-1115 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


# 5 


2,2-diF 


20-1116 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


# 6 


2,2-diF 


20-1117 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


# 7 


2, 2-diF 


20-1118 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


# 8 


2, 2-diF 


20-1119 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


# 9 


2,2-diF 


20-1120 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym . 


#10 


2, 2-diF 


20-1121 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


#11 


2, 2-diF 


20-1122 


4-F-Ph 


2-( 


a -Me-BnNH) -4-Pym 


#12 


2,2-diF 



i 



WO 03/015781 



PCT/JP02/08276 



302 



20-1123 


4-F-Ph 


20-1124 


4-F-Ph 


20-1125 


4-F-Ph 


20-1126 


4-F-Ph 


20-1127 


4-F-Ph 


20-1128 


4-F-Ph 


20-1129 


4-F-Ph 


20-1130 


4-F-Ph 


20-1131 


4-F-Ph 


20-1132 


4-F-Ph 


20-1133 


4-F-Ph 


20-1134 


4-F-Ph 


20-1135 


4-F-Ph 


20-1136 


4-F-Ph 


20-1137 


4-F-Ph 


20-1138 


4-F-Ph 


.20-1139 


4-F-Ph 


20-1140 


4-F-Ph 


20-1141 


4-F-Ph 


20-1142 


4-F-Ph 


20-1143 


4-F-Ph 


20-1144 


4-F-Ph 


20-1145 


4-F-Ph 


20-1146 


4-F-Ph 


20-1147 


4-F-Ph 


20-1148 


4-F-Ph 


20-1149 


4-F-Ph 


20-1150 


4-F-Ph 


20-1151 


4-F-Ph 


20-1 152 


4_p_Ph 
t r ru 


20-1153 


4-F-Ph 


20-1154 


4-F-Ph 


20-1155 


4-F-Ph 


20-1156 


4-F-Ph 


20-1157 


4-F-Ph 


20-1158 


4-F-Ph 



2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pyi 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pyi 

2-(at-Me-BnNH)-4-Pyi 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a!-Me-BnNH)-4-Pyni 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 

2-(a-Me-BnNH)-4-Pym 



St 13 


&, £i u ir 


M 14 


9 9-Hif? 
^, 6 u ir 


M 1 R 

isft 1 0 


£ U IP 


E§ 1fi 
10 


9 9-Hil? 
Z, Z air 


B§ 1 7 


9 9— H i T? 
Z, Z air 


■i^re. lo 


9 9-H i 17 

z, 4 air 


Hi 1 Q 

^ i y 


9 9_HiI? 
Z, Z-Qlr 


^ ZU 


l, Z -air 


¥g 91 
Zl 


9 9 —Hit? 

z, /-air 


^ ZZ 


9 9— Hi 17 
Z, Z-Qlr 


B= 93 
ZO 


9 9-H i C 

z, z air 


m OA 

Z4: 


9 9-HiT? 

z, z air 


M 9^ 
ZD 


9 9-H i P 

z, z air 


© 9fi 
^ £0 


9 9-HiT? 
z, ^ air 


5H 97 


9 9-H i 17 

z, z air 


® 98 
#R Zo 


9 9— Hi I? 

z, z air 


Hi 9Q 

t?R Lo 


9 9-H i T7 

z, z air 


^ ou 


9 9-H i 17 

z, z air 


US 31 


9 9-Hil? 

z, z air 


m 39 


9 9-H i P 
z, z-air 


Hi 33 


9 9_H i 17 
Z, Z Olr 


■bi* Oft 


9 9-H i 17 

z, z air 


HI 3^ 


9 9-Hil? 

z, z~air 


M 3fi 
i?R 00 


9 9-H i 1? 

z, z air 


Bl 37 


9 9-H i 17 

z, z air 


EH 1 
4?R 1 


o Me 


B! 9 
z 


o Me 


Bl 3 


8 -Mo 

o Me 


9r ^ 


C -Ma 

o~Me 


5 


8-Me 


m 6 


8-Me 


SI 7 


8-Me 


m 8 


8-Me 


31 9 


8-Me 




8-Me 


gill 


8-Me 



WO 03/015781 



PCT/JP02/08276 



303 



20- 


-1159 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 




8-Me 


20- 


-1160 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 


S&13 


8-Me 


20- 


-1161 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 


IS 14 


8-Me 


20- 


-1162 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 


fit 15 


8-Me 


20- 


-1163 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 


S 16 


8-Me 


20- 


-1164 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 


St 17 


8-Me 


20- 


-1165 


4-F-Ph 


2- 


(a 


-Me-BnNH)-4-Pym 


M. 18 


8-Me 


20- 


-1166 


4-F-Ph 


2- 


ia 


-Me-BnNH)-4-Pym 


St 19 


8-Me 


20- 


-1167 


4-F-Ph 


2- 


[a 


-Me-BnNH)-4-Pym 


S20 


8-Me 


20- 


-1168 


4-F-Ph 


2-i 


[a 


-Me-BnNH)-4-Pym 


^21 


8-Me 


20- 


-1169 


4-F-Ph 


2-1 


[a 


-Me-BnNH)-4-Pym 


^22 


8-Me 


20- 


-1170 


4-F-Ph 


2-( 


'a-Me-BnNH)-4-Pym 


^23 


8-Me 


20- 


-1171 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


^24 


8-Me 


20- 


-1172 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


^25 


8-Me 


20- 


-1173 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


S26 


8-Me 


20- 


-1174 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


^27 


8-Me 


20- 


-1175 


4-F-Ph 


2-1 


la 


-Me-BnNH)-4-Pym 


^28 


8-Me 


20- 


-1176 


4-F-Ph 


2-< 


la 


-Me-BnNH)-4-Pym 


S29 


8-Me 


20- 


-1177 


4-F-Ph 


2-< 


la 


-Me-BnNH)-4-Pym 


^30 


8-Me 


20- 


•1178 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


IS 31 


8-Me 


20- 


•1179 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym ' 


3132 


8-Me 


20- 


1180 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


^33 


8-Me 


20- 


1181 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


§134 


8-Me 


20- 


•1182 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


St 35 


8-Me 


20- 


1183 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


S36 


8-Me 


20- 


1184 


4-F-Ph 


2-( 


la 


-Me-BnNH)-4-Pym 


St 37 


8-Me 



WO 03/015781 PCT/JP02/08276 

304 



-hlB*+, rAcj ttT-fe^fcwU rAllylj fi7U;P*;Sb» rAztJ 
S?-;i/*^L, TBnj «^>vMI/£tkU TBuj «:/3\>P**U f" tBuj 
SSfcftjRU TEtJ ttlfJ^SU THpj IJA^J^fL, THxj «A^S/J>£ 
SU r C HxJ te->£D/\*->;i/£jKU rindj tt-f >l«U3?-;U*5«b, TMej « 

^WPfciRU rNnj ttynji/gatu rocj ist^fii'SSb, rphj (J7i^ 

£^L> rphetJ«7x^?;i/Sr^b, rpropargyUttya/^^^r^^^b, Tpipj 
ttK^USWfcjRU TdeH-Pipj ttrkKa^'J^ (IP'S, xh^fcHntf 
U5>*) *5SU rpnj fcM>^;HfejRU TcPnj tt'»D^>^S*U Tp r j 
(iyaej^Sl, TiPrj tt-f y^nHHSU r c Prj tt5^n:/nfcr;H&jR 
U rpymj ttfc!U3 5?=JHe3RU rpyrj ttKUi'MwU TQuij tt4VU 5* 
n^ftSU r>CH 2 j tt^fUf-J^Sl, r>CHMej BxfUfzj^Sl, 
r>CHEtj lJ^nt!Uf-J^iL, r>C(Me) 2 J tt-f y^BKiJf^MSl, 
r>CHPrj tt^fUT-^Sil, r>CHPhj tt^>>?tjT-J^St. 
^18,il 9RC^*2 0©A©«K*W-S 1 j ftg 3 7 j CD&wtt, 

*n*ti» tib* 2 loisfcw-r. 
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-V\ / — ( )>— S0 2 CH 3 
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H 36: 
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33 37: 





±B*2 1 *<7?#/r©HlC^UT,-#£{C|3«$n§i^-&^tR 1 ^^-rs, 

3 2 



H 



NH 



•4- (1-7-fe^-l. 2, 3, 6-7^h7t KDtrU^>-4-<;i/) - 
2- (4-7MD7I-JI/) - 3- (fcTU> ? >-4-'f ;P) - lH-ED-;k 
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• 2- (4-7Mn7i^) -3 - (tf •J> ? >-4-i'Jl/) -4 - (1, 2, 
3, 6-f-byh FDfcT U5?>-4~f;i0 -lH-fcfO-;k 

• 2- (4-7MD7x~W -4- (tMU5»-4— f;W -3- (fcfU 
S?>-4-^) -lH-t!D-;K 

•2 - (4-7MD7i^) -4- 2, 3, 6-^h5 

t HDtU^>-4— r;W -3- (KU3>>-4— f/P) - 1 H-tfO-;k 

•2- (4-7Wn7i-;i') -4- (i -p<5 1 ;n;^u^>-4— - 
3- (tf u^>-4-<;i/) - l H-tfp-;i/, 

• 3- (4-7MD7I-W -2 - (tfUv?>-4--T;W - 1 - (2, 2, 
6, 6-fh7^fJl'fcf^U^>-4-f;i') - 1 H- tfn-;k 

• 2- (4-7MD7I-W -4- (4-fc Fn^K^U 5?>-4 ;W 
-3- (KU5»-4— r/W - 1 H-(fn-jK 

• 2- (4-7WD7I-W -3 - (tfU^>-4-<;i/) -4 - (1, 2, 
3, 6-f h7tFD-2, 2, 6, 6 -x h y*?)V\Z U S>>- 4 -- f - 
1H- tfD-;k 

• 2- (4-7Wn7i-W -3- (KUS?>-4— f;W -4- (2, 2, 
6, 6-f h7^f;Hf^U^>-4 — TJP) -lH-lfo-JK 

•2- (4-7MD7I-W -4- (2-*^;i/-l, 2, 3, 6-fh7 
kKotfUi?>-4--r;P) -3- (KU5»-4— f;W -lH-tfd-;k 

•2- (4-7MD7X-W -4- (6-^^-1, 2, 3, 6-f 
kKdfc!U$»-4->r;W - 3- (KUs?>-4— - lH-fcfD-;k 

• 4- (l-X^U-l, 2, 3, 6-f h5t HDtfU S*>-4— f;» -2 
- (4-7WD7I-W - 3- (tf VP>-4—iJV) -lH-^D-JK 
•4- (1 -X5 1 ;Hf^U^>-4— -2- (4-7WD7x^) - 

3- (tru v>-4--r;p) -iH-tra-;k 

•2- (4-7MD7x^V) -4- (1 -<V7"0^- 1, 2, 3, 6- 
rh5t HotfU $?>-4--f;i0 - 3- (tf 'J v>- 4 -- f ;p) - 1 H- tfa 
-;k 

•2- (4-7)l>*U7x.-)l) -4- (1 -ynfcf;!/- 1, 2, 3, 6~xh 
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7t K □ tf us»-4— r;io -3 - (tru 4 --f - i h-i^d-jk 

•2- (4-7;WD7i-» -4- (1-7x^-1, 2, 3, 6~r 
h^t HDfcfU^>-4— -3- (t'Jy>-4-^;i/) -lH-tfP- 

;k 

• 2- (4-7MD7x^) -4- (1, 2, 3, 5, 8, 8 a-^lJ-fc: 

- 3 - (tf'J> ? >-4-i';P) - l H-tfn-;k 

• 2- (4-7Wn.7i-» -4- (1, 2, 3, 5, 6, 8a-^^h 
h* U-i > H U v>- 7 -- f;W - 3 - (tf U S?>- 4 -* ( )V) - 1 H- t?P-;k 
•4-(l, 6-^*3^-1, 2, 3, 6-T-h?fcFnK'JS»-4— OW 
-2- (4-7;PtD7i^) -3- (trU5^>-4— f^) -lH-tfP- 

;k 

•4-(l, 2-S?*5 1 ;P-l, 2, 3, 6-fh7k Hp tT'J 3?>- 4 --f ;W 
-2- (4-7WD7i=;W -3- (tf'J v>-4— TJl/) -lH-tfP- 

;k 

•2- (4-7Wn7i=W -4- (1, 2, 2, 6, 6 ->l>9 

1, 2, 3, 6-xh7hHDlf U^>-4-^;P) -3- (tfU^>-4--f 

;M - 1 H-tfo-;k 

•4- (1-1^-6-^^-1, 2, 3, 6 -fh5k HPtf U> ? >-4 
— OK) -2- (4-7MD7i^JW -3- (tf U v>>- 4 ~f/W -1H 

-tfp-;k 

•4- 2-^^-1, .2, 3, 6 -xh5b HPtfU> ? >-4 

— f/IO -2- (4 -7JM"P7x-;t') -3 - (tfU^>-4-<;i/) -1H 

-tfp-;k 

• 2- (4-7JWn7x-JW -4--(l, 2, 3, 5, 6, 7, 8, 8a- 
;t£*h Kn-f >FUS»-7— f/M _ 3 _ ( t! U > - 4 — -f ^) -1H- 

tfp-;k 

•4- 2, 3, 6 -xh^k h*Ptf'J^>-4 

~f/W -2 - (4-7WD7i=;W -3 - (tf'J v ? >-4-<;i/) -1H 

-fcfp-;k 
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• 4- (2-7Vfr- 1 1, 2, 3, 6-fh7hHDE'Jy>-4 
-*i)V) -2- (4-7MD7xZM -3- (tfU^>-4--f;P) -1H 

-if p-;k 

•4- (6 -^>^;i/- 1 -j*?-^- 1, 2, 3, 6 -Thyh FotfU S*>- 
4--f;P) -2- (4-7MD7xrjW -3- (t!U> ? >-4--i > ^) -1 

H-tf d-;k 

• 4- (2 -^>i?;P- 1 -*3SH'- 1, 2, 3, 6 -xl-^t FohTU^>- 
4-^;i/) -2- (4-7WD7IZW -3- (t! U 4 — f;W) -1 

H-tfo-;K 

•2- (4-7JWn7i-M -4- (6 -*3=JI/- 1 -fUM)V- 1, 2, 

3, 6-f h7k Hntf U> ? >-4--r;i/) -3- (t? u s>>- 4 — f ;p) -1 

•2- (4-7JWn7x^) -4- (2 l -^ptr;p- 1 , 2, 
3, 6-f h7k Hp tf'J ^>-4--OW -3- (tf U 5»- 4 — f -1 

H-t:D-;K 

•2- (4-7;i/t07xZJW -4- (1, 3, 4, 6, 7, 9a-^fk 
h , 0-2H- + /'J^>-8-fJl/) -3- (tfU^>-4— r;P) -lH-tf 

p-;k 

•2- (4-7;WD7x^) -4- (1, 3, 4, 6,. 9, 9a-AWk 
h , o-2H- + /'Ji?>-8-^;W -3- (tf<J^>-4--r;|/) - lH-tf 

•2- (4-7M07XZW -4- (1, 2, 3, 5, 8, 8a-A^tk 
FD-f >HUS»-7— f;W - 3- (2-/W5/k'J5^>-4-<;W 
- iH-trn-;k 

•2- (4-7WD7x~f) -4- (1, 2, 3, 5, 6, 8a-A^k 
H'D^>H'Jy>-7-fW - 3- tfU5^>-4— f ;W 

-iH-tfp-;k 

• 2- (3, 4-iJ7WD7xnJW - 4- (1, 2, 3, 5, 8, 8 a -A 
*tfbFP-f >FU5»-7— f;W -3- (t?US?>-4 — f;M -lH-tf 
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• 2 - (3, 4-y7J^D7x-f) -4 - (1, 2, 3, 5, 6, 8a-A 

j« ;D-f >KU5?>-7 -- T;W -3- (KUS?>-4— f;p) -lH-fcT 

•4-(l, 2, 3, 5, 8, 8 a-A^iJ-tHD^>F'Jv>-7--r;i/) - 
3- (hTU V>-A-^)V) - 2- (3-hU7MD/5 1 ;i/7i-JP) - 1 H 

•4- (1, 2, 3, 5, 6, 8a-A^tKD-f>HiJj;>-7-f;P) - 
3- (KU.5?>-4-' T;U) -2- (3-hU7Mn^Wi-W -1H 

•2- (3-7WD7i-f) -4- (1. 2, 3, 5, 8, 8a-^\=^1tt 
Ho-f >KU5»- 7 — f;k) - 3- (fc!U5*>-4— OW - lH-lfDHK 
•2- (3 -7)l*U7 3L~)U) -4- (1, 2, 3, 5, 6, 8a-^\^ritk 

Ho-f>HUv ? > — 7 - 3 - (tru > f >-4 --r;p) - 1 h-k d-;k 

• 2- (3-^DD7i^) -4- (1, 2, 3, 5, 8, 8 a-^ttH 
D-f >HUS?>-7 — nv) - 3- (fcf 'J^>-4--r;W -iH-trn-;k 
•2- (3-7DD7I-W -4- (1, 2, 3, 5, 6, 8a-^tbH 
D<7H'J'7>-7-^) -3- (t'J^>-4--r;i/) -lH-tD-JK 
•4-(l, 2, 3, 5, 8, 8 a-A^tJ-b KD-f > KU5»- 7 — 4 )V) '- 

2 -7x-;u- 3 - (tfU5?>-4--r;i/) -iH-fcfa-;k 

•4 - (1, 2, 3, 5, 6, 8 a-'VfrtrfcFn-f >FUS>>-7--r;M - 
2-7x~;i/-3- (t!Ui?>-4— f -iH-tfn-;K 

•2- (3-7JWn7xrf) -4- [2-^^-1, 2, 3, 5, 6, 8 
a-A^U-t FP'f >KUS>>- 1-4)V\ -3 - (t!U^>-4— f ;10 -1 

•2- (3 -y^a^x-JlO -4- [2-7x^-1, 2, 3, 5, 6, 
8 a-^tKO'f >FU$?>- 7->f;i>] -3- (tTU $»- 4 ->f ;P) - 
lH-t!D-JK- 

■ 2- (3-7WP7X-W -4 - [2-hh*P^->- 1, 2, 3, 5, 6, 
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8 a-^+U-t HD-f>FU^>-7— f - 3- (fcf U V>>- 4 — f - 
1 H-tfo-;K 

• 2- (3-7Mn7i-W -4- [2 1, 2, 3, 5, 6, 
8 a-A^-y-h h*P<>HU^>- 7-^;i/] - 3- ( tf 1 J V s > - 4 - -f ;U) - 
i H- t'n-;K 

• 4- [2-7^*D- 1, 2, 3, 5, 6, 8 a - A^iJ*t H O-f > F U v 5 > 
-7 — T;P] - 2- (3-7MP7X-JW - 3- (fcf'J >>> - 4 - ■'f Jl/0 - 
1 H— k?P— ;k 

•2- (4-7;WD7i-Jl/) -4- [2-*3\>P-l, 2, 3, 5, 6, 8 
a-^fkPn-f>F'J^>-7-^JV] -3- ( tf U > - 4 - < ;U) -1 
H-if d-;k 

• 2- (4-7M0 7i-;W -4- [2-7x^-1, 2, 3, 5, 6, 
8 a-A^ij-t FPOFUv^- - 3- ( tf' J J 7 > - 4 - - 
l H- t?n-;k 

• 2- (4-7JWD7IZJW -4- [2-tKO^>-l, 2, 3, 5, 6, 
8a-^fkh , D'f>H 1 J^>-7-<;i/] -3 - (kU^>-4-^JW - 
1H-HP-JK 

• 2- (4-7Mn7i-W -4- [2-*h*5/-l, 2, 3, 5, 6, 
8 a-A^th'O'f >HU> J >-7--f;i'] -3 - (tf U 4 -- f ;10 - 
1 H- t!P-;k 

•4- [2, 2 -X?I/>i?^-+->- l, 2, 3, 5, 6, 8a-A^kHD 
-f >PU5»- 7-<;P] -2- (4-7JWP7I-JW -3- (fcTU^>- 

4--f;i/) -iH-tfP-;i/, 

• 2- (4-7Mn7iZW -4- [2-^-^V-l, 2, 3, 5, 6, 8 
a-A+itt Kp-T>HUv j >- 7— f;W -3 - (kUy>-4-^jW -1 

H-t?p-;k 

•4- [2 -7;i/^"P- 1 , 2, 3, 5, 6, 8 a-A^-y-t Kp-T>FU^> 
-7— OH -2- (4-7W0 7i-;W -3- (tf'J^>-4-^;i/) - 

iH-tfp-;k 
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■4- [2-^DD-l, 2, 3, 5, 6, 8 a-'\*tffcl*0*f >Ky5?>- 
7— f;i<] -2- (4-7WD7i^) -3- (KU^>-4— f;W -1 

•4- [2, 2-S^7;p*D-l, 2, 3, 5, 6, 8a-^kFn-f>H 
'Jy>-7--fJH -2- (4-7M07i-W -3- (trU^>-4--f 
;W - iH-tfo-;i/, 

•2- (3-i?DD7i-W -4- i2-^^)V-l, 2, 3, 5, 6, 8a 

-^•y-t: Hn^>h*ui?>-7-<;i/] -3 - (tf yv>-4-4j\,) - ih 

• 2- (3-^D7irJW -4- [2-71^-1, 2, 3, 5, 6, 8 
a-^-y-fc Hn-f >HU S?>- 7 — f -3- (tr U 5?>- 4 — f;i/) -l 
H-t?n-;K 

• 2 - (3 -i?DD7i-W -4- [2-hKo + y-l, 2, 3, 5, 6, 
8 a-A,4 t lM:Hn-f >HUS?>-7— f;H - 3- (tf'J s?>- 4 ->f;W - 
iH-trn-;K 

• 2- (3-^DD7xlW -4- [2-* 1, 2, 3, 5, 6, 8 
a-A^U-t HP<> pij s>>-7— f;>] - 3 _ ( tT U > - 4 - -f ;U) -1 

•2- (3-^n07i^) -4- [2-!7;M-D-l, 2, 3, 5, 6, 8 
a-AWkFo^>HUy>-7-f;H - 3 - (tfU^>-4-^f;i/) -1 
h- tf o-;k 

•4- [2-JOD-1, 2, 3, 5, 6, 8 a-A*+>-b h'D-T >FUv>- 
7— f/M -2 - (3-^DP7i-W - 3- <fc!U5»-4— OW -1H 

•4- [2-^^-1, 2, 3, 5, 6, 8 a-^*i*k kck >^<^J>?>- 
7— oki -3- (tfUv>-4-> r;p) -2- (3- hU7MD^^7i 

-lH-to-;K 

•4- [2-7x^-1, 2, 3, 5, 6, 8 a - F □<> H U 

-7— f;M -3- (tf»J5»-4— OM -2 - (3-hU7;^D^f^7 
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x-;i0 - i H- tfn— ;k 

•4- [2-hFn^-l, 2, 3, 5, 6, 8a-^tkFn<>K'Jy 
>-7— f*] -3- (t»u^>-4-^;w -2- 
-lH-tfn>-;k 

•4- [2-^h^^-i, 2, 3, 5, 6, 8 Ka-f >HU j?> 

-7— r;w -3- (eus?>-4— -2- (3-MJ7Wn^?;^ 

x-Jl/) - 1 H- fc! D— Jk 

• 4- [2-7)V*U- l, 2, 3, 5, 6, 8 a -A+lf-fc H n-f > p y J?> 
-7— f;W -3- (tfUv>>-4-^) -2- (3-h>J7Mn^^7 

x-;u) - 1 H-tfp-;k 

• 4- [2 i, 2, 3, 5, 6, 8a-^tHn-f>l«'J?>- 
7-<;H -3- (tfu^>_ 4 _ < ;i / ) -2- ( 3 - h »j 7^D^^i 

- 1 H-tfo-;k 

•4- [2, 8-S>*3\fr-l, 2, 3, 5, 6, 8 a - A*-tf- 1 H D-f > H U 
> 5 >-7 — r ;p] -2- (4-7MD7i-J[/) -3- (IfU > ? >-4 --f ;P) 
- 1 H-tD-JK 

• 2 - (4-7MD7I-W - 4- [2-tHn^i/-8-^f;P-l, 2, 
3, 5, 6, 8 a - A^itt Kn-f > H ij 7 --f jp] -3- (£ij£?>- 
4— f ;W - 1 H-hfD-Jk 

•2- (4-7WD7IZJW -4- [2-*h*$— 8-*^;P-l, 2, 

3, 5, 6, 8 a-A^-y-t -3- (trye?>- 

4--r;p) - 1 h- tfp-jk 

•4- [2 -7;P*D- 8-^^-1. 2, 3, 5, 6, Sa-A^th'D 
< >\*Vi?>-7— (M -2 - (4-7WD7i^) - 3- (tf'j^>- 
4— f^) — 1 H — tf D— ;k 

•4- [2-^nD-8-^-l, 2, 3, 5, 6, 8 a -^-frk Fd< 
>FU$>>-7— -2- (4-7MD7ir;W -3- (KU$>>-4 
- 1 H-hfD— ;k 

•2-(4-7Wn7x-W- 4 -[2-^iH3, 5, 6, 8a-fF 
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7th*D'f>H'J^>-7-fJH - 3- <fcrU5»-4— -1H-KD 
-;k 

•2 - (4-7R07I-JI/) - 4- [2-tHn^>-l, 2, 3, 5, 8, 
8 a-A+ttKD'f >H'J^>-7--f;i/] - 3- (fcf»J v?>- 4 -- f ;P) - 
lH-tfD-;K 

•2 - (4-7WD7I-JI/) -.4-.[2-*h*v-l, 2, 3, 5, 8, 
8 a-^*+f-fc HP^>HU^>- 7 — f)V] -3 - (tf U >>>- 4 OlO '-' 
1 H-tfa-jk 

•4-[2-^00-l, 2, 3, 5, 8, 8 a-A^+ht h*D-T > FU S?>- 
7— f/P] - 2- (4-7WD7x^) -3 - (tf'J> f >-4--r;i/) -1 
H— fcfn— JK 

•4 - [2, 2-V7)V*U- 1, 2, 3, 5, 8, 8 a-A+tk h'D'f >H 
U> ? >- 7 --f^] -2- (4-7MD7I-JW -3- (tfUv J >-4--T 

;u) - iH-tfn-;K 

•4- (6-XtfDyi7D7*D/'?>-l, 2, 3, 5, 6, 8 a-A+t)"k Kn 
OF'Jy>-7--f^) - 2- (4-7MD7i-W -3 - (tfUS?>- 

4--r;P) - iH-hfo-;i/, 

• 2- (4-7W07irjP) - 4- [2-/?iJt>-1, 2, 3, 5, 6, 

8a-A^ttKn-<>Kiji;>-7 — r;i/] -3- (trus?>- 4--r;io - 
1 H-tfD-;h 

•4 - [2, 2--J^^)V- 1, 2, 3, 5, 6, 8a-^ttFo^f >F'J 
^>-7--r;p] - 2- (4-7;Wn7i-W - 3- (fcf Ui?>-4— r;p) 

- 1 H- fcfP-^ 

• 2- (4-yj^uyx.=i)V) -4- [2 -*3^1^:t- 1, 2, 3, 5, 6, 
8 a -A^-y-tHn^>Kij S ; > _7_^;i / ] _ 3 _ ( tf U >> > - 4 -- Ol/) - 

iH-tfp-;p 

•4- [2-X^;i/-l, 2, 3, 5, 6, 8 a-A+thk h'D<>h , iJi?>- 

7--r;p] -2- (4-7;Wn7i-JW -3- (hf u 4 --r;i/) -1 
H-hfo-;i/ 
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• 4- [2 -X^;i,- l, 2, 3, 5, 6, 8 a-'vMf-fc F P-f > F U S?>- 
7-<;P] -2- (3-7jWD7irjW -3- (KU5>>-4— OI0 -1 

• 2 - (3-^DD7x^) - 4 - [2-X^-l. 2, 3, 5, 6, 8a 
-^hKD-f>HU>?>-7^jH -3- (tfU^>-4--f;p) -1H 
-tfp-;p 

•4- [2-X5 1 ^-l, 2, 3, 5, 6, 8 a -'vHf-fc F P-f > F U i?>- 
7-**] -3- (KU5»- 4 — f/M -2- (3-hU7MD^JP7i 
x;i/) - i h — tf p— ;i/ 

• 2- (4-^DD7i-W -4- [2-X^-l, 2> 3, 5, 6, 8a 
-Mfth'D^F-j^-7-^ W - 3 - (tfU*>-4-^) -1H 
-fcfP-JP 

•4- [2-^;i^*-l, 2, 3, 5, 6, Sa-^th'D^FiJi? 
>-7— f/P] -2- (4-7WD7I-JW -3- (tTU5?>-4— f ;U) 

- 1 H-fc?p-;p 

•4- [2-X9Stt^*-l, 2, 3, 5, 6, 8a-^tpn>f>Kijj? 
>-7-<;H -2- (4-7WD7HJW -3- (tf U S?>- 4 --f ^) 

- l H— tf p— ;|/ 

•4- C2-X^Ut>-1, 2, 3, 5, 6, 8 a -/s+U" t H D-f > F U 5? 
>-7— T;P] -2- (4-7WR7ir;W -3- (tf'J^>-4-^r;p) 

- l H- tf p-;i/ 

•2- (4-7MD7I-JW -4- [2-yPtf;P-l, 2, 3, 5, 6, 
8a-A*tffcFD-f>FU$>>-7--f*] - 3 - (tf U 4 - 
lH-fcfp-;p 

• 2- (3-7MD7X-W -4- 2, 3, 5, 6. 

8a-^*tffcKD-r>FUS*>~7--r;|,].-3- (t f ij 4 -- f - 
lH-tfp-;p 

•2- (3-^DD7x^) - 4 - 2, 3, 5, 6, 8 

a-A*#kFn-f>HUy>-7-f*] -3- (tf »J 4 -- f -i 
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■4- [2-ypfcf;t—i, 2, 3, 5, 6 , 8 a - A^-y- 1 F □<> F U P> 
-3 - (tf U S^>- 4 -2 - (3-hiJ7*tD^7 
x~;i/) - l H — tf C3 — 

" 2- (4-*nP7xn;U) _ 4 _ 2,3,5,6,8 
a-A^-y-t Fp<>FU>>>-7— OlO _ 3 _ (if iji;>_4_^ ; p ) _ x 
H-tfo-;i/ 

•4 - [ 2 -x l, 2, 3, 5, 6, 8 a-A+lJ-fc Fn-f >FU5>> 

-1-<)V\ -2- (4-7JWD7I-JI/) -3- (KUS?>-4— f;W - 
lH-hfP-^ 

•4- (2-*Kd**D*>*>-1. 2 , 3, 5, 6, 8a-^kFD 
•f >FU3»-7 — f ;P) - 2- (4-7MD7i^) -3 - (tfUv J >- 

4 — f - i H-trn-;p 

•4- E2-^>s;Ux>-l > 2, 3, 5, 6, 8 a -A^*k Fn-f > F y 

^>-7— - 2- (4-7;^n7i^) - 3- (tf y >>>- 4 

- 1 H- tfD-Ji. 

•2- (4-7W07i-iW -4- C2-7 p PtfUx>-l, 2, 3, 5, 
6, 8 a-^*tfkFP-f >FU>>>-7-'f;i/| - 3- (kf U 4 -- f ;p) 

- 1 H-tfn-;p 

•4- [5, 5-^3^-1, 2, 3, 5, 6, 8 a-A+U-t FP^>FU 
?>-7--f*] -2- (4-7JPtD7i~;W -3 - (fcf U V s >- 4 — f ^) 

-lH-tfp-;i/ 

• 4- [2 5, 6, 8 a-rh7t Fn-f>FU ?>-7 -^M 
-2- (4-7WD7I-W -3- <tf'J5»-4— -lH-tfP- 

•2- (4-7MD7xrJW -4- [2-7°Ptf;i,-3, 5, 6, 8a-f 

h*fcFD*>Fy*>-7--r/M -3- <l£U3»-4— f/» -IH-f 
p-;j, 

•2-(4-7MD7iZJl,)-4-[2-7i^-3 1 5, 6, 8a-f 



WO 03/015781 



316 



PCT/JP02/08276 



h5hHn>f>FU3»-7— f;W -3- (fcf y V>- 4 f;» -lH-tf 

• 2- (4-*DP7x-;iO -4- [2-*h*<>-l, 2, 3, 5, 6, 8 

a-^*tft FD<>FU^>-7--f;i/| -3- (tfU5»-4— f;iO -i 
H- tfD-;p 

• 2- (4-^DD7i^) -4- [2-***-l, 2, 3, 5, 6, 8a 
- trn-;i/ 

• 2- (4-i/DD7i-W -4- [2-7x^-1, 2, 3, 5, 6, 8 
a-A^hFD<>Fij^>- 7 -^jH - 3 - ({fUi?>-4--f;W -i 
H-tfn-;k 

•3 - (1,2, 3,5, 6, 8 a-s\3r-V-h Hn-f > F U i?>- 7 )l) - 
5-7x-JP-4- (tf<J^>-4— f;P) tr^y-;K 

• 5- (3-7WD7i^) - 3-(l, 2, 3, 5, 6, 8 a-^^t 
Fn^>FU^>-7-^) _ 4 _ (tru5? > _ 4 -.^ ;w t;^A-;K 

• 5- (4-7WD7xrjW -3- (1, 2, 3, 5, 6, 8 a-^*-y-t 
KnK>FUS?>-7-^) -4- (tf U>>>-4 — tT^y-JK 

• 5- (4-7MD7x^) -3- <2-*^-l, 2, 3, 5, 6, 8 
a-' s^-y-hFD-f >HU^>-7— 1)1) -4- (fcf >J 5»- 4 -- f;W tf^ 

•5- (4-7WD7x^) -3- (2-7x^-1, 2, 3, 5, 6, 
8a-^kh'n^f>Fij i ;>-7-^;i /) _ 4 _ (tf U 4 — f ;P) fcf 

• 5- (4-7WD7x^) -3- (2^hFn^-l, 2, 3, 5, 6, 
8 a-^-y-hKD^>HUi?>_7_^ ;l/) _ 4 _ (fcf y 9J> _ 4 _ <;J/) ^ 

•5- (4-7;WD7x^) -3- ( 2 -*b**>-l, 2, 3, 5, 6, 
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•3- (2-7;i/3-a-l, 2, 3, 5, 6, 8 a-A^t FD'f >h'ij i ?> 
-7--f;!/) -5— (4-7M07x-;i/) -4- ( k 1 J >- 4 hf 

• 3- (2, 2-^7;P^D - 1, 2, 3, 5,6. 8 a-A*-tf-fc KP-f > H 
US?>-7— -5- (4-7Wn7iZJW -4- (kU^>-4--Y 

• 5- (4-7MD7i^) -3- (8-^^-1, 2, 3, 5, 6, 8 
a-A^kHD^>K'Jy>-7-^jl/) -4- ( k V S?>- 4 — f )V) \±y 

• 5- (3-70D7ii;W -3 - (1, 2, 3, 5, 6, 8 a-A*ifkK 

p-r >ku^>-7-<;io -4- (eus»-4-- r;w k^/-;i>, 

• 3 - (1, 2, 3, 5, 6, 8 a -A^+J-k HD-f > H U v J >- 7 - 
4- (kU^>-4--f ;P) -5- (3-hij7MD^^7i^) tf7 1 / 

• 5- (3, 4-i?7WD7x^) -3- (1, 2, 3, 5, 6, 8a-A 
+-y-kHo-T>Kijc;>-7-^;p)_4_ (if lj i ;>-4_^;| / ) if?*/-^ 

• 5- (4-7MD7iz;i/) - 3- (1, 2, 3, 5, 6, 8 a-A+lJ-fc 

Hp-r>Kus»-7— r;M -i-*^;i/-4- ctr«js?>-4 — f^> k^ 

• 3- (4-7WD7XZW - 5-(l, 2, 3, 5, 6, 8 a-'vMJ-fc 
KD<>HU^>-7--f;U) -1-^^-4- (k«J^>-4--f;i/) k^ 

• 3- (4-7MD7xZJW _ 1 _^^;| / _5_ (2-^^;P-l, 2,3, 
5, 6, 8 a-^+f-k KP-T >H'J 7 -4- (kUv J >-4- 

-f;w k^/-;k 

• 3- (4-7MD7x-;W - 1 5 - (2-7x^-1, 2, 
3, 5, 6, 8 a-^^lft: K P-f > K U v> >- 7 --f ;P) -4- ( t! »J > — 

• 3- (4-7MD7xrjW -5 - (2-tKD^-i, 2 , 3, 5, 6, 
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8 a-A+fkHO'f >HU v?>- 7--r;i/) - l 4 - (tfU>?>- 

• 3- (4-7WD7i^I/) -5- (2-*h*~>-l, 2, 3, 5, 6, 
8 a - A^tt F > F U. y > - 7 - -f J|/) -1-^^)1-4- ( tT U > - 

• 5- (2-y)V^U- 1, 2, 3, 5, 6, 8 a-^+f-h Fn<>Kys?> 
-7--r;l/) -3- (4-7Wn7i^) -l-^^;i/-4- (tf'J> ? >- 
4— <;W tf^7-;i/, 

• 5- (2, 2 -S?:7 ;i/:tn- 1 , 2, 3, 5, 6, 8a-AWtFn-f>F 

U5»-7— r;w -3 - (4-7WD7i^) -i-^^;i,-4- (tru 

• 3- (4-7MD7I-W -1-^^-5- ( 8 _^gi^_ 1> 2,3, 

5, 6, 8 a-A^iJ-t Ho<> H U v J >- 7 -4- (fcf'Jv>-4- 

• 5- (4-7MD7xrW -4- (lfU>?>-4--r;P) -3- (3, 5, 

6, 8a-fF7kFn^>F'jy>-7-<;|/) tf^V-Jk 

• 5- (4-7M0 7i^) -3- (1, 2, 3, 5, 8, Sa-^tJ-fc 

Hn-r>Hu> f >-7-^;i/) -4 - (trus?>- 4 tr^*/-^ 

• 5- (4-7;l/^D7xnjl/) -3- (7-tFD + y-l, 2, 3, 5, 6, 

7, 8, 8a-^^kFD-f>Fijj?>-7-^^) -4_ (lfI j i ; > _ 4 _ 

• 5- (4-7MD7iZ« -3- (1, 2, 3, 5, 6, 7, 8, 8a- 
:*^*fc Fa-r>FUs?>-7 — f;w -4- (tTU^>-4— f fc^/- 

•4- (4-7MD7I-W -1- (l, 2, 3, 5, 6, 7, 8, Ba- 
st** fc Kn-f > F U 5>>- 7 -5- <KU5»-4— f*) -f**V 

• 5- (4-i?DD7i^) - 3- (1, 2, 3, 5, 6, 8 a-A+lJ-fc H 

o-f >FU3>>-7— r;w -4- (tfu^>-4— r;i/) tf5»/-;K 
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• 3- (2-I3SH/- 1, 2, 3, 5, 6, 8 a -^^itk F a-i > F U V>- 
7-DV) -5- (4-7MD7I-W -4- (bf U 4 --f )V) \Ly 

• 5- (4 -7;U^P7xrjl/) -3- (2-7*ntf;i/-l, 2, 3, 5, 6, 
8 a-A+U-t Fo-f >FU5?>- 7-<;i/) -4- (bf U S?>- 4 -- f ;10 bf 

• 5- (4-7JV*07x-;W -3- (2 -j*^'Jx>- 1. 2, 3, 5, 6, 
8 a-A^rtJ-k Fa-f>FUS»- 7— OP) -4- (bf >J s?>- 4 ->f ;10 bf 

•3 - (2-i?Uf>-l, 2, 3, 5, 6, 8 a-^+1ft FOOFUS? 
>-7-^;i/) -5- (4-7WD7i^) -4- ( bf U 5? > - 4 - )V) 

• 5-(4-7MD7i-W -3- (2-7*nb!UT>-l, 2, 3, 5, 
6, 8 a-^+17-b: Fn-f > F U 7 - 4- (bf 'J >- 4 — < )V) 

• 5- (4-7MD7i^;w - i -*^;p-3- (2-pWU-l, 2,3, 
5, 6, 8 a-A^kHO'f >-KU5»-7— OM -4- (bf'J^>-4- 

bf^v-;u, 

• 5- (4-7^D7irjW - 1 3 - (2-7I-JK1, 2, 
3, 5, 6, 8a-A+tfcHD'f>H'J^>-7-Y^) -4- (tfU$>>- 

4--f;p) bf^/-;k 

• 5- (4-7Mn7irf) -3- (2-tHn^y-l, 2, 3, 5, 6, 

8 a-A^-y-bFo^f >fu^>-7-<;p) -1-^5^-4- (tru^>- 

4--i)V) \ZyV-)\>, 

• 5- (4-7MQ7iZ;k) -3- (2-*b*->-l, 2, 3, 5, 6, 
8 a -A+U-t Fp<>F'J^>- 7 -l-^5 1 ;i/-4- (bf'JS>>- 
4-f^) /k 

• 3 - (2 -7;i/^-D- 1, 2, 3, 5, 6, 8 a -^-tf-k Fo<> F U *J> 
-7-4)V) -5- (4-7Mn7i-JW -1-^^-4- (tf'J^>- 
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4— fJW K7»;-JP, 

• 5 - (4-7WD7I-W - 1 3 - (8 1, 2,3, 
5, 6, 8a-A+*tHD-f>KU>;>-7— f;W -4- (£>J^>-4- 

•5- (4-7MD7i-JW -3- (2-^5 1 ;i/-3, 5, 6, 8a~xh 

7kFa>f >KU^>- 7 -4- (if u> J >-4--r;p) tf^Z-JK 

• 3- (2 -XfJK 3, 5, 6, 8a-fh7kFD^>F'Jy>-7-^^) 

-5- (4-7Mp7i^W -4- (fcfu^>-4--f ;p) tf^y-;i/, 

•5- (4-7Wn7i^W -3- (2-yatf;P-3, 5, 6, 8a-f 

h5k Hck >HUi?>- 7 - 4- (bf u v>-4--r;i/) tr?*/-^ 

•5- (4-7MD7i^W -3- (2-7i-JP-3, 5, 6, 8a-f 
h9tHn-r>h*UJ?>-7-^;| / ) _ 4 _ (}frj¥>- 4 --(}],) tf7>/- ;l/ 

• 2- (4-7MD7irW -3 - <trU5»-4— OW -4 - [(8 aS) 
-3, 5, 6, 8 a-x N5t HP-O KU5^>- 7 - 1 H-tf P-;i/ 

• 2- (4-7MD7IZJW -3- (bfU $?>-4— f JP) -4- (1, 2, 
3, HnfcfU 4--r;H -lH-fc?P-;K 

•2- (4-7^D7i^) -4- (l-^^P-l, 2, 3, 6-f h7 
t HDtrU v>-4--f;P) -3- (WS>-4-'f)l>) -lH-kTP-Jk 
•2- (4-7MD7i^) -4- 1, 2, 3, 6~:fh5 

k KPtf'J v f >-4-<;|/) - 3- (tfU^>-4-<;P) -lH-lfD^K 
•4- (l-X^P-l, 2, 3, 6-fh7t FPtTU>?>-4-^;i') -2 
" (4-7JWD7x^) -3- (tf>Jv 5 >-4— f;i/) -lH-tD-JK 
•2- (4-7WD7I-J1.) -4- (1 --TV^P tf;P- 1, 2, 3, 6 - 
rh7k Fne>J5»-4— 010 -3- (tf 'Jv>>-4—f )V) - lH-tfD 

•2- (4-7MQ7IZW -4- (l-^n^-l, 2, 3, 6-fh 
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7t Hntru^>-4-<;i/) - 3- (trus?>-4— - i H-tf p-;k 

•2- -4- (l-7-i^-l, 2, 3, 6 ~x 

h^t HDtf»j>?>-4-<;i/) -3- (eys»-4— f;W - l H-lf o- 
;k 

• 2- -4- (1, 2, 3, 5, 6, 8 a-A*tfk 

Fo-f >HU5?>- 7 -^fJl/) - 3- (tf'J5?>-4— f ^) - 1 H-tfD-Jk 
•4 - (1, 6-5?^^- 1, 2, 3, 6-fh7t HoifU v ? >-4--f;|/) 
-2- (4-7WD7I-W -3 - (tf'J^>-4-<;i/) -lH-tfO- 

;k 

•4- (1 -19^- 6 1, 2, 3, 6-f H7tHotiJy>-4 
--fjl') -2- (4-7MD7i-« -3- (KU5>>-4— f/W -1H 

-tfo-;k 

•2- (4-7MD7XZW -4- (6-^^-l-yntT;P-l, 2, 
3, 6 -rh7k KPtfU 5>>-4— f/W -3- (tf U v?>- 4 — f ^) -1 
H-tfD-;k 

•2- (4-7KD7ir;W -4- (1, 2, 3, 5, 6, 8a-^t 
Kn<>HUj;>_7_^ J i / ) _ 3 _ (2 -^^75 7 tf U 5 v>-4 

• 2- (3, 4-i;7Mn7x-W -4- (l, 2. 3, 5, 6, 8a-A 

+iJ-kHD^>HU^>-7-<;i.) -3- (tf'J v>-4-^;w -iH-tf 
;k 

•4- (1, 2, 3, 5, 6, 8a-^U-kh'n<>h'ij ; ;>- 7 _^ Jl ,) _ 
3- (bfU^>-4--r;P) - 2- (3-hU7MD^f;i/7i-M -1H 

-fcfo-;k 

• 2- (3-7WD7i^) -4- (1, 2, 3, -5, 6, 8a-^fk 
HP<>HU«;>-7-<;»-3 - (fcfU^>-4— f^) - lH-kD-;K 

• 2- (3-i?DD7i-W -4- (1, 2, 3, 5, 6, 8 a -A^+ht H 

o<>Hijs;>_7-<;p) - 3- (kru^>-4--r;i/) -i H -tfn-;p, 

•4- (1, 2, 3, 5, 6, 8 a-A^hKD-f>H)Ji?>- 7 -^;| / ) _ 
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2 -7x-Jl/- 3 - (tf'J> f >-4— ~ 1 H-tf □-;[/, 

• 2- (3 -7)V*uy -4- [2-^^-1, 2, 3, 5, 6, 8 
a-A*fhh'D'f>h' l J^>-7-^JH -3- (tf'J^>-4-<;P) -1 

•2- (3-7MD7i^) -4- [2-7x-^-l, 2, 3, 5, 6, 
8 a-^-y-k Fp<> FU 9>- 7 -<i)V\ -3- ( b? 'J 4 )V) - 

1 H— tf P — Jl/, 

• 2- (3-7M07I-M -4 - [2-tHD^-l, 2. 3, 5, 6, 
8a-AWkFP^>F'Jy>-7-<Jl'] - 3- ( tT U S?>- 4 — -T )V) - 
1 H-ED-JK 

• 2- (3-7Mn7xUV) -4- [2-*h*«>-l, 2, 3, 5, 6, 
8a-A*1fkh , 0'f>FiJ^>-7-'f;H - 3- (tf U 5>>- 4 -- f )V) - 
l H — tf n— 

• 4- l2-y)Viru- 1, 2, 3, 5, 6, 8 a -'s+U- t F P-f> F U 5* > 
-7--r;H - 2- (3-7MD7IZJV) -3 - (tf'J 4 --f - 
l H- tfp-;^ 

• 2- (4-7Mn7i-JW -4- [2-^^;p- 1, 2, 3, 5, 6, 8 
a-A*i*tFnK>Fy^>-7--f,)H -3 - (try S?>- 4 --T;i/) -1 

• 2- (4-7MD7I-W -4- [2-7IZJH1, 2, 3, 5, 6, 
8a-A^kFo^>FU-7>-7--fM - 3- (k'Jy>-4-^JW - 
lH-fc?n-;k 

• 2- (4-y;i/^-P7xr:jl/) -4- [2-fcFD*->-l, 2, 3, 5, 6, 
8a-^tbFo-f>F'Jy>-7-^JH -3- (t! U 5»- 4 — - 
l H-t?p-;k 

• 2- (4-7JW07ia) -4- [2-j* F*->- 1, 2, 3, 5, 6, 
8 a-^^U-kFn^>F'JS?>-7-<;W -3- (tfU S?>- 4 ->T ;P) - 
lH-kD-JK 

• 4- [2, 2-X5 t l^>5 ? **S/- 1, 2, 3, 5, 6, 8a-A^ifkh*D 
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-f >F'J5?>-7— -2- (4-7MD7x-W - 3- ( tf U > — 
4— r;io -lH-tfD-;k 

■ 4- [2 -7;p*P- 1, 2, 3, 5, 6, 8 a - A^tJ-fc FP<> K U 5^> 
-7-^;!/] -2 - (4-7WD7i-W - 3- (tfUv>-4--r;i/) - 

iH-trn— ;k 

•4- [2-^on-l, 2, 3, 5, 6, 8a-^irkFD^>Hiji?>- 
7-<JV] -2- (4-7Wn7iZJW -3 - (tf'J>?>-4 ->fjl/) -1 
H-tfO-;k 

• 2 - (3 -i?DD7i^) - 4 - [2 1, 2, 3, 5, 6, 8a 

-^•tf-t pn-f >py$»-7 —on - 3- (KU3»-4— f*) -ih 

• 2- (3-^OD7l-W -4- [2-71-^-1, 2, 3, 5, 6, 8 
a - ^*k HD-f > H 'J 3?> - 7 ^] -3- (tf U 5»- 4 --OP) -1 

• 2- (3-i7DD7i^) -4- [2-tHD + '>-l, 2, 3, 5, 6, 
8 a-A+lft: HD>f >FU^>-7-<;i/] -3- (tfU 4 — OP) - 
lH-kn-JK 

• 2- (3-^DD7iZJl/) -4- [2 h*->- 1, 2. 3, 5, 6, 8 
a-'S+U'fcHD-f >FU5?>-7— -3- (tf'J 4 — f ;U) -1 
H- tfp-;K 

• 2- (3-^DD7iZ;W -4- [2-7;M-D-l, 2, 3, 5, 6, 8 

a - A^f t HD'f > h u 7 - < ;w -3- (tf us?>-4 -1 
H-tf p-;k 

•4- [2-^PD-l, 2, 3, 5, 6, 8 a - K P-f > K V V>- 

-2- (3-7DD7ir;W -3- (tf'J>?>-4--r;i/) -1H 

-tfP-;K 

• 4- [2-*^-l, 2, 3, 5, 6, 8a-AfttFn-f>HiJv>- 
7— r/M -3- (tf U 4 — f ;P) -2- (3-hU7;Wn^^7x 

- i H- tf p— ;k 
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•4- [2-7x-;i/-l, 2, 3, 5, 6, 8 a -A^ith h'D-f > F 'J y > 

-7-<^] -3- (trus»-4-— r;w -2- (3- mj7;m-o*?\h,7 
i^jW - ih-Hd-;k 

•4- [2-fcHn#$/-l, 2, 3, 5, 6, 8 a-A+tk HD<> FU y 
>-7--fJI/] -3- (fc!U'7>-4 — - 2- (3-hU7MD/5 : jl/ 
7i-;W - 1 H-tfD-Jk 

•4- [2-*h3r'>- 1, 2, 3, 5, 6, 8a-^tFD^>Hijy> 
-7--r;i/] -3- (fcfU^>-4--r;P) -2- (3-h'J7MD^^7 

x^;i/) - ih- tfo~;K 

•4- [2-7;i^D- 1, 2, 3, 5, 6, 8 a-A^lfh FP-f >KUy> 

-7--r;p] -3- (tfu>?>-4--r;i/) -2- (3-h'j7;^n^^7 

x-;V) - lH-t?D-Jk 

•4- [2-700-1, 2, 3, 5, 6, 8 a-^^tfk h* D-T > K 'J ~7 >- 
7--r;P-3- (fc?US?>-4--f;lO -2- (3-h'j7MD^f;P7i^ 

- iH-t:p-iK 

• 2- (4-7JWD7x-jH -4- [2-^^;i/- 3, 5, 6, 8 a-fh 
7kKD-f>FU^7-7--r;H -3- (fcf U 5?>- 4 ->f;i>) -lH-fcfn 
-/k 

•4- (6-7kny7D7Dy?>-l, 2, 3, 5, 6, 8a-M+fkFn 
■OKU v>-7 -2- (4-7MD7x-W -3- (fc?US»- 
4— f )V) - 1 H- t!D-;i/ 

• 2- (4-7WD7xZW -4 - [2-^f'Jr>- 1, 2, 3, 5, 6, 
8 a-^-if-fc Pn-f>HUS?>- 7"— f/P] -3 - (fcTU 4 - 

•4- [2, 2-v?^^;i/-l, 2, 3, 5, 6, 8 a-A+fkl i n^>KU 
5»-7— - 2- (4-7MD7I-JW -3 - (Eys»-4— f;W 
- 1 H- 

• 2- (4-7WD7i^) -4 - [2-^^;^*-l, 2, 3, 5, 6, 
8 a-^U-fcHn-f >KUS?>-7— f;H - 3- (fcf U 5>>- 4 — f )l) - 
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• 4- [2-X9\fr- 1, 2, 3, 5, 6, Sa-AWkFDOF'Jyy- 

- 2- (4-7MD7iZJW - 3- (fcf Uy>-4--fJW -1 
H-tfO-;i/ ... 

• 4 - [2 -X^;P- 1 , 2, 3, 5, 6, 8 a-A^t Hn-f >H'J^>- 
7--Ol/] -2- (3-7MD7i^W -3- ( tf U > — 4 - -f Jl') -1 

H-tfo-;i/ • 

• 2- (3-i'On7x-Jl') -4- [2-X3^-l, 2, 3, 5, 6, 8a 

-A^-y-t Kn<>Ku^>- 7 -- r;w -3- (tf'j^>-4--r;p) -ih 

- tfG-Jl/ 

• 4- [2 -XSSfr- 1, 2, 3, 5, 6. 8 a -A^tffc H O-f > H U s?>- 
7-1* -3- (KUS?>-4— f;W -2- (3-hU7MP^^7i 

x;i/) - l H-lf n-;i/ 

• 2- (4-^PD7xXJH -4- [2 -X^;l/- 1 , 2, 3, 5, 6, 8a 
-A*tfckFoOF»J$>>-7--f;KI - 3- (tr»J P>-4--()V) -1H 
-fcTD-Jl/ 

• 4 -.[2-^;^^-- 1, 2, 3,. 5, 6, 8 a-A^U-t HDOHU^. 
>-7--f;i/] -2- (4-7MD7i^W -3- (tTU v J >-4-<;i/) 

- 1 H-tD-jP 

• 4- [2-X5 i ;W5 t ^-- 1, 2, 3, 5, 6, 8 a - A^+f-fc: F D<> F U 
>-7--r;H -2- (4-7Wn7iZjl,) -3- (tfU v>-4--r;v) 

- 1 H-trn-;p 

• 4 - [2-X?'Jr>-l, 2, 3, 5, 6, 8 a - A*+j-fc F n-f > F U V 
>-7--f;i/] -2- (4-7JW07irjP) -3- ( tf U > — 4 — 
-lH-tfD-Jl/ 

• 2- (4-7W07i"jI/) -4- [2-7"Dt?Jl'-l ) 2, 3, 5, 6, 
8 a-A+U-fc Fn>r >H'J> ? >- 7 -3- ( tf U > - 4 — T ;U) - 
1 H-tfn-;p 

•2- (3-7WD7I-JW -4- [2-7Dtf;i/- 1, 2, 3, 5, 6, 
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8 a-^+U-fc Fn-f >FU5»- 7 -3- (fcf U S?>- 4 ;W - 
iH-tfn-;p 

•2- (3-^a07xr;i/) -4- 2, 3, 5, 6, 8 

a-A^-b-t Pp-f > FD5»- 7 -3 - (K U 4 -- f )V) -1 
H-t°n-;i/ 

•4- 2, 3, 5, 6, 8 a-A+tffc pn-f >KU5>> 

-7--f;P] -3- <KU5>>-4— f;p) -2- (3-h'J7Wa/^7 
i-JW - l H- tfp-;i/ 

•2- (4-^DD7i^) -4- 2, 3, 5, 6, 8 

a-^tkHn-f>KU5?>-7--fJl,] -3- <t:U5»-4— f JlO -1 

•4- [2-Ih^-l, 2, 3, 5, 6, 8a-A^tHD-f>FiJi?> 
-7-- f;W - 2- (4-7Mn7i-W - 3- (KU5»-4 — f;P) - 
lH-tTD-;i. 

•4- (2- XHD^n^>^>- 1 , 2, 3, 5, 6, 8a-A^kFD 
-f>FU5»-7— f;W -2- (4-7MD7I-JW - 3- (KUS»- 
4— r;io - 1 H-h!D-;U 

•4- [2-^>^iJf>-l, 2, 3, 5, 6, 8a-A*ttHn^>FiJ 
v J >-7-<;P] -2- (4-7iWD7i-W -3- (tf U 4 

- 1 H — tf D— ;i/ 

•2- (4-7WD7I-W -4- [2-yntTUx>- 1. 2, 3, 5, 
6, 8 a-A+itkHD<>h'iJi?>-7-'fjI/] -3 - (bT U 5»- 4 — f ;iO 
- 1 H- tfn-;i/ 

•4- [5, 2, 3, 5, 6, 8 a - M^fc F D-f > F »J 

> 5 >-7--f;i/] - 2- (4-7W07X-W - 3- <trUS?>-4— f^) 

- 1 H — tf O— ;i/ 

• 4- [2-x^;i/-3, 5, 6, 8 a-xF5t FD«f >p U 5>>-' 7 — f;W 
-2- (4-7WD7i^) -3- (t!U^>-4— f^) - lH-fcfO- 
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•2- (4-7W07xrM -4- [2 -7°Pk;i/-3, 5, 6, 8a-x 
hyh Ko<> H U 5»- 7 -- f;P] -3- (KUS^>-4— f;W - 1 H- k 

• 2- (4-7MD7HW -4- [2-7x^-3, 5, 6, 8 a ~x 

h7kKn-f>KUv?>-7—r;i/] -3- (kys»-4— r;W -iH-k 

• 2- (4-^7DD7i^) -4- [2-*h*~>-l, 2, 3, 5, 6, 8 
a-^fkHD^>K>Jy>-7-^J|/] -3- ( k U 4 — f )V) -1 
H- tfa— ;p 

•2- (4-^nD7i^) -4- [2-^^)1-1, 2, 3, 5, 6, 8a 
-A*tfk KD-f >HU5>>-7 — -3- (kUS>>-4-—f;iO -1H 
-kP-Jl, 

•2- (4-^DD7i-jW -4- [2-7i-;P-l, 2, 3, 5, 6, 8 
a - a** t H n<> h' ij >- 7 -f M -3- (KU5>>-4— r;W -l 

•3 - (1, 2, 3, 5, 6, 8a-A+U-tHn'f>H l J^>-7-'f^) - 

5-7I-JP-4 - (tru^>-4— r;p) t7 , /-jK 

•5- (3-7WD7I-W -3- (1, 2, 3, 5, 6, 8a-A^b 

HD-f>HU v>- 7 ->f;iO -4- (tfu^>-4--r;w t^y-jk 

• 5- (4-7MD7i^) -3- (1, 2, 3, 5, 6, 8a-^t 
FD^>F'Jy>-7-^) -4- (KUS»-4-*r;W 

•5- (4-7WD7I-JW -3- (2-^^-1, 2, 3, 5, 6, 8 
a-A+U-k HP-f >HU> f >- 7--f;t/) -4- (KU5*>-4— MO k5 

• 5- (4-7M07I-JW -3- (2-7x^-1, 2, 3, 5, 6, 
8 a - A*f t H n-f > H U^> - 7 JW -4- (kU V>- 4 -- f ;P) k 

• 5- (4-7WD7i^) - 3- (2-kh , P^y-l, 2, 3, 5, 6, 
8a-A^kHo-f>Kyj;>-7-^^) -4 - (kU 4 -- f ;P) k 
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• 5- (4-7MD7X-JW -3 - (2-* h*is-l, 2, 3, 5, 6, 
8 a-^\+itt: Hd-OFU v>-7-<;P) -4- (tf U v>- 4 — If 

•3 - (2-7;V^D-l, 2, 3, 5, 6, 8 a-^ttpD'f>HU?> 

-7— r;W -5 - (4-7Md7i-jw - 4- (try s»-4~f;w tf 

• 3- <2, 2-~Jy)V^U-\, 2, 3, 5, 6, 8 a-'vfrtffc KD-f >H 
»jy>- 7 — f JI/) -5- (4-7WD7i^) -4- (tru^>-4--f 

•5- (4-7iWD7i^) -3- (8-^^-1, 2, 3, 5, 6, 8 
a-A+U-fc Pn>f >HU5?>-7— r;W - 4- (hf U $»- 4 — f )V) My 

•5- (3-i?DD7i^) -3- (1, 2, 3, 5, 6, 8a-A^kH 

p-f >fus>>-7— -4- (tru^>-4— r;H tf5y-;K 

•3-(l, 2, 3, 5, 6, 8 a-A^t Hn-f >HU>?>- 7— f;l/) - 
4- (tf'J> 5 >-4--f ;W) - 5- (3-hU7MD^WirjW fcf^l/ 

• 5- (3, 4-i?7MD7z^) - 3- (1, 2, 3, 5, 6, 8a-A 
'*U-t KcK >HUS?>-7 --f - 4- (tf'J^>-4--f ;v) K57<-;k 

•5- (4-7MD7xz;P) -3- (1, 2, 3, 5, 6, 8a-^tt 

foohu5?>-7— f;w -1-^^-4- (tru>?>-4— r;p) tf? 

•3- (4-7;VtD7i-JP) -5- (1, 2, 3, 5, 6, Sa-^lj-t 

Hn-f >h*U^>-7— -1-^^-4- (KU5?>-4— f;W if 5 

• 3- (4-7WD7irjW -l-*9\^-5- (2-^^-1, 2,3, 
5, 6, 8 a-'V^U-fc Fo-f >HU^>-7 — ( JV) -4- (tTUv f >-4- 
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• 3- (4-7WD7x-W - 1-^^)1- 5 - (2 -7i-Jh 1 , 2, 
3, 5, 6, 8 a-A*+Tk KD'f >KiJS>>-7--r;i/) -4- (t°'Jv>- 
4--YJI/) fc*?»/-;k 

• 3- (4-7W07I-J1') -5 - (2 - h Fn + ->- 1 , 2,3, 5, 6, 

4— oto tf^i/-;i/, ' - . 

• 3- (4-7WD7I-W -5- (2-* h*5/-l, 2, 3, 5, 6, 

4-<;i/) tr^i/-;^ 

• 5 - (2 -7;p*n- 1 , 2, 3, 5, 6, 8 a - A^it fc h* o< > H U P> 
-7-4)V) -3- (4-7MD7IZJP) -l-pC5 1 ;i'-4- (tf'Ji>>- 

• 5- (2, 2-y7WP-l, 2, 3 , .5 , 6, 8 a - A+lfh HD-f > H 
U> J >-7--r;i/) -3- (4-7MD7irj|/) -l-.^5 1 ;U-4- (fcfU 

^>-4--oi/) t:?v/-/K 

• 3- (4-y)V^ruy^-)V) - l -ptg 1 ^- 5 - (8 1, 2,3, 

5, 6, 8 a-^^l7-h.KD-i'.>HU> J >-7--l'Jl/) -4- (fcT'J^>-4- 

• 5- (4-7WD7xZJl/) -4- (tf Ui?>-4-<;P) -3- (3, 5, 

6, 8a-rb7kHD-f>Fijj!>-7-^;p) MyV-)V, 

•5- (4-7JWD7I-JW -3- (1, 2, 3, 5, 8, 8a-^th 
FDOF'J-7>-7-^W -4- (fcf'J^>-4— kr^y-;^ 

• 5- (4-7MD7I-J1/) - 3 - (7-fc Fd**>-1, 2, 3, 5, 6, 

7, 8, 8 a-^^fc Ko-f > K U > f >- 7 — -4- (b!U^>-4- 

• 5- (4-7MD7i-;H -3- (1, 2, 3, 5, 6, 7, 8, 8a- 
:0*fcKD-f>F 1 Jv ? >-7--'r;P) -4- (tf'J^>-4-<;i/) t!7 1 /- 

•4- (4-7MD7i-W -l- (l, 2, 3, 5, 6, 7, 8, 8a- 
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*-**fcHo-f>FUS>>- 7— OV) -5 - (t!U^>-4-^;i/) -TS^/ 

• 5- (4 -^□□7x-JU) -3- (1, 2, 3, 5, 6, 8a-A4*tH 
D-f>F'Ji?>-7--f^) -4- (fcfUv ? >-4-<;P) tr^/-^ 

• 3 - (2 -x?\>|/- 1, 2, 3, 5, 6, 8a-^tfo^f>KUJ?>- 
7 — f;iO -5- U-7)V-*U?x.-)V) -4- (tfU^>-4--r;i/) k*7 

• 5- -3- (2-ypfcf^-l, 2, 3, 5, 6, 
8 a -^-if-k Ho-f > KU V>- 7 -4- (k U V>- 4 --f ;10 k 

• 5- (4-7WD7i-jW -3- (2-*^iJx>-l, 2, 3, 5, 6, 
8 a-A^-y-fc HD<>FU^>- 7 -- f/W -4- (k U S? >- 4 --f ;P) k 

• 3 - (2-lfUf>-l, 2, 3, 5, 6, 8a-A^th'D^>Fiji? 
>-7--r;l") -5- (4-7MD7IZJW -4- (kU5?>-4 — f )[,) 

• 5- (4-7M07X-A) -3- (2-7nf Ux>-1, 2, 3, 5, 
6, 8 a-A^-y-k Kn-f > FU5>> - 7 - - f ;P) -4 - (kU S?>-4--f ;p) 

• 5- (4-7WD7IZM - 1 -*3\H/- 3 - (2-^^-1, 2,3, 
5, 6, 8a-A+H-tFD'f>Fiji;>- 7 -^ W _ 4 _ (kUv J >-4- 

• 5- (4-7WD7i-;W - 1 -pWP-3- (2-7i-i-l, 2, 
3, 5, 6, 8 a-A-^+fk Hn-f >FUS>>-7— f;W -4- (kU>*>- 

4-' r;w tf7V-;K 

• 5- (4-7WD7i-;W -3- (2-kHO^-l, 2, 3, 5, 6, 
8 a-^+tJ-k Ha-f >F'J>»>- 7 — f;i0 -\-*5-fr-4- (k°U^>- 
4 — f ^1/) lf7 7-;k 

• 5- (4-7W07I-JP) -3- (2-*h^>-l, 2, 3, 5, 6, 
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8 a - A+tt Hcf >H 'J i?>- 7 -- f -l-^^;P-4- (t!Uv>- 
4— f;» \iy^-)V. 

• 3 - (2 -7)V*U- 1, 2, 3, 5, 6, 8 a - A*+ffc h* o-f > H U V> 

-7--r;i/) - 5- (4-7Wd7i-jw -i-^?;i/-4- (tru> ? >- 

• 5- .(4-7MD7I-JW -1-^^-3- (8-^^;i/-l, 2, 3, 
5, 6, 8a-A^tfcFD-f>H'JiJ>-7-f;W -4- ( fcT 'J > — 4 — 

•5- (4-7;WD7i-W -3- (2-*^;U-3, 5, 6, 8a-fh 

5th , o-f>h , iji?>-7-f;i/) -4- (ku s?>-4— f;w tf9V-;P> 

•3 - (2-X^;i/-3, 5, 6, 8 a-f h5k Fn-f >FU v>-7 
-5 - (4-7MD7i-JW -4- (trU$»-4— TJW t^y-JK 

• 5- (4-7;^D7x^) -3- (2-^nt!;P-3, 5, 6, 8a-f 
h7kFD-f>H'Jy>-7-fJk) -4- (tf'J ?>- A-^)V) ¥?V-)V 
•5- (4-7;WD7i-f) -3- (2-7x^-3, 5, 6, 8 a — t" 

h7th*D^>H'jy>-7H;w -4- (ifU5>>-4— f ;io tf^y-;i/ 

• 2 - (4-7W07xrJW -3 - (tf'J^>-4— f ;i0 - 4- [(8 aS) 
-3, 5, 6, 8 a-xh^tFa-f >F'jv>>-7-^;t/| -lH-t?D-;k 

•2- (3 -y)V^ruy^-)V) -4- [2-^^-1, 2, 3, 5, 6, 8 
a-^D-h Fn-f > FU 5»- 7 — f;H - 3- (bf U 3?>- 4 -1 
H-tfn-Jk 

•2- (3-7Wn7x^W -4- [2-7x-;i/-l, 2, 3, 5, 6, 
8 a-^*1ffcFo-r>FU5>>-7--f;i/] - 3- ( tT 'J 4 — f - 

i h- tro-;K 

•2- (3-7WD7iZf) -4- [2 F3r*>- 1, 2, 3, 5, 6, 
8a-A^hKcK>H'J?>-7 — OP] -3- ( t£ 'J > - 4 - < Jl/) - 
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iH-en-;k 

• 2- (4-7MD7i^) -4- [2-^^-1, 2, 3, 5, 6, 8 
a-A^itkHP-r>HUi?>-7-^;H - 3- (tf> J 5?>- 4 -- fJI/) -1 
H — fc! D— 

• 2- (4-7WD7i^) -4- [2-7I-JK1, 2, 3, 5, 6, 
8 a-A+tth'D^ >f.Mj i 7>_ 7 _^;i / ] -3- (If US*>-4— - 

1 H-tfo-;k 

•2- (4-7JWD71-JW -4- [2-*h*->-l, 2, 3, 5, 6, 
8 a-A^r-y-t Hn-f >HU^>-7--f;i/] -3- (tf U i?>- 4 — f ;P) - 
lH-fcTD-;k 

• 2- (3-^DD7i-W -4- L2-*?JU-1, 2, 3, 5, 6, 8a 
-A+iJ-hHn-r>HU^>-7--f;i/] - 3- (fcru^>-4--rjl/) -ih 
-tfo-;k 

• 2- (3-?DD7i=;W -4- [2-7i-;P-i; 2, 3, 5, 6, 8 
a-AWkFD^>FiJ'7>-7-f^] - 3- ( tf U v>>- 4 -- f;P) -1 
H-tfo-;k 

•2- (3-i?DD7i-;W -4- [2-*h*->-l, 2, 3, 5, 6, 8 
a-A=Hft KD<> h*'J>>>-7 -- f;W -3- <try$»-4— f*) -1 
H-Hn-;i/, 

• 4 - [2 1, 2, 3, 5, 6, 8a-A+tkb*D'f>HU^>- 
7--r;H -3- (tf Ui?>-4-<;P) - 2- (3-h>J7WD^7i 

— ;w -iH-tfo-;k 

• 4 - [2-71-^-1, 2, 3, 5, 6, 8 a - A^-tf-t: Kn-f > H U 5>> 
-7— fJW -3- (tfU^>-4— f;P) -2- (3-h'J7;Vt0^^7 

x^;i/) - l h- tfn-;k 

• 4 - [2 h*~>- 1 , 2, 3, 5, 6, 8 a -A^U-fc Kn-OH'J^^ 

-7-<;i/] - 3- (eys?>-4— r;w - 2- (3-h>j7^tn^7 
x-ji/) - 1 h — tf o— ;i/> 

• 2- (4-7M07ir;W -4- [2-*^- 3, 5, 6, 8a-fh 
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7kFP^>H'J^>-7-'fJH -3- (fcfU^>-4-<;U) -lH-fcTo 

• 

• 2- (4-7JP*D7xnJl/) -4- [2-^7 C| Jf>-l, 2, 3, 5, 6, 
8 a-^^itt KnK>K'J 5?>-7— f^] -3- (tTU 5?>- 4 - 
!H-tfD-;i/> 

•4- [2-X^-l, 2, 3, 5, 6, 8a-^ttFD-f>F'J^>- 

7 — T JVD -2- (4-7JWD7ir*) -3- (£ U v>>- 4 -- f *) ~1 

H-tro-;k 

•4- [2-X^-l, 2, 3, 5, 6, 8 a-^*tffc Fo-f >FUi>>- 

7--r;p] -2- (3-7Md7i-jw -3- (tfu>?>-4--r;w - 1 
h- trn-;k 

• 2- (3-7nD7i^;W -4- [2 -X^JV- 1 , 2, 3, 5, 6, 8 a 

-^•y-t fp-i > >K'j> ? >- 7 --r;n -3- (tru 4 — -ih 

•4- [2-X3\)l/-l, 2, 3, 5, 6, 8 a - k H tK > H U P>- 

7 — on -3 - ( tf u v 5 > — 4 - -r -2 - (3-hU7^to^5 1 ji/7i 
- 1 h-hd-;k 

•2- (4-7;i/^07x^:Jl/) -4- [2 -7°Ot!;i/- 1, 2, 3, 5, 6, 

8 a-'S+U-t t*D>f >K'J$»-7-fJH - 3- <tf> J 4 -- 1* ;10 - 

iH-tro-;k 

•2- (3-7Wn7i-Jl/) -4- [2-7°Ptf;p-l, 2, 3, 5, 6, 
8a-A^kFn-f>H'J^>-7-'f;H - 3- ( fcf U > - 4 - i* - 

•2- (3 -7D0 7i-il') -4- [2 -7*Dt:;i/- 1 , 2, 3, 5, 6, 8 
a-A+tkh'D'f>H'J^>-7-fJI/] -3- (trU^>-4— f;i/) -1 

•4- [2 -7*D^- 1, 2, 3, 5, 6, 8 a -'N^lft f'D-f >F'J-7> 

-7--r;i/] -3- ( tf u > — 4 - ;v) -2- (3-h'J7;wn^f;i/7 

i-JW - 1 H- KB-*, 
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•4 - [2~X.^)V-3, 5, 6, 8 a-f h7k Fo-f > KU5»- 7 — 
-2- -3- <t£U5?>-4— f/P) -lH-fcfn- 

• 2- (4-7^07x-W -4- [2-yDtf;i/-3, 5, 6, 8 a-x 
h^fc Fo-r>H>J^>-7--f^] -3- (tfU> J >-4— T;i/) -lH-tf 

■ 2- (4-7M07i^W -4- [2-7X-JH3, 5, 6, 8 a-x 

h7kHD^>h*U^>-7-<M - 3- (tf US?>-4— f;W - lH-tf 
d-;k 

•3-(l, 2, 3, 5, 6, 8 a-^^t HD-r>HUv>-7--r;P) - 
5-7x^-4- (fcTU^>-4-^;W t!77-;K 

• 5- (3-7MD7irM - 3- (1, 2, 3, 5, 6, 8 a-^+ht 

Ha-Y>HU5?>-7-^;W -4- (tf u 3»- 4 — f ;io tf5i/-;K 

• 5- (4-7WD7X-W -3- (1, 2, 3, 5, 6, 8a-^\+1tt 

• 5- (4-7MD7xZW -3- (2-*<?)l,-l, 2, 3, 5, 6, 8 
a-A+ti-tFo^>Hiji;>-7-^^) -4- (fcfU i?>- 4 — f;P) If 7 

• 5- (4-7MD7X-W -3- (2-7x^-1, 2, 3, 5, 6, 
8 a— M^fc Kn-T>HU^>-7--f -4- (KU$»-4— OW tf 

• 5- (4-7W'D7xrW -3- 2, 3, 5, 6, 
8 a-^^-9-t KCK > 7 — f ^P) -4- (tf'J 4— i M tf 

• 5- (3-70D7i^) -3- (1, 2, 3, 5, 6, 8a-^^rlJ-kF 

p>r>HUi?>-7— ov) -4- (tf us?>-4— -ow tf^v*-^, 

•3- (1, 2, 3, 5? 6, 8 a-A+lJ-t KP-f>HU^>-7 — t )V) - 
4- (tfU^>-4— f;W -5 - (3-h'J7Ma^^7x^) tf^7 



WO 03/015781 



335 



PCT/JP02/08276 



• 5- (3, 4-^7MD7i^) - 3- (1, 2, 3, 5, 6, 8a-A 

• 5- (4-7JI/tti7i^) - 4- (tf'J S»-4-<;i0 - 3- (3, 5, 
6, 8 a-fh7k Ko-f > F.'J 5>>- 7 -- f»" K9!/-;k. 

•5- (4-^OD7i-M -3- (1, 2, 3, 5, 6, 8.a.-A^fc.F 

o^f >hus?>- 7 -4- (tfu^>-4-<;i/) tr^y-Jk 

• 3 - (2 -xg^- 1, 2, 3,- 5, 6, 8 a - A^k Ho-f > HU 5>>- 

7 — -5- (4-7M07I-W -4- (tf'J^>-4— tf5 

v*-;k 

• 5- (4-7MD7IZJW -3- (2-^Ptf;l/-l, 2, 3, 5, 6, 

8 a-A^-y-t HP-f >HU v ? >-7-<;i/) -4- (tf U 4 tf 

• 5- (4-7MD7I-JW -3 - (2-^f'Jf>-l, 2, 3, 5, 6, 
8 a-A*+J-t FPOFU v>-7--f;i/) -4- (tf'J v>-4-^) tf 

• 3 - (2 -X?>Jf>- 1 , 2, 3, 5, 6, 8 a-A^-y-t Ho^> K'jc; 

y-l-^M -5- (4 r 7;i/^-P7xr:ji/) - 4 - (tf y 4 
k*7i/-;k 

• 5- (4-7MD7i^) -3- (2 -7PtfUx>- 1, 2, 3, 5, 
6, 8 a-^-y-k KP-O h*U v>- 7--f;i/) -4- ( k U 4 ^) 

k^\/-;k 

• 5- (4-7;P^P7x-Jl/) -3- (2-;*h^>-l, 2, 3, 5, 6, 
8 a-^itkKn-f>h , iji;>-7-^j| / ) _ 1 _^^_ 4 _ (tfijj?>_ 

4— r;i/> tf7V*-;k 

• 5- (4-7J^n7i-JP) -3- (2-*3\>P-3, 5, 6, 8 a ~xh 
7 k Fo-f>HU> J >- 7 --r;i/) -4- (hfU > ? >-4--r;i,) k7V*-;k 

• 3- (2-X^;p-3, 5, 6, 8a-f h7fcFa^>HiJ^>-7-fW 
-5 - (4-7Mn7i-w -4- (tfU^>-4-<;p) k?y-;k 

• 5- (4-7Wn7i-W -3- (2-7"0^-3, 5, 6, 8 a-x 
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hyt KD-r>HU3?>-7— T^) -4- (K«J 5»- 4 -- f ;iO tf^/-;K 

• 5- (4-7JWP7I-JW -3- (2-7x^-3, 5, 6, 8 a-f 
h7hHD-f>Hij i ;>-7- 1 . JW _ 4 _ (fcfij5;>_4_^;p) tf^/-^ 
•4- [(8aS) -1, 2, 3, 5, 6, 8 a -^-tf-h Hn-f > K 'J v f >- 7 
— f/W -2 -7x^-3- (tfU^>-4--fJI/) -lH-tfa-JK 
•2- (4-7WD7x^) -4- [(8aS) -1, 2, 3, 5, 6, 8a 
-^^•y-kh*n^f>HUS?>-7-^;p] -3- (tf U s»- 4 -ih 

• 2 - (4-7MD7I-W -3 - (tf U >^>- 4 — T;W -4 - [(8 aS) 
-3, 5, 6, 8 a-fF7kFD^>hMj.7>-7-<Jl/] - 1 H-t?o-;K 

• 2- (3-7M07iz;W -4- [(8aS) -1, 2, 3, 5, 6, 8a 
-^^•y-h^D^>HU5?>_ 7 _ < ^ ] _ 3 _ ( ^ i JS ?>_ 4 _ <;W _ 1H 

•2 - (3-^DD7x-;W -4-[(8aS)-l, 2, 3, 5,6,8a- 

^*hHn-r>Hus?>-7— r^] -3- (trus?>-4— r^> -ih- 

•4 - [(8 aS) -1, 2, 3, 5, 6, 8 a -^-tf- fc H P-f > H U v ? >- 7 
— (M - 3- (fcTUS»-4— f*) -2-.(3-hU7WD^7i- 
;p) -lH-tfD-JK 

•2- (3, 4-»77W07x-jW -4- [(8aS) -1, 2, 3, 5, 6, 
8 a-A+Itt Hn-f >KU P>- 7 — f ;p] -3- (bTU 5>>- 4-- f ;W - 
1 H-fcfn-;^ 

•4- [<8aS> -2-I?Ut>-1, 2, 3, 5, 6, 8a-^kFD 

-f >hus?>-7— r/w -2- (4-7wd7izm -3- (tru>>>- 

4--OU) - 1 H- fcfo-^ROC 

• 2- (4-7MD7i-;P) -4- [(8aS) - 2- (2-7°DtfUx» 
- 1. 2, 3, 5, 6, 8 a-A^-tJ-h K D-f > K y - 7 - -f - 3 - (tf 
U5*>-4— r/U> - 1 H- tfP-^ 
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•2- (4-7MP7i-f) -4- [(2R, 8 a S) - 2-7i'^- 1 , 

2, 3, 5, 6, 8 a-^D-h Fn-f>KU5*>- 7 -< f -3- (fcTUS? 

> - 4 — r - i H-kfD-^ WTKfc&wimn 2-298) , 

•2- (4-7WD7i-^) -4- [(8aS) -2-^?;i/-l, 2, 3, 
5, 6, 8 a-^^itt: KD<>FU^>- 7 -3- (KU5?>-4- 
-f;W - 1 H-tfD«-;Kiift^|## 2-293), 

•2- (4-7JWD7x-W -4- [(8aS) - 2-^fUr>- 1 , 2, 

3, 5, 6, 8 a -'S^+hk FdOF'J 3>>- 7 -<;!/] -3- (tfUi?>- 

4 — f ;p) - 1 h - tr o (#9*fls^«s# 2-982) , 

•2- (4-7MD7i^) -4- [(8aS) -2-j*^;i/-3, 5, 6, 
8a-fh7kFD'f>Kijj?>-7-^jn _ 3 _ (k*US>>-4 — i )V) - 
lH-KD-)K«jRft**WW), 

•4- [(2S, 8aS) - 2 -JL^)V- 1 , 2, 3, 5, 6, 8 a-A^U-h H 
D^>H'Jy>-7-<JH -2 - (4-7WD7iZ)W -3 - (k°Uv> 

-4— r;P) - iH-en-;K0j^b£&#^ 2-294K 

• 2- (4-7)WD7i-)W. - 4- [(2 S, 8aS) - 2-?U\i)V-l, 
2, 3, 5, 6, 8 a - ^*k H O'f > K U - 7 - -f )P] -3-. (fUS* 
> - 4 - -f ;i>) — l h — tf n— ;i/ 2-295) , 

• 5- (3-7Wn7i^W -3- (1. 2, 3, 5, 6, 8a-A^k 

Fn-r>pus»-7 — f ;v) -4- (tru v J >-4— <;i/) £5!/-JK«*fls 

8-154), 

• 5- (4-7iWD7zZJl/) - 3- (1, 2, 3, 5, 6, 8 a-A*#k 
Kn^f >FUS?>-7-f ;10 - 4- (KU3?>-4— f JW e^/-M«5*fb 
£*fe#-5§ 8-307), 

• 5- (4-7^D7i^) -3- <2-*^;U-l, 2, 3, 5, 6, 8 
a-A^tfcHD-f >FUS?>-7-<;U) -4- (tfU J?>- 4 — f JlO tf ^ 
*/-/K«jRfc£*#* 8-312), 

• 5- (4-7Wn7i-M -3- (2-7x-^-l, 2, 3, 5, 6, 
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8 a-A+U-t: Kn>T>HUS?>-7— f^) -4- ( t? U > - 4 — f t? 
7^/-;K0ll^jb^#^ 8-317), 

• 5- (3-'^DD7iZW - 3 - ( 1 , 2, 3, 5, 6, 8 a-^thF 

doF'J^>-7-<;w - 4- (tf u e?>-4 tf^y-;Kf!i^^ 

8-460), 

•3 - (1, 2, 3, 5, 6, 8 a-A^+J-fc FP-f > F U >- 7 -< ;10 - 
4- (tf'J^>-4-'f )U) -5 - (3-1>'J7Wp^^7i-JI') tr^7 
-;K0)J*4t£tl#^ 8-613), 

• 5- (3, 4-77Wn7i-W -3- (1, 2, 3, 5, 6, 8 a-A 
mt^m^ 8-766) > 

• 3- (2-X^;i/- 1, 2, 3, 5, 6, 8 a-A^U-t Fa-r>H'J 

7--r;p) -5- (4 -7;i/^-D7xnji/) -4- (tf Uv ? >-4--r;u) 
(^J^b^#^ 8-313), 

• 5- (4-7WD7I-W -3- (2-yotf;P-l, 2, 3, 5, 6, 
8 a-A^-y-t HO-T >h*U^>-7--r;i/) -4- (tf »J^>-4-<;i/) t? 

7 V'-.fKfclSfc'&W^ 8-314), 

• 5- (4-7MD7I-JW -3- (2 -*^U^>- 1, 2, 3, 5, 6, 

8 a-A^fk HP-r>H»J^>-7--r;P) - 4- ( tf U S>>- 4 -~f ;U) tf 
yV-hmmk&fyimn 8-1252), 

•3- (2-X?Ur>-l, 2, 3, 5, 6, 8 a — A^tfh FP-f > F U v 5 
>-7— f;W -5- (4-7W07i^) -4- (tfU^>-4--T;i/) 
tf 7 l/-)l/ (0J^{b£^#^ 8-1 253) , 

• 5- (4-7WD7IZJW -3- (2 -yPt!Ux>- 1, 2, 3, 5, 
6, 8 a-A*tfk h*D-f>KU^>-7-^;i/) - 4- (tf U 4 )V) 

\dyv-)vm^^mm^ 8-1254), 

•5- (4-7Mn7xr;W -3- (2-^5 1 ;i'-3, 5, 6, 8a-f F 
5t^n-f>Fijij>-7-f;w -4- (tfU>?>-4-<;i,) t:5»/-;Kf! 

^ffc-&$l#^ 12-2), 
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• 3- (2-x^-3, 5, 6, 8 a-rh7k H P-f > H U v >- 7 ;W 
-5- (4-7^D7irW -4- (£ U ^>-4--f;i/) tf77-;M#l* 
{b£'»*l 12-3), 

• 5- (4-7MD7X-JW -3- (2-^Dtf;i/-3, 5, 6, 8a-f 

h ^ t h > k u s?>- 7 ;p) - 4 - ( tf u i?>- 4 ;io fcf 57-;p m 

y^it^m^ 12-4), •. . 

•5- (4-7^071^) - 3- (2-7x^-3, 5, 6, 8a-f 

h 7 t Ho-f > H U v>- 7 4 - (tf U 3»- 4 — If 7 7-;K#9 
^t£4fc#^ 12-7) 

•4 - [(8 a S) -1, 2, 3, 5, 6, 8 a-Mftfl: Fn-f >KU5>>- 7 

--r;i/] -2-7i-jh3- (tr u> ? >-4-^;p) - ih- Ko-M«*fls 

1-886), 

• 2- (4-7iWD7z-W - 4- E(8aS) - 1, 2, 3, 5, 6, 8a 
-A^ftHD<>PJi;>-7-fM - 3- (KUS?>-4— f^) -1H 
-Kn-;K««ft^ft« 1-302), 

• 2- (4 -y)V-tny3L=L)V) -3- (tf <J V>- 4 -- f ;p) -4- [(8 aS) 
-3,5,6,8 a-fh5k t« D-f > H US?>- 7 ->T^] - 1 H- t!o-;K« 
^te-^M-St 4-30), 

• 2- (3-7Mn7iZJ|.) - 4- [(8 aS) -1, 2, 3, 5, 6, 8a 
-A^th*a^>FUi;>-7-^;i/] - 3- (tf U 4 ->f )V) -1H 
-tfa-;K^j^b-&«fe#^ 1-888), 

• 2 - (3-^nD7i-W - 4-[(8aS)-l, 2,3, 5, 6, 8 a- 

A^tKn'f>KUj?>-7-'f)H -3- (tf U^>-4— f;W -1H- 
trD-;K0Owft-&*#^ 1-890), 

•4-[(8aS)-l,2, 3, 5,6, 8 a -A^-tfk h*n-T > H U S J>- 7 
-<i)V\ -3 - (tf V&>-4-4M - 2- (3-h'J7Mn^fJ|/7ir 

;i/) - i h - tf mxtfcttmm^ 1-894) , 

• 2 - (3, 4-77MD7I-JW - 4- [(8aS) -1, 2, 3, 5, 6, 
8 a-^+lJ-t Ho-r>FU^>-7— 1 )V1 -3- (tf U 3»- 4 -- f )U) - 
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i h- \f:u-)v{nmt^m%n 1-892), 

•4- [(8aS) - 2-XfJP-3, 5, 6, 8 a -y- h y k P D-T > H U v>> 
-7--r;H -2- -3- ( tf U v 5 > — 4 - -r - 

1 H - fcf □ (« jSfc£«#-S§- 4-2) , 

• 2- (4-7WD7I-W -4- [(8 aS) -2-^0^-3, 5, 6, 
8 a-rh7fc Hp-T > HU 5>>- 7 --f;i/] --3- (t°Uv>-4 — 1 )V) 
-lH-tfD-JI/ 4-3) , 

• 2- (4-7WD7izW - 4- [(8 a S) -2-7i-^-3, 5,6, 
8a-fh7tFD^f>FiJj;>-7-^;H -3- (tf U *J>- 4 --f;P) - 

i h - tr o wmft&mm* 4-6) , 

• 4 - [(8 a S) -.2 -lf'Jr>- 1, 2, 3, 5, 6, 8a -A*U-fc Hn 
•f>P>J'7>-7-'f)t'] -2- (4-7;WD7x^JW -3- (tfUv>- 

4-^;i/) - l H-bfn-;KM^fc£IWt 2-983), 

•2- (4-7WD7irW -4- [(8aS) -2- (2-ynlfUx» 
-1, 2, 3, 5, 6, 8 a-^-y-t Fn-f > FU 7 ->f ;P] -3- (K 
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•Mb^lT&D, fc^m (10) tt^»©<b^«I^S> ±BAj£7b£Dft£H* 
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h'Jx^;i/75>, h'J7^;i/75>, fcfU>?X tfnij>, i, 8-5?7lftf 
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T.W.Greene et al., Protective Groups inOrganic Synthesis, JohnWilley 
& Sons, Inc. KiegcORJfc) *«ffl*TS C ffillctt, 4>ttTXtt»i£ 

*frTTOJR««Rl6)WiBRM*nA.^.(9W««^iS.oa, ^^fS.^* (2 
7) tt»5fcffi»UTBtt©75v>$rh>fc£ift (2 8) Mt5. « 

etc ad, iffe»c75yir h>fc&m (2 8) dt^-rs. 



WO 03/015781 



354 



PCT/JP02/08276 



<Hft> 




ft^fc (3 1) ©9j@©R 5 ©5-&, 4>&<tfc6iIIte, jMtSC^SjSf. 

m 8iax^*i 9i8«> £i\ frhxt^to (29)© 

(R 1 2 ) £|&£bT, 7U-# (3 0) £#T, *t>W©7y-#*H 
3Hi-l/aSiI4:fc«fc0 I#J©75/^h>{b£f|(3 1 ) *»Tr SIST* 0 , 

mi einajttflBi 7xstra»fc3Hitsns. *»c*^«ta»«»T?* 
(29) tt^a-r**^, &#Hb£^ s&*n©#j£ 

S.W.Goldstein et al., I. Org. Chem., 57, 1179-1190(1992), B.Achille et at., 
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1 5 OW&Q, Mfctt, 5 0"C7SSl 2 

(c) fc£*> (4 o) ©EJ&ttIf*#*JSv*s»£, rs^#^#^j fctt, ft 
Aoy>ft«i, flMtl*«. SttiXfJk fitt7$ Fft£SwU Sfctt* 

mAoy>ft»j a, r"*«zk*t**^«i (40) £/\n$*>rt#n (a 

xn&z.tifi*ei* ; m&Wtm*m fit, r^**"?**^* (4 0) 
□ y>M *DP*ft*^;k i'naglti^ftS) fcSEfcSli: 

& ^ tc«fcoT»SJi ; rffittxxf)H «> R^*^^^^ (4 
0) ttKD^>^ft N-hFn^->n/\^^5 h\ N-tFo 

*;>7^HH'f5Fat') fc* (a) TfJB^fc rft£fflj ©#«ETKK^**<S 
Hifc±oT»*Hij8i«T* ; rgtt75 HJ We inreb amide) tt, R 1 

6 #*§re&S<b-&$> (4 0) iN-ftft7)k3^->-N-jS87^^t Ho 
**>75 h + ^-N-^^l/t Ha*f7S>ftai*(a) 
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- 2 0t75Il 5 CCTfr^fctl^^, fffcfctt 0 'CflS 
lOO^T**. Ej6B#|HJfcj\ a*, 1 0 3HBJ75S4 8Btmrei&tK $?»fc:tt3 

H2 6XS*tfJ|2 7IgH v 7> Ki?IXfiH^i (4 1) ^Dieck 
mang«ll#lT^h7^^AXXTM^ (4 2) *«jftU £UTiin* 
^Stflft^S^frfcoT^r VyZZMtttm (4 3) £«JSf*l8-?fc 
0, IIOISM^I l!8iRI«IK:*tt3tl.&. 

»2 8l8tt, $rh9**Afls£* (4 3) £2»7 5>fc-&4& (3 5) tft 
KJS£-frT> l«Xt5;7^Aft^ (3 6) Silt^IgTJt), 
2X8£HtiftlCftilt3tt«. 

Efc, ±13 <J&> fc*tt$*|BJ#T*Sfc£* (4 2) tt, Tb2 <K&> \Z 




*~ (42) 

^3 Olg 
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IS2 9IgttjR#7 5/« (4 4)-t7D>M##: (4 0) :gL<«^-0£ 

«tt8i#issism7s Ht^zxf (45) zm&tzxm-z 

&0» £2 5110 (ah (b) S.7JC ( C ) £R«fc*16Sn3. 

13 0Igtt75 -Ftyi^fm* (4 5) OA^^+i/^Stgft^f 
U>2l££#7rtTi|g&3:frTBJSgU h7^^AxXfM^« (4 2) ft. 
SHiif 5I8T**..*Igl:*^Ttt, ftff* (4 5) S^OSSfflUS*, 
(4 5) *RjSttR*#K&ifcLTffl^SttS. 
(a) (4 5) **0**JBV*S»fc, SJStt> «FJi«f, *B£»I©#*ET» 

i£^©#£T^L < tt*#«ETfcff &t>n*. 

nnx*>&£©ADy>flsJfttt;>jc* ; s^x^x—t^, y-f v tf;px- 

t-;k f h7tFo77>, v*.3r*y><DZL5izz.-T)vm ; y^/-;k x* 
7^y-;K t -7 , ^y-;i'© c J:'5^y;i/3-;i/5i ; n, N-y^f^jK;i/A7 

- {Z-V*3-)V7 5.J7u\?.)\,) A^KSK, XttN, N* 

U»>A©«k 5 *7;PAU^JB*»fl3« ; flUW-hU£i^ Jft»*'J»>A 
©ck-5fc7;i>#y&n^&; h»jx5 i ;i/7 5>, h u ^;u7 s >, tru^x 

£3UX 1, 8-v ? 7iftf^^D [5. 4. 0] - 7 -»7>x-lr>0cf5^7 
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ffi^, -2 0T;7I/S1 5 0 ^TfrftfetiS;^ ffjifcte 0 
(b) (4 5) Mttiiftl, 

l/Ttt, SAny>tt, fl&tt&*4(K ffifil^Tik Stt75H&t*W 

«Aay>fls*tt, fc-&4& (4 5) £AD$*>fl;5W («AB, ft-J^D'J 

^M*4b», (4 5) b.W\u>?yQGm mx\$s ^dd^WK 

r;Wi, fls-&« (4 5) tkHp + ^D N-tFD^>3;\^| 
-fSF, N-th*a^y75'JH'fSHat*) (a) rflfefllj o) 

We inreb amide) «, fc<&tt (4 5) tN-|i7fn*y-N-(l;ii7M^k 
Kn*~>75> (#!*.«, N-/h^y-N-^^kFn^->75>^£) t 
£ (a) Tfc^fc rn^Jj ©#«ETfcR*a*«CifcJ:-3T#*Jli*«T* 

RlSmStt, SIS, -2 Ot:75Sl 5 0CTff&*3n*«l, 2?ilfcfciO < C7I;S 
1 0 ora§. SJ&WPKWU ami 1 0#ffl75S4 8l6ia)T»D, ff*fctt3 
0 #18)7531 2B$Hn!*<5. 
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±12^*, Hy, Hy' RztL umm tmMm&TKto 

13 1I8H '\f-Ui/#i))ltrh> (3) OS«Stt#T»«flS§* (3') 
©*fcg£lttliafc:*ifeUT, (3 a) *«£r*lgT?»0, *E£tt, 

(3') t, AD^>« H7yflSS?X^75/*K (DAS 

T) ©J:3fc7y*fls»l ; Sj^t-JK HSHfcU>, S«Mb'J>, 
3 >, h U 7i-MX7^ >/B«^Jft*©.fc3fcaHbai ; JMb**«, JUfe 
^*x;h H^{k u >> h>J7 xx;v*t, 7 4 >/mmmm<D& o te&mm ; 

i3 2Igtt, ^D^U;^h> (3) Sa7CbTAxnv'^U;i/7;i/n 
(4 6) S»it«IiT*0, **fb**3SW-HJ*£, 
#£*U^2A©«k3fc7K*fc#£*7;fc&y£JB : 7K^b7;i/$-^A'J5 1 '7 
As jjcJMsU^tf A h UX h*3/ H7;P$x«7A©«fc5fc**fb7;i'5xC7Afl; 
^» ; 7K^bx;W^ h 'J "7 A ; ^< V75 i ;i/7;P5X'7Ah H U h\ -7 (* h 
+ 7;P5X^7A^ h'J !7A'7k HU KO<t5^Mi7;i/5- 

>7A*«5cSI«©fcFU HK^SfflVifcjgTCS^, X«**KJ:3Sj»i87n£8 

fflt5ut^-et, M/fctt, flIAfcf, J.Dale, J. Chen. Soc. , 910(1961) Rtf 
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F.G.Bordwell et al., J. Org. Chem. , 33, 3385 (1968) l:Wi$nT^§MC U 

^3 3Iglt ^Dyi? V)V7)Vn-)\> (4 6) (Dym^M^mz^ b 
*bHr#J (3 a) £ 3 1 l8fce*©#8£H*fc* 

*&, (I) <^b£tl©$#^T&5R 3 te;|l*<DM$S (R 5 ) £W 




R 18 «, 19 IB rft»7^*^*j xitmm r;\a^y^^7;u^;i/Sj r7u-;p 
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r' 9 tt v w-*i,<.ttjifcoT, mm r&Wir x\tmw. i/ndy/^ . 

R n \t. wm&m & vfemiz&ifz, risTj^jHj, r&$fc7;i^-;pg.K. 
tftsnfc«»7;py=;p*j x« rg&gi¥ a a>sjiiRsnsgTm&£nfc7 
R 5 ^ Aayyff, y/yi, M7;i^;i/7>;i/*-;i^ 



r 



,5a 



V r5 



7/&x}*{&m7)v*)vz.)i'*-)i'&Z7x-r a 

R 5 )WS»7 ^ U x^*X «7 7 U f-MTfe 5 WU ~Ff2© «k 
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r««7**^*j, trie rju-;p*j xttWE rj^^^^Sj **t 0 

<hXAD-ll (D-A-7>H.A-^tU|), ^t^>HP-2 0 <= 

sftsa»»fci / <i4iafl( fc j :5#8 p a4€J6tf5ciJJtTt5! 
f*ti<tt*oi«M#t, mm. m 
cere, nan, a «f, a* v>-„ K y^' 7 h 
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mt> is * ^ □ - x ± hj ^ a © £ 5 n mmfo 7 ? tr 7 

»7;P5:^A, ^^a»7^5>.»T^*->^A©J: -5 ; ^ 

^*©«fc5&9y^X*;M:7^e>«;M^-hU^AOJ:33&:««[ ; 
^'Jn-;i> ; ; MJ *a ;DL-n<i/> ; KM?- h U 9 

A&; 5»>U;HS»^hU^A» 5*U;i'II«^*5'SA©±5fc5SMj;|,8fe 
fttt ; &*3£®, 3ill**Dtl©«i:-5&3i®S ; 3U*±BBJft»Bi*#T**. 

*7A, fc^+^^^-^hU^A, «*#Ut?=:;PtrpU H>©«k3. 

^p~;K0«J;-5*7JI/3-;^; ii^>1f;i/3-«7A ; 71/-JK *W7- 

(i) 5tt§^te}w©ii±s§$n§i, ixf^uu 

*©tfl©B##©«ffl«ttSg«, WJtWWoTlftiUi, «*tf« 
n&4©«£fc«, *n-?tl, J«Afc**LTl B*fcD, TliLTO . lmg 
K HO. 5mg), ±Rg£LT, 2 0 0 0mg L < « 5 0 0 m g) 
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0 5mg) t ±Mt LT, 2 0 Omg ($?£L<tt5 Omg) S 1 BSfcttftlalte 
HTt - ««fl*«ktf£«fcl£3*tfT, *3SWfcov>THk: 

i ) 

2- (4-7MD7i^) -4- [(2R. 8 a S) -2-*h**s-l, 
2, 3, 5, 8, 8a-^thKD'f>PUi?>-7-^;| / ] _ 3 _ (fcy^ 

>- 4 f ;w - l H-hfo-;i, (m^ihs - i 5 ) 

1) 4-Xh^y^M^-2- (4-7WD7ir;P) -3- (try 
5>>-4— f/p) - 1 H — tr D— jl/ 

1. 53M7-f*>Jm/MD->»«a6ml (54. 7mmol)Sf 
N7th'D77>2 4 0ml4'fcM, ^ViT-45-Cl?, a- (p-h^x> 
-4-7MD^>i?HV'>7=Hl5. 90g (54. 7mm 
o D©rh7kHD77>»il 2 0ml £ioAfc.|im«Tl 0#Kji#& x 
9 5%Um7D$ K2 5. 0 0 g (2 7 3mmo 1 ) *MZ.T Z 0#|ffl8# 
U Mi£3- (4-fcMJ>W 7^U;P« l?JHXf^8. 7 3g (4 9. 
2mmo 1) 0Th7fcPD77>»*12 Oml*Jn*&. ^Itlim 
**K*«*»af»38»satT3Efcll9BH|»L, *5 OOml^MtlH 

SftfcUlfftS^IfjU-f ra»l/Tifi0ft^» 1 3.6 1 g$^M 
(JR¥8 9%), 

•H-ftl^H^^ (5 0 0MH2, CDC 1 8 ) 6 p pm : 
8.84 (1H, br.s), 8.51 (2H, d, J=7Hz), 7.58 (lH, d, J=3Hz), 
7.21 (2H, d, J=6Hz), 7.11 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 
4.18 (2H, quartet, J=7Hz), 1.20 (3H, t, J=7Hz). 
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2) 2- (4-7*tD7i=W,-3-- (UU^>-4-'fJW--lH- 

1) tffc4-Ih^>*K-A-2- (4-7MD7i-JW - 3- (If 
U$>>-4 — - lH-tn-JH 5. OOg (48. 3mmol) B 
|90ml, 0ml RtJtK 6 0 m 1 <DM£WzmML. 1 0 0TCT1 6B# 

SIB ©ft £ til 1. 4 0gSft3ifi»*ibTSfc (JR$9 9%)„ 
'H-feWA^^h^ (5 0 0MHz, CDC Is) Sppm: 
9.78 (1H, br.s), 8.42 (2H, d, J=7Hz), 7.37 (2H, dd, J=9Hz, 5Hz), 
7.22 (2H, d, J=6Hz), 7.06 (2H, t, J=9Hz), 6.90 (1H, t, J=3Hz), 
6.47 (1H, t, J=3Hz)o 1 

3) 2- (4-7MD7i=JP) -3- (tf y^>-4--f;i0 - 1 - h 

•Mv:/n tf^^y^-.i H-tro-;v 

2) 7r#7c2- (4-7MD7iZW -3- (fcT U $>>- 4 -1 
H-Hn-JHl. 30g (47. 4mmol) *f h5kl«D77>3 0 0m 
1 t:I»U -7 8*CT1. 5 7N7^'J?7V^*>*«3 1ml (4 
7. 4mmol) £Jn*.T 1 0 #Ppfli&# EfiftT, h IK V^D tf^S/ 
»j;i/h»J 1 3. 4ml (49. 8mmol) Mfc* 
»».6ttltTSfiT?3 OftWm&Llt. S«*l:*2 0 0ml t^^H* 
*^-hU»7A**«3 0 0ml ^Jn^-T^X^I/TtttBb, #4ftJl&*%&« 
«**K^hU^ATfejSlbT«ffi»llb, «EOft^«!l8. 7 0g$m 

iH-^SS^PlT.^^ MP (5 0 0MHz, DMSO-de) <5ppm: 
8.25 (2H, d, J=6Hz), 7.39 (2H, dd, J=9Hz, 6Hz), 7.28 (2H, t, J=9Hz), 
7.00 (1H, d, J=3Hz), 6.9K2H, d, J=7Hz), 6.71 (1H, d, J=3Hz), 
1.15-1.05 (3H, m), 0.98 (18H, d, J=8Hz), 

4) 4-7D^-2 - (4-7Wn7iZW -3- (tf >J V >- 4 --f 

jv) - i - MM v7dW'>>j;i/- iH-tfa-;p 
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3) T*#fc2- (4-7JWD7I-JW -3- ( fcf ' J 9 > - 4 - -f J10 -1 
- FU-fy^ntr;i.->«j;p- ih-Kd-M 8. 70g (47. 4mmol) 
ffh7kFD77>3 0 0mll:||U — 7 8 < CT, N-7*nt3A^tt-f 
5K8. 61g (47. 4mmol) ©ff7tFn77>lISl 0 Oml £ 

ffl«#Lfc«, ^t>4 0 Oml *JPAT^«F»*at3cl/fc. if$£MEE»Ht 
l/TSS5-> l J*7 1 ;W7A7n7h^77^- (M ; AW>:Sii^ 
= 2:1) fctfU «E©fl5£*9. 5 7 g*&*fi7»JXAJRttfcfcbT#& 
(W4 3 %). 

*H ^£ h;P (5 0 0MHz, DMSO-d 6 ) <5ppm: 
8.36 (2H, d, J=6Hz), 7.34 (2H, dd, J=9Hz, 6Hz), 
7.18 (2H, t, J=9Hz), 7.12 (1H, s), 7.04(2H, d, J=6Hz), 
1.16-1.08 (3H, m), 0.99 (18H, d, J=8Hz). 

5) 2- (4-7Wn7i-jW -4- [(2R, 8aS) - 2 
1. 2, 3, 5, 8, 8 a-A^t HO'T >HU^>- 7 - 3- (tf 
U> ? >-4--f - l H- tfn-;i/ 

4) T#ft4-:/nn&-2- (4-7MD7iZJW -3- ( tf U >?>- 4 

— f;w - 1 - mm y^ntr;ps/u;p- 1 H-tfp-;p3. oo g (6. 34 

mmol) Sfh7k Ho77>6 OmlfeiiU -78tTl. 6M7*f^ 
U^£A/-M=-1J->**E4. 36ml (6. 9 7mmol) *MllO»Wj| 

M«T (2R, 8 a S) -2-* h^v'-l, 2, 3, 5, 6, 7, 
8, 8a-^^fcl«D-f>HU^>-7-t>l. 2 9g (7. 6 Omm o 1) 

»^DDi^>4 0mll:|IU h'J7WD»|l. 9 5ml (2 
5. 3mmol) *fll*T 1 I^MJipJIWB«Lfc«S*»*«ffi«|»bfc. 

Pn:75>3 Om 1 fciMPU lMrh77'W> ; e-'7A7 
WJF/rh7hHo77>»«2 5. 3ml (2 5. 3mmol) ^Mt 
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SITl.O^IWI^Lfcft, Ei&mz&ZtiaZ., lN*l***TlttCl/Ti 
»X5 i ;i'Tillltabfc.-7Kll»Cift»^hU^A*lDAT7;i/*UttfcUT*»6»K • 

-l'y.^ , Dtf;P75>=l 0 0:10:1) KttU «IEO.'fb'&« (RffiO. 4 
5) ««Sfi»*tbTHfc 0K¥2.2.X). 
i&£ : 2 0 3 - 2 0 5 *C (#$) 

»H-S»a*WX^^ MP (4 0 0MHz, DMSO-d 6 ) <5 ppm : 

11.38 (1H, br. s), 8.44 (2H, d, J=6Hz), 7.20-7.06 (6H, m), 
6.90 (1H, d, J=3Hz), 5.27-5.22 (lH, m), 3.92-3.85 (1H, m), 
3.40 (1H, dd, J=9Hz, 7Hz), 3.29-3.19 (lH, m), 3.16 (3H, s), 
2.71-2.62 (1H, m), 2.37-2.20 (2H, m), 2.04-1.90 (2H, m), 
1.88-1.80 (1H, m), 1.51-1.41 (lH, m)„ 

mm\ 2 ) 

2- (4 -7;p*P7xXJV) -4- [(2R, 8 a S) -2-^h + v-l, 
2, 3, 5, 6, 8 a-A^U-k Kn>f >HUS?>-7— r;P] -3- (KUS? 
> - 4 - rf W - 1 H - KDHI' (i*^«#*2 -3 0 3). 

Stifim -5) T*«bfcS/;i/3{j^;p*9A^DThif57^-K:«kDTO© 

te£r$J (RfffiO. 40) LT#fc <JR*12X). 

BU£ : 1 9 8-2 0 0t (#fi?) 

iH-^HM&'lT.^ h;i/ (4 0 0MHz, DMSO-d 6 ) <5 p p m : 

11.39 (lH, br.s), 8.44 (2H, d, J=6Hz), 7.21-7.05 (6H, m), 
6.92 (1H, d, J=3Hz), 5.16-5.11 (1H, m), 3. 92-3.84 (1H, l), 
3.39-3.25 (1H, m), 3.23-3.11 (lH, m), 3.15 (3H, s), 

3.05 (1H, dd, J=10Hz, 6Hz), 2.86-2.77 (lH, m), 
2.64-2.54 (1H, m), 2.30-2.19 (lH, m), 2.10-2^00 (lH, m), 
1.76-1.67 (1H, m), 1.48-1.38 (lH, m). 

(sifl 3 ) 

2- (4-7WD7I-W -4-[(2R, 8 a S) - 2-kh'D^j/- 1, 
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2, 3, 5, 8, 8 a -A^-tfk KP<> pij > ? >- 7 — DP] - 3- (fcfUS? 
>-4-<;W) - lH-tD-^ (0JSMfc;&tf#*f 5 - 1 4) 

(2R. 8aS) -2-*h*~>-l, 2, 3, 5, 6, 7, 8, 8a-t^ 
^kKn<>HUi?>-7-t>©ftt)DI: (2R, 8aS) - 2- (t-^ 
^^^U;^*^) -1, 2, 3, 5, 6, 7, 8, 8a-***kKn 

7A^D7h^7^- («FK ; Stx?ji/ : : -f yynt;;P75> 

= 100:10:2. 5) fcfffc^, £BB®ffi£tt (R f MO. 2 5) 
»*tLTHfc (J|X^2 5%) 0 
MA : 208-210'C (ftB) 

iH-^El^llX^^b;!/ (4 0 0MHz, DMSO-d 6 ) fippm: 

11.37 (1H, br.s), 8.44 (2H, d, J=6Hz), 7.20-7.06 (6H, m), 
6.90 (lH, d, J=3Hz), 5.26-5.22 (lH, m), 4.72 (1H, d, J=4Hz), 
4.25-4.16 (lH, m), 3.38-3.27 (lH, m), 3.25-3.17 (lH, m), 
2.72-2.63 (1H, m), 2.45-2.35 (lH, m), 2.26-2.18 (1H, m), 
1.98-1.87 (2H, m), 1.71-1.64 (1H, m), 1.57-1.46 (lH, m). 

mm® 4) 

2- U-7)V*U7^~)l) -4 - [(2R, 8 a S) -2-hFa + y-l, 
2, 3, 5, 6, 8 a-A^U-t Ko-f >HU^>- 7 — OV] - 3- (tf'J^ 
>-4— r;w - i H-tfu-;i/ m^h^mn 2 - 3 0 2) 

« (RflO. 2 0) *«8fi»*fcLT*& <JR*9*). 
S6^:209-211 , C (#$) 

»H-*««*|X^^ (4 0 0MHz, DMSO-d 6 ) <5ppm: 

11.38 (1H, br.s), 8.44 (2H, d, J=5Hz), 7.20-7.05 (6H, m), 
6.90 (1H, d, J=3Hz), 5.16-5.12 (1H, m), 4.63 (lH, d, J=5Hz), 
4.25-4.16 (1H, m), 3.30-3.20 (lH, m), 

3.00 (1H, dd, J=10Hz, 6Hz), 2.84-2.74 (lH, m), 
2.63-2.53 (1H, m), 2.40 (lH, dd, J=10Hz, 4Hz), 
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2.27-2.16 (1H, m), 2.08-1.98 (lH, m), 1.62-1.52 (1H, m), 
1.52-1.42 (1H, m)o . . 

mmi 5 ) 

4-[<2S. 8aS)-2-*OD-l, 2,3, 5, 8, 8 a-M^trk P 
DOF'J v>- 7 -4)V\ -2- (4-7MP7i-;W -3- (tTUv> 
-4— f» - 1 H- tfP — ;l/ (WS'fb'&'ftM 5 - 2 3 ) 

(2R, 8aS) -2-* h + J'-l, 2, 3, 5, 6, 7, 8, 8a-^^7 
^tHD<>H'J^>- 7 -a->©ftfeBK: (2 S, 8aS)-2-^no-i, 
2, 3, 5, 6, 7, 8, 8a-^^kHo-f>piji;>-7-t>§lHT, 

txfiP :**/-;!/: -fyyn fcfJl/75>=4 0:1:1) *fr&V>, ^12® 
(RflO. 4 5) LT»& 0K*2 1*). 

M:,1 9 5- 1 9 7t; (£M) 

'H-fttta**^ (4 0 0MHz, CDC 1 3 ) 5ppm: 
8.46 (2H, d, J=6Hz), 8.38 (lH, br.s), 7.16 (2H, d, J=6Hz), 
7.13 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 
6.83 (1H, d, J=3Hz), 5.54-5.53 (1H, m), 4.42-4.36 (lH, m), 
3.54 (1H, dd, J=16Hz, 5Hz), 3.39 (lH, d, J=llHz), 
2.79 (1H, d, J=16Hz), 2.68-2.60 (2H, m), 2.30-2.16 (3H,m), 
1.85-1.76 (1H, m). 

mmi 6 ) 

4- [(2S, 8aS) -2-^DD-l, 2, 3, 5, 6, 8a-AmF 
DOF'J^- 7 —HI/) -2 - (4-7WD7HJW -3 - (tTU^> 

-4 — - i h- tf □— ji/ (fg^b^«s# 2 - 3 1 1) 

Si&fti 5 TMM bfc U * 7 A * □ t h ^ 7 7 4 - fc <k D ^fBtfHb^f? 
(RftO. 3 5) I, T»& (JR* 1 6%). 

HjjSt : 1 7 7 - 1 8 Ot) (#fi?) 

iH-«»«*»^^^-h;p (4 0 0MHz, CDC 1 3 ) <5 p pro : 
8.49 (2H, d, I=5Hz), 8.37 (1H, br.s), 7.17 (2H, d, J=5Hz), 
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7.13 (2H, dd, J=8Hz, 5Hz), 6.98 (2H, t, J=8Hz), 
6.84 (1H, d, J=3Hz), 5.40 (lH, s), 4.38-4.32 (lH, m), 
3.53-3.45 (1H, a), 3.23 (1H, dd, J=llHz, 7Hz), 
3.13-3.06 (2H, m), 2.90-2.82 (lH, m), 
2.59 (1H, dt,J=14Hz, 8Hz), 2.43-2.31 (lH, m), 
2.13-2.02 (1H, m), 1.79-1.69 (lH, m). 

mi&m 7 ) 

4-[(8aS)-2, 2 - i?7)l*U- 1 , 2, 3, 5, 8, 8a-^\^ii 

FD-f > k u yy-i-^w - 2- (4-7MD7i^) - 3^ (tru^ 

>-4--f;i/) - 1 U-MU-IV (m^it^m^ 5 - 2 6) 

(2R, 8aS) -2-*h**>-l, 2, 3, 5, 6, 7, 8, 8a-^ 
HP<>FU^>-7-^->©f^fc«9(C (8aS) -2, 2- t J7)V*u- 

I, 2, 3, 5, 6, 7, 8, 8a-t^7^hh , 0'f>Hiji;>-7-^>^ 

& ; *J9UU*$> : ^y-;p= 4 9 . 1} ^|B©^% (R f € 

0. 3 5) £$J§fif&*£LT#£ (1K^2 8%)„ 
201-203^ (#$) 
^-M^&qt*^ h;M4 0 OMHz, DMSO-d 6 ) <5ppm: 

II. 42 (1H, br.s), 8.45 (2H, d, J=6Hz), 7.21-7.02 (6H, m), 
6.93 (1H, d, J=3Hz), 5.27-5.22 (lH, m), 3.48-3.37 (lH, m), 

3.33- 3.22 (1H, m), 2.77-2.68 (lH, m), 2.59-2.36 (3H, m), 

2.34- 2.26 (1H, m), 2.16-2.06 (lH, m), 1.96-1.78 (1H, m)„ 

mmm s ) 

4-[(8aS) -2, 2-*J7)V*U-l, 2, 3, 5, 6, 8a-A*-tf-k 
FP-l'>KU^>-7-'(';P]-2- (4-7;P^07x^JP) -3 - ( tf U v 5 > 

-4--ov) - 1 h — tf □ — )v m^t^mm^ 2 - 3 1 4 ) 
mmm 7 -?mm l ?v> u # y ^ 7 □ ^ h ^ ^ 7 - k £ 9 mmcnt&M 

(RfliO. 3 0) 5iiM*iLT#fc <JR*2 3%). 
Mj& : 2 0 2-2 0 4"C (#0) 
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>H-«8»*»^^^h^ (4 0 0MHz, DMSO-d 6 ) fippm: 
11.44 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.21-7.07 (6H, m), 
6.96 (1H, d, J=3Hz), 5.15-5.11 (1H, m), 3.46-3.39 (1H, m), 
3.26-3.15 (1H, m), 2.98-2.85 (2H, m), 2.71-2.62 (lH, m), 
2.39-2.25 (2H, m), 2.12-2.04 (lH, m), 1.88-1.6.7 (lH, m)« 

(«jfi«9) 

(±) - 2- (4-7WU7x^) - 3- (tfUS»-4— ( )V) -4- 
(6, 9, 9a, 1 0-fh7k KofcTU K [1. 2 - a] -f > H— 8 — T 

;10 - i H-tf o-;p (fi^b^M^ 6 - 8 ) 

(2R, 8aS) -2-* 1. 2, 3, 5, 6, 7, 8, 8a-^ 

*fc Kn-f >HU5>>- 7-^>Of^t)0fc (±) -6, 7, 8, 9, 9 a, 1 

0- A+D-fcHDH'Jh* [1, 2 - a] A >Y—JU- 8 -*>.*iWT, ttjfi^l 

1- 5) iR*©S«i:S/U*y;p*9A^PVhif97-f- (ttlg : »*x^ 
;i/:^^>=l : 1) *fffcV>, *BE0fc£tt (RfttO. 40) 
*tbt§fe (JR*5X). 

■& : 214-216t 

>H-*I«*|^HM4 0 0MHz, CDC 1 3 ) 5 p p m : 
8.48 (2H, d, J=6Hz), 8.29 (1H, br.s), 7.18 (2H, d, J=6Hz), 
7.14 (2H, dd, J=9Hz, 5Hz), 7.11-7.06 (2H, m), 6.98 (2H, t, J=9Hz), 
6.87 (1H, d, J=3Hz), 6.69 (1H, t, J=8Hz), 6.46 (lH, d, J=8Hz), 
5.62-5.60 (1H, m), 4.00-3.90 (lH, m), 3.47-3.34 (2H, m), 
3.03 (1H, dd, J=15Hz, 8Hz), 2.61 (lH, dd, J=15Hz, 12Hz), 
2.51-2.33 (2H, m). 

mmm 1 o ) 

(±) -2- (4-7M07i-^) -3- (KU5»-4— f;W -4- 
(6, 7, 9a, 1 0-xh7fc KnKU P tl, 2 - a] -f > H-;P- 8 -- f 
;p) - l H- tfn-;i/ (M^ftMMe-i) 

(RfiO. 2 0) £8tftfit&*£UT*&fc CR*1 5%). 
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MM.: 2 0 5 - 2 0 7t 

'H-Mf^ilX^h^ (4 0 0MHz, C D C 1 3 ) <5ppm: 
8.32 (2H, d, J=6Hz), 8.27 (1H, br.s), 7.15-7.05 (4H, m), 
6.95 (2H, t, J=9Hz), 6.88 (2H, d, J=6Hz), 6.77-6.72 (2H, m), 
6.60 (1H, d, J=8Hz), 5.26 (1H, s), 4.35-4.26 (lH, m), 
3.77 (1H, dd, J=14Hz, 6Hz), 3.35-3.27 (lH, m), 
3.13 (1H, dd, J=15Hz, 10Hz), 2.55 (lH, d, 15Hz), 
2.50-2.39 (1H, m), 1.91-1.82 (lH, m). 

m&m 1 1 ) 

2- (4-7MD7i^) -4- [(2R, 8aS) -2-7x^-1, 
2, 3, 5, 8, 8 a-A*tffcFD-f>|«ys?>-7-.Y;i,] _ 3 _ (fcijj? 
>-4--i)V) -lH-tfD-;i/ (ft|7Rft;£4Wf 5 - 1 0 ) 

(2R, 8aS) -2-*h*$/-l, 2, 3, 5, 6, 7, 8, 8a-t7 
*fc HP-f>HU5?>- 7-^>©^feDfc: (2R, 8aS) -2-7i-^- 
1, 2, 3, 5, 6, 7, 8, 8 a h KD-T > K U 7 -:f>£/B 

& ; IMfti3 t ;i' : : <iV?U\Z)V7$.> = l O 0 : 1 0 : 1) Sfffc 

WE©fl;£4& (RflO. 4 5) **Hft»*tbT#fc (JR#19X>. 
M : 191-193t 

'H-tKSI^H^^h^ (4 00MHz, DMSO-de) <5 p p m : 
11.39 (1H, br.s), 8.46 (2H, d, J=5Hz), 7.38-7.06 (11H, m), 
6.94 (1H, d, J=2Hz), 5.36-5.29 (lH, m), 3.42-3.27 (2H, m), 
3.07-2.98 (1H, m), 2.75-2.63 (lH, m), 2.62-2.50 (lH, m), 
2.46-2.22 (3H, m), 2.16-2.05 (lH, m), 1.40-1.29 (lH, m)= 

mm\ 12) 

2- (4-7M07i-^) -4-[(2R, 8 a S) -2-7x^-1, 
2, 3, 5, 6, 8a-A^ttFD'f>HiJi?>-7 — f 3 _ g i?> 
-4— f;P) - lH-fcfn-^ (0fl*ft£tl#^ 2 - 2 9 8) 
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m (RfttO. 3 0) ^aM*ibt#fc (JK^17%) 0 
MM. : 2 0 8 - 2 1 ox: mm 

iH-MIWI*^ h)V (4 0 0MHz, DMSO-d 6 ) 5ppm: 
11.40 (lH, br.s), 8.35 (2H, d, J=6Hz), 7.38-7.07 (llH, m), 
6.95 (1H, d, J=3Hz), 5.25-5.20 (1H, m), 3.49-3.40 (lH, m), 
3.33-3.21 (1H, m), 3.04-2.90 (2H, m), 2.83-2.69 (2H, m), 
2.39-2.26 (2H, m), 2.04-1.95 (1H, m), 1.32-1.22 (lH, m). 

mmi 13) 

4- [(8aS) -2, 2 - JL^U>i?**~>- 1, 2, 3, 5, 8, 8a-A 
1 h'D'f >H'J^>-7-'f^] — 2 — (4-7^D7i^) - 3- (If 

u V s > - 4 - -f ;i^) -lH-sfp-jp mmtsm^ 5 - 2 0 ) 

(2R, 8aS) -2-*h*^-l, 2, 3, 5, 6, 7, 8, 8a-^ 
*k HD-f>HUv>- 7-^>(Df^fc0tC (8aS) -2, 2-j:?U>z?jr 
**>-l, 2, 3, 5, 6, 7, 8, 8a-^^kb'n-f>FU^>-7-t 

- (W ; Wm.^)V : : -i V7u\f.)l7^ >= 1 0 0 : 1 0 : 0. 

5). £fT&<A> mmvit&w (Rf#o. 55) £fifii&*tuT#£ .ok* 3. 

0%)o 

230-232t (##) 
iH-mM%,&mZ^2 h)l (4 0 0MHz, DMSO-d 6 ) Sppm: 
11.39 (1H, br.s), 8.44 (2H, d, J=6Hz), 7.21-7.06 (6H, m), 
6.91 (1H, d, J=2Hz), 5.27-5.21 (lH, m), 3.91-3.71 (4H, m), . 
3.27-3.18 (1H, m), 3.12 (lH, d, J=10Hz), 2.68-2.58 (1H, m), 
2.37-2.16 (3H, m), 2.11-1.97 (2H, m), 1.55 (lH, dd, J=13Hz, 10Hz). 

mmmi 4) 

4-1 (8aS) - 2, 2 -X^l/ 1, 2, 3, 5, 6, 8a-A 
^th , D-f>KiJJ?>-7-<;H-2- (4-7JWD7irjl/) -3- (tf 

u>?>-4— ov) -iH-tfn-;p {mmt&mm^ 2 - 3 0 8 ) 
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m (Rfto. 40) ztmmmtLTntc mms%). 

1 9 6 - 1 9 81C (#$) 

»H-«S8^i»X^^ MP (4 0 0MHz, DMSO-d 6 ) «5ppm: 
11.40 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.21-7.05 (6H, m), 
6.93 (1H, d, J=3Hz), 5.19-5.14 (lH, m), 3.89-3.72 (4H, m), 
3.23-3.14 (1H, m), 2.96-2.85 (2H, m), 2.62-2.48 (2H, m), 
2.34-2.21 (1H, m), 2.12-2.01 (lH, m), 1.93 (lH, dd, J=13Hz, 7Hz), 
1.51 (lH, dd, J=13Hz, 9Hz). 

(MINI 5) 

2- (4-7M07i^) -4- [(8aS) -2-*?)]s-i, 2, 3, 
5, 8, 8 a-^tffc KD-f > Fl)>*>- 7 --OKI -3- (HUy>-4- 
<i)V) -iH-tfa-;i> («iSfll^*#t5-5) 

(2R, 8aS) -2-*h^->-l, 2, 3, 5, 6, 7, 8, 8a-^^7 
^fc FB-f>HUS?>-7-*>©«t>0fc (8aS) -2-^^^-l, 2, 
3, 5, 6, 7, 8, 8 a-#£*fcFn<>KU$>>-7-#>£m>T$!!St 
#11-5) tHli0I)Si'>iJAW7Ai'D'7h^77^- (#ft;MHftx 
^ : *9J-)V : 4V7UV)V7S.>= 10:1:1) £ttU SIBOft;^ 
(RfffiO. 65) **»6»*iLT#& (»9%)o 
: 190-193*0 (ftB) 
iH-M^HlX^^ (4 0 0MHz, CDC1 3 ) 5 p pm : 
8.46 (2H, d, J=6Hz), 8.32 (lH, br.s), 7.17 (2H, d, J=6Hz), 
7.13 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 6.82 (lH, d, J=3Hz), 
5.53-5.51 (1H, m), 3.49-3.43 (1H, m), 2.83 (lH, dd, J=9Hz, 3Hz), 
2.82-2.73 (1H, m), 2.41 (1H, t, J=9Hz), 2.30-2.05 (5H, m), 
1.09 (3H, d, J=7Hz), 1.06-0.98 (lH, m), 

mmm 1 e ) 

2- (4-7MD7i^) -4- [(8aS) - 2-*?)V- I, 2, 3, 
5; 6, 8 a-A+ij-kHo^>^iJi?>-7-<JW -3- (fc?Uv>>-4- 
<i)V) - 1 H-tfP-^ (^^«#^2 -2 9 3) 
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(R f •fifi 0 . 4 0) S«»fift*tUTllfc 0R*1 0%) o 
: 1 8 1 - 1 8 5*C 
»H-#««ft»7^hJl' (4 0 0MH?, CDC 1 3 ) 6 p pm : 
8.47 (2H, d, J=6Hz), 8.30 (1H, br.s), 7.16 (2H, d, J=6Hz), 
7.13 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 6.82 (1H, d, J=3Hz), 
5.41 (0.2H, s), 5.39 (0.8H, s), 3.53-3.43 (0.8H, m), 
3.41-3.22 (0.2H, m), 3.11-3.05 (0.2H, m), 3.04-2.90 (1H, m), 
2.89-2.77 (1.6H, m), 2.73-2.64 (0.2H, m), 2.48 (0.8H, t, J=9Hz), 
2.41-2.07 (3.2H, m), 2.04-1.93 (1H, m), 1.06 (2.4H, d, J=7Hz), 
1.02 (0.6H, d, J=7Hz), 0.99-0.93 (1H, m). 

mmm 17) 

2- (4-7W07I-W -4- [(8aS) -8-*9-)\s-l, 2, 3, 
5, 8, 8 a-^^rU-t F n>T > K U 7 )V~\ -3- (t?Uv>-4- 
■iM -1H-¥U-)1 («^i#^5-4 1) 

(2R, 8aS) -2-^h*3/-l. 2, 3, 5, 6, 7, 8, 8a-ti? 
^kFD'f>FUy>-7-t>©ftfc0l; (8aS) -8-^^-1, 2, 
3, 5, 6, 7, 8, 8a-t^5'tl«n'f>HUy>-7-t>OHTlji 
#Jl-5) iHIil^S^t^U^y^^^A^OT h^77^- (W;^X 
^ : *$;-)V : -f7:/Pt!JI/7S>=l 0 : 0. 5:0. 5)fc#UWE 
<ZMt£^ (Rf«0. 4 5) ^Um^tVXmtz 0K*5X). 

®i£ : 205-207t: (£M) 

iH-mM^.&mX'IZ h)V (5 0 OMH z, CDCI3) <5ppm: 
8.46 (2H, d, J=8Hz), 8.29-8.18 (1H, br.s), 7.18-7.13 (4H, m), 
6.97 (2H, t, J=9Hz), 6.73 (1H, d, J=3Hz), 5.62-5.55 (1H, m), 
3.58-3.50 (1H, m), 3.24-3.17 (1H, m), 2.77-2.68 (1H, m), 
2.23-2.08 (2H, m), 2.04-1.95 (1H, m), 1.90-1.78 (2H, m), 
1.77-1.68 (1H, m), 1.43-1.33 (1H, m), 0.76 (3H, d, J=7Hz)» 

mm 1 8 ) 
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2- (4-7WD7i^) -4- [(8aS) -8-^^-1, 2, 3, 
5, 6, 8 a-^tffc Ho<>Kij5?>_ 7 _^;p] _ 3 _ ( k f U ^ > _ 4 _ 
- 1 H-hfD-^ Wt^%#f2- 3 3 0) 

£*<RfffiO. 3 0) SJW»ft»*ibTfft (Ml 7%), 
Mh£ : 233-234*C 

'H-SSB^HW^ (5 0 0MHz, C D C 1 3 ) <5ppm: 
8.43 (2H, d, J=8Hz), 8.36-8.25 (lH, br.s), 
7.22 (2H, dd, J=9Hz, 5Hz), 7.08 (2H, d, J=8Hz), 
7.00 (2H, t, J=9Hz), 6.70 (lH, d, J=3Hz), 3.07-3.01 (lH, m), 
2.97-2.92 (lH, m), 2.91-2.84 (lH, m), 2.70-2.62 (lH, m), 
2.57-2.49 (lH, m), 2.34-2.24 (lH, m), 2.12-2.03 (lH, m), 
2.02-1.94 (1H, m), 1.92-1.84 (lH, m), 1.81-1.70 (lH, m), 
1.55-1.45 (1H, m), 1.46 (3H, s). 

mmm 1 9 > 

4- [(8aS) -6-XKD^D^>-l, 2, 3, 5, 6, 8a-A 
**bFD-f >HUs?>-7— f;P] -2- (4-7WD7I-JW -3- (if 
US?>-4— - 1 H-fcfD-^ (flj*fc£4&#* 2 - 9 5 2) 

(2R, 8aS) -2-*M^-i. 2 , 3, 5, 6, 7, 8, 8a-^ 
^fcFD-f>HU^>-7-*>©ftto0fc4- (8aS) 
yo/t>--l, 2 , 3, 5, 6, 7, 8, 8 a-^-^^k HD^>HU v>] 
-7-tf>fcJBHT, *Jfi«l-5) tra*©KlSiS/U*y;^5 A ^ nTh 
(»* ; : ^^r/^ : >r V^D^75 1 0 0 : 1 

0:1) ftff&H, «G<Z)fc£ft (RftO. 2 4) *ifcSfi»*fcLT4*fc (JR 

: 189-191*0 (#fl?) 
i n-m&%^m^!7 (4 0 0MHz, DMSO-d 6 ) 5 p pm : 
11.35 (1H, br.s), 8.39 (2H, d, J=6Hz), 7.23 (2H, dd, J=9Hz, 6Hz), 
7.14 (2H, t, J=9Hz), 7.09 (2H, d, J=6Hz), 6.69 (1H, d, J= 2 Hz), 
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5.33-5.30 (1H, m), 3.50-3.42 (lH, m), 2.98-2.85 (2H, m), 
2.65-2.57 (1H, m), 2.39 (lH, d, J=13Hz), 1.91-1.80 (lH, m), 
1.76-1.53 (2H, m), 1.31-1.20 (lH, m), 0.56-0.42 (3H, m), 

0. 22,0.15 (lH, m)o 

(MM 2 0) 

2- (4 -7)]/*nyai-)V) -4- [(2S, 8aS) -2-^h + v-l, 
2, 3, 5, 8, 8 a-A^-y-t K D-f > K U i>>- 7 ~f ;P] -3- (tTUv 
>-4--i)l) -lH-t!o-;i/ (iiM#^5-15) 

(2R, 8aS) -2-*h*3/-l, 2, 3, 5, 6, 7, 8,,8a-^ 
^tHD-f>h''J^>-7-t>0ftfcOl: (2S, 8aS) -2-^h^rv'- 

1, 2, 3, 5, 6, 7, 8, 8a-t?^tFO'f>HU^>-7-t>^ 

U ; WWL^?)\> : *9 J—)\r \-iVJu\Z)\?%y= 10 0:10:1) ftfrfc 
Vi, «E©fls£ft (RffiO. 5 0) *afe»*tbT»fc (»6%). 
M£:212-213'C (#j§?) 

»H-*1«*»X^ (5 0 0MH8, C D C 1 3 ) fippm: 
8.46 (2H, d, J=6Hz), 8.38-8.27 (lH, br.s), 7.16 (2H, d, J=6Hz), 
7.12 (2H, dd, J=9Hz, 5Hz), 6.97 <2H, t, J=9Hz), 6.81 (lH, d, J=3Hz), 
5.52-5.47 (1H, m), 3.91-3.84 (lH, m), 3.54-3.47 (lH, m), 
3.30-3.24 (1H, m), 3.27 (3H, s), 2.78-2.69 (lH, m), 
2.35 (1H, quint, J=7Hz), 2.27-2.10 (4H, m), 1.48-1.39 (1H, m). 

mmm 21) 

2- (4-7MD7ir;W -4- [(2S, 8aS) -2-*h*->-l, 

2, 3, 5, 6, 8a-A^tFnOH'J^-7HJW -3 - (tfUv 
>-4-<1)V) - lH-tfP-;i/ («Sft^**f2-3 0 3) 

(RflO. 3 0) *i»ft»*ilT#& (JR*5K). 
: 2 1 9 - 2 2 0t (£HH) 
»H h)V (5 0 OMH'z, C D C 1 3 ) fippm: 
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8.47 (2H, d, J=6Hz), 8.41-8.30 (lH, br.s), 7.17 (2H, d, J=6Hz), 

7.12 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 6.82 (lH, d, J=3Hz), 

5.45-5.41 (1H, m), 4.01-3.93 (1H, m), 3.30 (3H, s), 

3.28-3.17 (lH, br.s), 3.10-3.03 (1H, m), 2.95 (1H, dd, J=10Hz, 4Hz), 

2.87-2.78 (1H, m), 2.75-2.65 (lH, m), 2.45-2.35 (1H, m), 

2.30-2.21 (1H, m), 2.17-2.07 (1H, m), 1.51-1.41 (1H, m). 

m&M2 2) 

2- (4-7WD7I-M -4- [(8aS) - 2 - * ^ U =r>- 1 , 2, 
3, 5, 8, 8 a-^^-y-t HP-T >K'J^>-7--r;i/] -3- (tfUv>- 
4-4 )V) -lH-lfO-;!, («ift^S^5-5 0) 

(2R, 8aS) 2, 3, 5, 6, 7, 8, 8a-^ 

*hFni->KU5j>_ 7 _:t >(D ftfc 0( ;: (8aS) -2-^f'Jr>-l, 

2, 3, 5, 6, 7, 8, 8a-ti?^kFD-f>F'J^>-7-*>SfflUT, 

m^J-)V : *$J-)V : -rv:/nl^7S>=l 0:1:1) £fr&t^> ^fB09 
ft"&#J (RffiO. 5 0) *®M&®*tVT%tc (JR$10%)« 
M£ : 2 1 2-2 1 4*C (##?) 

W-teM^mz^i? (40 0MHz, CDC 1 3 ) 6 p pm : 
8.47 (2H, d, J=6Hz), 8.29 (1H, br.s), 7.17 (2H, d, J=6Hz), 
7.13 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 
6.83 (1H, d, J=3Hz), 5.52-5.48 (1H, m), 4.92 (lH, br.s), 
4.89 (1H, br.s), 3.79 (lH, d, J=13Hz), 3.54-3.43 (1H, m), 
2.92-2.80 (2H, m), 2.59 (1H, dd, J=16Hz, 6Hz), 2.50-2.38 (lH, m), 
2.33-2.25 (1H, m), 2.24-2.10 (2H, m)o 

mmm 2 3 ) 

2- (4-7JWD7I-/W -4- [(8aS) -2-^^U^>-l, 2, 

3, 5, 6, 8 a-A^-y-t Ho-f >KU^>-7--T;i/] -3- (fcfU>?>- 

4— nv) -iH-tfD-;i/ m^t^yum^ 2 - 9 8 2 ) 

MM 2 2T^Mbfc^'J*^;i/^5A^nvh^7 7^-CJ:0, %LB<Dfc 
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£ft (RffO. 3 0) ZBteftXtUTnit (JRspl 15S). 
MA : 2 1 7 -.2 1 8*C 

»H-««»*i»^^^ (4 0 OMHz, CDC 1 , ) <5 p pm : 
8.46 (2H, d, J=6Hz), 8.29 (1H, br.s), 7.20 : 7.09 <4H, m), 
6.97 (2H, t, J=9Hz), 6.83 (lH, d, J=3Hz), 5.42 (lH, d, J=2Hz), 
4.953 (1H, br.s), 4.949 (lH, br.s), 3.50-3,32 (3H, m), 
2.99-2.93 (1H, m), 2.80-2.72 (1H, m), 2.56 (lH, dd, J=16Hz, 7Hz), 
2.42-2.31 (1H, m), 2.22-2.10 (2H, m). 

mmw 2 4) 

(±) -4- (2, 2-i?7x-;P- 1, 2, 3, 5, 8, 8a-AWkF 
P-f >PVi»-7 -2- (4-7MD7i-)W -3- (b?US>> 

-4--r;i/) - 1 H- tfP-Jl/ 5-5 6) 

(2R, 8aS) -2-*h*->-l, 2, 3, 5, 6, 7, 8, 8a-t^ 
^tFP^>HUiJ>-7-t>0tof)K (±) -2, 2-^71-^-1, 
2.3,5,6,7,8,8 a £ * t h* D-f > H V v>- 7 J.Med. Chem., 
31,9,1708-1712 (1988)] *j|HT, $3 j£0J 1 - 5 ) iR|«©EJfciS/iJ 
*7A^D7h^7^- (W ; mt^Vy 3 9 ; 1 ) £ff 

&Vi, MIBOft^^ (Rf*0. 5 0) S*»ft»*fcl/T#& 0K*1 IK). 
HK ^ : 2 2 4 - 2 2 7 "C 

^-gNKSi&ifcx'^ HP (4 0 OMHz, DMSO-d 6 ) <5 p pm : 
11.39 (1H, br.s), 8.44 (2H, d, J=5Hz), 7.33-7.07 (16H, m), . 
6.93 (1H, d, J=3Hz), 5.34-5.29 (lH, m), 3.85 (lH, d, J=9Hz), 
3.42-3.32 (1H, m), 2.86 (lH, dd, J=13Hz, 7Hz), 2.75-2.65 (2H, m), 
2.49-2.39 (1H, m), 2.33-2.24 (1H, m), 2.16-2.03 (2H, m). 

mmw2 5) 

(±) -4- (2, 2-i?7i-)P-l, 2, 3, 5, 6, 8a-A+fkH 

n-r >Kys>>-7— Y;w -2- (4-7WD7ir;w -3- (trus?> 
-4-.-f;P) -iH-tfn-;i. (N^H2-9 8 8) 
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Stt (RfttO. 30) LTfcfc («$15U 

HjA : 2 4 1-2 4 4t 

»H (4 0 0MHz, DMSO-d 6 ) dppm: 
11.38 (1H, br.s), 8.21 (2H, d, J=6Hz), 7.36-7.28 (4H, m), 
7.25-7.08 (10H, m), 7.02 (2H, d, J=6Hz), 6.91 (lH, d, J=3Hz), 
5.24-5.21 (lH, m), 3.62-3.55 (lH, m), 3.53-3.47 (lH, m), 
3.17 (1H, d, J=6Hz), 2.94-2.75 (8H, m), 2.35-2.24 (1H, m), 
1.97-1.87 (lH, m), 1.75 (lH, dd, 13Hz, 8Hz). 

mmm2 6) 

4 - [(8aS) - 2, 2 1, 2, 3, 5, 8, 8a-A^tH 

-2- -3- (tfU>?> 

-4--f)W -1H-Kn-^ («|jSMtf5-13) 

(2R, 8aS) -2-*h**>-l, 2, 3, 5, 6, 7, 8, 8a-^ 
*fcFD-f>F»J$?>-7-*->©fttoBfc(8 aS)-2, 2-3?^^-l, 
2, 3, 5, 6, 7, 8, 8 a-#**kFn-f >FU$?>-7-*>£fflHT, 

^^y-;P:-rV7 , 'nfcfJl,75>=l 0 0:10:1) ftfrfcH, g 
I2©fl3^ (RffiO. 5 0) S*«fift*tlT#ft (W3 2%). 
gS^ : 1 9 3-1 9 6t {ftffi) 

l H-mm^mx^.i7h)U (4 0 0MHz, DMSO-d 6 ) <5ppm: 
11.37 (1H, br.s), 8.44 (2H, d, J=6Hz), 7.19-7.07 (6H, m), 
6.90 (1H, d, J=3Hz), 5.27-5.22 (lH, m), 3.27-3.18 (lH, m), 
2.78 (1H, d, J=9Hz), 2.64-2.54 (lH, m), 2.33-2.15 (2H, m), 
2.06-1.94 (1H, m), 1.93-1.85 (lH, m), 1.67 (lH, dd, J=12Hz, 7Hz), 
1.21-1.12 (1H, m), 1.07 (3H, s), 1.02 (3H, s). 

mmm 2 7 ) 

4- [(8 aS) -2, 2-^*^-1, 2, 3, 5, 6, 8 a-^ttH 
□ -f >KUS?>-7— f;P) - 2- (4-7MD7iZjW - 3- (fcT'J^> 

-4~f;i0 - 1 h— tf n— ;p (fl^«iH2-3 0i) 
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(Rf*o. 2 5) *%m&®*tLT%tz mmi 8 %)„ 

: 1 9 0- 1 9 3t <#$) 
iH-««ft*i»^^^ h> (4 0 0MHz, DMSO-d 6 ) 5 p pm : 
11.38 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.20-7.08 (6H, m), 
6.91 (1H, d, J=3Hz), 5.15-5.11 (lH, m), 3.28-3.19 (lH, m), 
2.95-2.86 (1H, m), 2.66-2.55 (2H, m), 2.36-2.21 (2H, m), 
2.00-1.92 (1H, m), 1.56 (1H, dd, J=12Hz, 7Hz), 1.10-0.98 (lH, m), 
1.05 (3H, s), 1.02 (3H, a). 

mmw2 8) 

2- -4 - [02 S, 8 a S) - 2 - * J-frtt- 1 , 

2, 3, 5, 8, 8 a-'S^h KP-f >b*'jS»-7— -3 - (KUS? 
>- 4-<;i/) - l H- trn-;i/ (Mif^lS^ 5-63) 

(2R, 8aS) -2-*h*5'-l, 2, 3, 5, 6, 7, 8, 8a-^ 
^t: KD-r>HU^>- 7-^>Of^fc0fr (2S, 8aS) -2-^^)V9t 
-1, 2, 3, 5, 6, 7, 8, 8a-ti'i'tHD'f>HUi?>-7-t>* 

l;SfHxf;k^7;-;k'fy7nW75>=l 0 0 : 1 : 1) £firfc^, 
*B3©fc£« (RffiO. 2 5) $MHfe!^*tbT#fc (W17X). 
M:212-213t 

l H-«I^«7^7f)l' (40 0MHz, CD 3 OD) 6 p pm : 
8.35 (2H, dd, J=5Hz, 1Hz), 7.24 (2H, dd, J=5Hz, 1Hz), 
7.20-7.15 (2H, m), 7.03-6.98 (2H, m), 6.85 (lH, s), 
5.38 (1H, t, J=2Hz), 3.43-3.37 (lH, m), 3.31-3.24 (1H, m), 
3.15 (1H, dd, J=10Hz, 3Hz), 2.82-2.77 (1H, m), 
2.63 (1H, dd, J=10Hz, 9Hz), 2.49-2.30 (3H, m), 
2.27 : 2.13 (1H, m), 2.10 (3H, s), 1.37-1.29 (1H, m). 

mm\2 9) 

2- (4-7^071^) - 4-[(2S, 8aS) - 2 - *^Jl^*- 1 , 
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2, 3, 5, 6, 8 a-A^-b-t Fd-f >FU V>- 7 -3- (fc?DS> 

>- 4 --r;i.) - i H-tfo-;p (^ii^-fb^t/#^ 2 - 995) 

^ (Rfio. 10) zmm&®*tLTmc (wi 2%). 

M&, : 1 9 8 - 2 0 Or 

iH-Ma^^llX^^ (4 0 0MHz, C D 3 O D) fippm: 
8.38 (2H, dd, J=4Hz, 1Hz), 7.24 (2H, dd, J=4Hz, 1Hz), 
7.20-7.15 (2H, m), 7.03-6.97 (2H, m), 6.86 (lH, s), 
5.28 (lH, d, J=2Hz), 3.53-3.48 (lH, m), 3.25 (1H, quintet, J=8Hz), 
3.14 (1H, dd, J=10Hz, 8Hz), 3.08-3.03 (lH, m), 2.87-2.78 (2H, m), 
2.40 (1H, ddd, J=13hz, 8Hz, 3Hz), 2.36-2.30 (1H, m), 
2.17-2.16 (1H, m), 2.14 (3H, s), 1.36 (1H, ddd, J=13Hz, 8Hz, 3Hz). 

mmm 3 0 > 

2- -4- [(8aS) -2-^5^-3, 5, 8, 

8 a-fS7k *W(»?yv>- 7--f;i/] -3- (k° U V>- 4 --f )V) - 

i h - tr n ~)v m^m^mm^ 7 - 1 ) 

(2R, 8aS) -2-^b^>-l, 2, 3, 5, 6, 7, 8, 8a-^ 
1 F O-f > F U — 7 — ^">©f^t) 0 \Z (8aS) -2-*^;],-3, 5, 
6, 7, 8, 8 a-^ltb HD-f > F U v>- 7 -^>£fflt^T> gjljifij l - 
5) ilSIilfD^ii^UA^^A^A^DV K77^f- (mW: ; WW.^)V : 

: -ry^Dt;^75>=i o : 1 : n ttnts.^, mmoit^ (r 

fflO. 50) *®M&®mtLT%tc (iK^3%)c 
HA : 1 8 3 - 1 8 5 V 

i H-®mn.#mxn7 h;p (4 o omhz, cdc i 3 ) 5 p P m : 

8.48 (2H, d, J=6Hz), 8.37 (lH, br.s), 7.20-7.09 (4H, m), 
6.97 (2H, t, J=9Hz), 6.83 (lH, d, J=3Hz), 5.58-5.50 (lH, m), 
5.38-5.32 (1H, m), 3.71-3.32 (4H, m), 3.30-3.20 (lH, m), 
2.50-2.28 (2H, m), 1.79 (3H, m)„ 

m&m 3 1 ) 
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2- (4-7-WP7I-JP) -4- [(8aS) -2-*=?)l-.Z, 5, 6, 
8 a-7h7k KD-r>HU^>-7--r;i/] -3- (t!'J> J >-4--r;i/) - 
lH-tfn-JP (0iJ^b^#^4-l) 

^ (RflO. 3 0) £M^&©:fc<>:LT#fc (JR*5X). 
Bk£ : 1 8 1 - 1 8 3 "C (#$) 

iH-^gS^RlT.^^ h;i/ (4 0 0MHz, CDC 1 , ) <5 p pm : 
8.45 (2H, d, J=6Hz), 8.37 (lH, br.s), 7.20-7.09 (4H, m), . 
6.97 (2H, t, J=9Hz), 6.81 (lH, d, J=3Hz), 5.44 (lH, br.s), 
5.24 (1H, br.s), 4.42-4.38 (lH, m), 3.60-3.44 (2H, m), 
3.04-2.92 (2H, m), 2.40-2.28 (1H, m), 1.97-1.85 (lH, m), 

I. 75 (3H, a). 

mm\ 3 2) 

4 - [(2S, 8aS) -2-X^-l, 2, 3, 5, 6, 8 a-A+tkf 
a-f>HU^>-7-<^) -2- (4-7WD7I-JW -3- (tfUi?> 
-4-<;l/) - 1 H — tf □ — 7b (Mift^##2- 2 9 4) 

(2R, 8 aS) -2-* h^-l, 2, 3, 5, 6, 7, 8, 8 a-*? 
^fcHD<>KU^>-7-^>Of^to?)fc(2S, 8 aS)-2-X^-l, 
2, 3, 5, 6, 7, 8, 8 a-*^*k Kn-f > F »J 5>>- 7 -t>€fflHT, 
^ji^Jl-5) ^I©I^iyiJ*7-'M7A^DYh^77^- 
ftx^fc : *9/—)V : -f V^D tT7l/75>= 10 0:10:5) Sff&H, g 
EOfl3^« (RfttO. 5 0) *Jft«fi»*iUT#fc 0R*2 1%). 

§S^:203-205t: (#$) 

>H-«I^|7^^ (4 0 OMHz, CDC 1 3 ) <5 p pm : 

II. 39-11.38 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.19-7.16 (2H, m), 
7.15-7.10 (4H, m), 6.91 (lH, d, J=3Hz), 5.13-5.12 (1H, br.s), 
3.32-3.26 (2H, m), 2.94-2.90 (lH, m), 2.70-2.64 (2H, m), 
2.50-2.41 (1H, m), 2.31-2.25 (lH, m), 2.02-1.88 (3H, m), 
1.38-1.28 (2H, m), 0.85 (3H, t, J=7Hz). 
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m&m 3 3 ) 

4- [(2S, 8aS) -2-7?)V?*-l, 2, 3, 5, 8. 8a-A+* 
fcHD-f>HU5?>-7-Y^) - 2- (4-7^D7i=*) -3- (fcfU 
^>-4-^;i/) - 1 H- fcf □— ;i/ (^J^b^##5-6 6) 

(2R, 8aS) + 2f 3, 5, 6, 7, 8, 8a-** 

*fcFo-r>FU3*>-7-:*->0ftt>Ofc (2S, 8aS) - 2 -7?)\,?* 
-1, 2, 3, 5, 6, 7, 8, 8 a -*-$^fc Fn-f > K U 7 -*>£ 

fflV»T,K»m - 5) ira*CDg«tS/U*y;i/*?A^D-7 h^7 7/ f-(^ 
^;^mx^;i/:^*y-;i/:-ry^pif;i,75>= 1 00 : 1 : 1) *ff&K 
mm<D4t&® (RflO. 2 5) ***fitt*£LT#fc 0K#8X). 
Ht£ : 18 9-1900 

'H-IKia^^h^ (4 0 0MHz, C D 3 OD ) 5 p pm : 
8.35 (2H, dd, J=5Hz, 2Hz), 7.24 (2H, dd, J=5Hz, 2Hz), 
7.15 (2H, dd, J=5Hz, 3Hz), 7.03-6.97 (2H, m), 6.85 (lH, s), 
5.37 (1H, t, J=2Hz), 3.42-3.33 (2H, m), 3.13 (lH, dd, J=10Hz, 3Hz), 
2.83-2.77 (1H, m), 2.66 (lH, t, J=10Hz), 2.56 (2H, t, J=7Hz), 
2.53-2.30 (3H, m), 2.21-2.13 (lH, m), 1.57 (2H, quintet, J=8Hz), 
1.42 (2H, sextet, J=7Hz), 1.36-1.29 (lH, m), 0.92 (3H, t, J=7Hz)„ 

4- [<2S, 8aS) -2-7?)l?*-l, 2, 3, 5, 6, 8a-A^t 
t FP-r>FUS?>-7— f^) -2- (4-7*tD7x=jP) -3- (try 
^>-4—f;p) - lH-tfP-;i, (0J 2 - 9 9 8) 

(RfttO. 10) S*»M*tl/T#& OR* 13%). 
It6 : 199-200*0 (#$) 

>H-«E»ft*i»^^^ ( 4 0 0MHz, CD 3 OD) 5 p pm : 
8.37 (2H, dd, J=5Hz, 2Hz), 7.23 (2H, dd, J=5Hz, 2Hz), 
7.17 (2H, dd, J=6Hz, 3Hz), 7.03-6.97 (2H, m), 6.86 (1H, s), 
5.26 (1H, d, J=lHz), 3.53-3.49 (lH, m), 3.14 (lH, dd, J=10Hz, 8Hz), 



WO 03/015781 PCT/JP02/08276 

391 

3.08-3.03 (1H, m), 2.88-2.76 (2H, m), 2.59 (2H, t, J=7Hz), 
2.44-2.29 (2H, m), 2.16-2.11 (lH, m), 1.59 (2H, tt, J=16Hz, 7Hz), 
1.44 (2H, sextet, J=7Hz), 1.35 (2H, tt, J=13Hz, 8Hz), 
1.24 (3H, t, J=7Hz)o 
(1IM3 5) 

4- [(2S, 8aS) -2-X.5-fr?*-l, 2, 3, 5, 8, 8a~Mir 
t -2- -3- (tTU 

v>- 4--r;i.) - 1 H- tf P-;P («wft^*#-^5- 6-4) 

(2R, 8aS) -2-* h^-l, 2, 3, 5, 6, 7, 8, 8a-^ 
*t FcK >HUS?>-7-*>OfttoDlc (2S, 8aS) -2-X9\«^* 
-1, 2, 3, 5, 6, 7, 8, 8 a-^^fc FtJ-f >HU 3>>- 7 

m;Wmx.?)V: ;-)l:<<(y7uZ)V7$>=l 0 0 : 1 : 1) ZftfcW 
WBOfcfc* (RflO. 2 5) S^M*tLT#fc (JR^2 4%). 
Mj&:205-2071C 

'H-|I|*|X^? h;P (4 0 0MHz, CD 3 OD) 6ppm: 
8.35 (2H, dd, J=4Hz, 1Hz), 7.23 (2H,.dd, J=4Hz, 1Hz), 
7.19-7.15 (2H, m), 7.03-6.97 (2H, m), 6.85 (lH, s), 
5.38 (1H, t, J=2Hz), 3.42-3.33 (2H, m), 3.13 (lH, dd, J=10Hz, 3Hz), 
2.83-2.77 (1H, m), 2.66 (lH, dd, J=10Hz, 8Hz), 2.57 (2H, q, J=7Hz), 
2.50-2.33 (2H, m), 2.31-2.30 (lH, m), 2.21-2.13 (lH, m), 
1.38-1.30 (1H, m), 1.25 (3H, t, J=7Hz). 

mmm3 6) 

4- [<2S, 8aS) -2 )],?"*- 1. 2, 3, 5, 6, 8a-A^it 

kHD-r>Kus»- 7— f;w -2- (4-7;wd7z-;w -3- (try 

S»-4— f*) - 1 H - tf ;l/ (ff|i^«ftf2 - 9 9 6) 

£ft (RflO. 10) *«ttfi»*fcLT»fc OK* 2 OX). 
Sfi^C : 1 9 3 - 1 9 6 *C 
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in-mW.^&mZ'*.? b)U (4 0 0MHz, CD s OD) Sppm: 
8.37 (2H, dd, J=4Hz, 2Hz), 7.23 (2H, dd, J=4Hz, 2Hz), 
7.21-7.15 (2H, m), 7.02-6.98 (2H, m), 6.86 (1H, s), 
5.27 (1H, br.s), 3.54-3.49 (1H, m), 3.32 (lH, quintet, J=8Hz), 
3.14 (1H, dd, J=10Hz, 8Hz), 3.08-3.02 (1H, dt, J=12Hz, 5Hz), 
2.85 (1H, dt, J=12Hz, 5Hz), 2.78 (lH, dd, J=10Hz, 8Hz), 
2.60 (2H, q, J=8Hz), 2.41 (lH, dt, J=12Hz, 9Hz), 
2.36-2.29 (1H, m), 2.17-2.11 (lH, m), 1.35 (lH, dt, J=13Hz, 8Hz), 
1.27 (3H, t, J=8Hz)o 

mmm 3 7 ) 

4- [(8aS) -2-Ifijx>-l, 2, 3, 5, 6, 8a-^kFD 

■f >KUs>>-7— f;W - 2- (4-7;i/^D7x^;i/) - 3- (tfijs;>- 

4--O10 -lH-tTD-;i/ («i^Mf2 - 9 8 3) 

(2R, 8aS)-2-^^-l, 2, 3, 5, 6, 7, 8, 8a-** 
^kHD-f>Fijy>- 7 - t>c ^r) (: (8 aS) - 2 -X5P U i , 
2, 3, 5, 6, 7, 8, 8a-^3'kHD-i'>b , iJ^>-7- t> ^ tiTi 
MiiMl-5) iii©^tyiJAyW7A?n?hi/77^- 
^x^:^*y-;P:^yy D tf;|,7 5 >=ioo : 5 : 3) £fT&^ JKfE 
Oft^ll (RfiO. 5 0) *&m*tLTmc 01X^4%). 
M£ : 2 44-24 6t (#^) 

^-^M&RtX^ h)l (4 0 0MHz, CDC1 3 ) <J p pm : 
8.42 (2H, d, J=6Hz), 7.18-7.12 (4H, m), 7.10-7.07 (2H, m), 
6.93 (1H, d, J=3Hz), 5.31-5.29 (lH, br.s), 5.18-5.16 (1H, br.s), 
3.30-3.29 (1H, m), 3.24-3.23 (lH, m), 3.19-3.10 (lH, m), 
2.84-2.80 (1H, m), 2.64-2.55 (lH, m), 2.35-2.26 (2H, m), 
2.10-2.07 (1H, m), 1.82-1.78 (lH, m), 1.53 (3H, d, J=6Hz), 

mmm3 8) 

2- (4-7WD7I-W -4- [(8 aS) -2, 2 -~7uMV>V** 
S'-l, 2, 3, 5, 8, 8 a-A^+ht HD'f>HU^>-7--j';i/] -3- 
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4-4 -1H- tfP-;U C«l^««^5-5 7) 
(2R, 8 aS) -2-*h**/-l, 2, 3, 5, 6, -7, 8, 8a-^ ■ 
^tKD-f>hMjj;>-7-t>oftfeDi: (8aS) -2, 2-yotfw>>; 

**5'-l, 2, 3, 5, 6, 7, 8, 8 a ^ t H Drf > K U ¥ >- 7 - 
*>*m^T, MM 1-5) t 1 y ij * 7 i ^ o ? h 7 ... 
•Y- (»Jt ;»»X^: ;~-)V:'(V~?U\l)V7A>= 10 0:10:0.- 
2 5) £frfcl^ mi<Dit%® (RflO. 4 8) Z&iffi&®3itV~C®tz "OK 
¥2 9 %)„ 

■A: 1 64-1 6 6TJ (#0) 

»H-^ffiS^nSX^^ (4 0 0MHz, DMSO-d, ) <5ppm: 
11.39 (1H, br.s), 8.45 (2H, d, J=6Hz), 7.20-7.08 (6H, m), 
6.91 (lH, d, J=3Hz), 5.27-5.22 (1H, m), 3.86-3.69 (4H, m), 
3.39 (1H, d, J=10Hz), 3.27-3.19 (lH, m), 2.66-2.57 (lH, m), 
2.35-2.19 (3H, m), 2.15 (lH, d, J=10Hz), 2.06-1.96 (lH, m), 

I. 62-1.54 (2H, m), 1.50-1.42 (1H, m)o 

(M&M 3 9 ) 

2- (4-7MD7i-;V) -4- [(8aS) -2, 2 - 7n t! 
v-1, 2, 3, 5, 6, 8 a -'S^-tJ-t h*p-f> > ? >- 7 --T;P] -3- 
(lf U >>>-4--f;P) - 1 H— tf ;i/ (#|^b^#-5f 2 - 9 8 9) 

&® (R f #0. 2 2) SMM^tlTllfc (iK^19%). 
: 214-216*0 (#&) 
iH-^ji^iiS^^^ (4 0 0MHz, DMSO-d 6 ) 6 p pm : 

II. 40 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.22-7.07 (6H, m), 
6.93 (1H, d, J=3Hz), 5.20-5.16 (1H, m), 3.85-3.70 (4H, m), 
3.14-3.04 (1H, m), 3.07 (lH, d, J=10Hz), 2.93-2.85 (lH, m), 
2.62 (1H, d, J=10Hz), 2.54-2.44 (lH, m), 2.33-2.21 (lH, m), 
2.16-2.04 (2H, m), 1.68-1.44 (2H, m), 1.47 (lH, dd, J=13Hz, 9Hz) 0 
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4- [(8 aS) - 2, 2- (2', 2" -V*W7n.VU>i?***,) - l, 
2, 3, 5, 8, 8 a-A^-y-t Fn-f > H U 5>>- 7 f M -2- (4-7 

#^5-58) 

(2R, 8aS)-2-^^S/-l, 2, 3, 5, 6, 7, 8, 8a-** 
^tPD-f>K'Ji?>-7-t>©«fe0l: (8 aS) - 2, 2 - (2\ 2' - 
5>***7Dtfl/>3>:**J0 -i, 2 , 3, 5, 6, 7, 8, 8a-t^k 

5>= 1 0 0 : 1 0 : 0. 2 5) fcfxfc^, AG<!>ft:£tt (RftO. 58) f 
^W*tlTifc,(iR$2 6%)„ 
M : 235-237*0 

^H-mm^X®*^? h)V (4 0 0MHz, DMSO-d 6 ) 5 p pm : 
11.39 (1H, br.s), 8.45 (2H, d, J=6Hz), 7.20-7.08 (6H, m), 
6.91 (1H, d, J=3Hz), 5.27-5.22 (lH, m), 3.47-3.30 (5H, m), 
3.26-3.18 (1H, m), 2.66-2.58 (lH, m), 2.36-2.19 (3H, m), 
2.16 (1H, d, J=10Hz), 2.07-1.96 (lH, m), 
1.47 (1H, dd, J=12Hz, 10Hz), 0.88 (6H, s). 

(»Ji«4 1) 

4-[(8aS)-2, 2- (2', 2 ' -V^)V^u fcf V>*J***,) - 1 , 
2, 3, 5, 6, 8 a-^s^+l-t HD<>HU^>- 7 --f ;P] - 2- (4-7 
;WD7x=JM - 3- (tf.J^>- 4 -<^) -1H-KD-* (Jl*ft*tt 
2 - 9 9 0) 

(RflO. 2 0) £fift»5fc£LT#fc 0K*19X). 
B*J& : 235-2371C (#jg) 

^-giffi^ftifc*^ MP (4 0 0MHz, DMSO-d 6 ) <5ppm: 
11.40 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.19-7.08 (6H, m), 
6.93 (1H, d, J=3Hz), 5.19-5.15 (lH, m), 3.47-3.29 (4H, m), 
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3.14-3.05 (2H, m), 2.93-2.85 (1H, m), 2.63 (lH, d, J=10Hz), 
2.54-2.45 (1H, m), 2.33-2.22 (lH, m), 2.14-2.04 (2H, m), 
1.46 (1H, dd, J=13Hz, 9Hz), 0.91 (3H, s); 0.85 (3H, s) 0 

mmm 4 2 ) 

2- (4-7Wn7iZW - 4--[(2S, 8 aS) - 2-7*0^1/- 1, 
2, 3, 5, 8, 8 a-A+li-t F CK >K 'J> 5 >- 7 -3 - (fcfUv? 

>-4--f;P) -lH-lfD-^ («i^!|t^5-7) 

(2R, 8aS) -2-*h* } S-l, 2, 3, 5, 6, 7, 8, 8a-^ 
^tHo-f>HUj?>-7-*>OfttoDC (2S, 8aS) -2-^Dbf;|/- 

1, 2, 3, 5, 6, 7, 8, 8a-*^^tHD'f>h , iJi?>-7-t>Sffl 
KT, »JB«l-5) i^«©SjSt'>iJ*yM7^i'D7hy77^ - (Jgf 
it jftftx^U: ^^y-^:^vyntf;i/7S>=l 0 0 : 5 : 1) fcfrfc^ 
•B©^* (RffiO. 6 0) §«fit&*ibT#fc OK* 5%). 

M: 2 0 5- 2 0 6t «H*) 

»H-«Ift*i|^^^(4 0 0MHz, C D C 1 3 ) 6ppm: 
11.36-11.35 (1H, br.s), 8.44 (2H, d, J=6Hz), 7.17-7.14 (4H, m), 
7.13-7.09 (2H, m), 6.90 (1H, d, J=3Hz), 5.25-5.24 (1H, br.s), 
3.36-3.30 (1H, m), 3.27-3.22 (lH, m), 2.74-2.72 (lH, m), 
2.61-2.51 (1H, m), 2.23-2.10 (3H, m), 2.07-1.97 (3H, m), 

I. 38-1.20 (4H, m), 0.86 (3H, t, J=7Hz)» 

(8M4 3) 

2- (4-7ft07i^) -4- [(2S, 8aS) - 2 -*fu fcfjl/- 1 , 

2, 3, 5, 6, 8a-A^fcHD-f>h'Ui?>-7-<;H - 3- (If US' 
>-4 - lH-tf O-;i/ («wft^*#*2- 2 9 5) 

ftjftlM 2T*Jflb7 v c>-U*y;i'*7A^avh^77^-{Cj;D, ^150^ 
^ (RfttO. 5 0) ***6»*itT#fc 0K*3X). 
M: 2 0 2-2 0 3t (#$) 

>H-*»ft*i|7^^ (4 0 0MHz, C D C 1 3 ) dppm: 

II. 38-11.37 (1H, br.s), 8.42 (2H, d, J=6Hz), 7.18-7.13 (4H,.m), 
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7.12-7.09 (2H, m), 6.91 (1H, d, J=3Hz), 5.12-5.11 (lH, br.s), 
3.31-3.23 (1H, m), 2.92-2.88 (1H, m), 2.67-2.61 (2H, m), 
2.51-2.49 (1H, m), 2.42-2.38 (1H, m), 2.30-2.25 (1H, m), 
2.02-1.89 (3H, m), 1.36-1.22 (4H, m), 0.88 (3H, d, J=7Hz), 

mmm 4 4 ) 

4- [(2R, 8aS) -2-X^->-l, 2, 3, 5, 8, 8a-^tk 
HD^>HUi?>- 7 _^;p] _ 2 _ ( 4 -7MD7x-;W -3 - (KUS? 

>- 4--()i) - iH-if n-^ mmik&mm^ 5 - 1 6) 

(2R, 8aS) -2-*h**s-l, 2, 3, 5, 6, 7, 8, 8a-^ 
^tFn^>Hiji?>- 7 -t>0^oi: (2R, 8aS) 
1, 2, 3, 5, 6, 7, 8, 8a-t^^kFn^>h'iJi;>-7-t>$f 

^^/-;u:i , yyatf;u7$>=i o : 1 : 1) zn^K 
mmoitsm (Rf^to. 6 5) ^^teiiiffc mm9%), 

MA: 1 9 4- 1 9 6t (ftB) 

*H ^ b)V (4 0 OMHz, CDC 1 3 ) 6 p pm : 
8.46 (2H, d, J=6Hz), 8.23 (1H, br.s), 7.16 (2H, d, J=6Hz), 
7.12 (2H, dd, J=9Hz, 5Hz), 6.97 (2H, t, J=9Hz), 6.82 (lH, d, J=3Hz), 
5.51-5.47 (1H, m), 4.14-4.08 (1H, m), 3.62-3.53 (1H, m), 
3.50-3.36 (3H, m), 2.93-2.82 (lH, m), 2.59-2.46 (1H, m), 
2.32-2.15 (2H, m), 2.14-2.01 (lH, m), 2.00-1.92 (lH, m), 
1.70-1.60 (1H, m), 1.19 (3H, t, J=7Hz). 

mmm4 5) 

4- [(2R, 8aS) 2, 3, 5, 6, 8a-^fb 

Kn-f >FU$?>-7— on -2- (4-7Ma7i-;p) -3- (tfUv 

>-4-4)V) - 1H- tfP— ;P («S^«^2- 3 0 4) 

M^J4 4T^SILfc:vU*y;i/^7A^ovh^9 7^-f3 e l:0, Mofls 
^* (RffO. 6 0) S^fi»*ilT#fc 0^7%), 
iS^: 1 9 2 - 1 9 5t (ftB) 
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»H -HP. -(4 0 0MHz, CDC 1 3 ) <5 p pm : 
8.47 (2H, d, J=6Hz), 8.25 (lH, b'r.s), 7.20-7.09 (4H, m), 
6.97 (2H, t, J=9Hz), 6.82 (lH, d, J=3Hz), '5.40 (lH, d, J=2Hz), 
4.10-4.02 (1H, m), 3.50-3.34 (3H, m), 3.16 (1H, dd, J=llHz, 6Hz), 
2.99-2.90 (1H, m), 2.80-2.65 (2H, m), 2.46-2.30 (lH, m), 
2.18-2.04 (1H, m), 1.96-1.88 (lH, m), 1.69-1.60 (lH, m), 

I. 19 (3H, t, J=7Hz). 

(«i«4 6) 

(±) -4- (2 -XtfD->^a^>^>- 1 , 2, 3, 5, 8, 8a-^ 
-y-h Fo<> F U s?>- 7 --iM - 2- (4-7WD7i-JW - 3- (fcf 
<Jv ? >-4 — - 1 H-tfP-;i/ (0S^fb-&$l3£# 5 - 6 1 ) 

(2R, 8aS) -2-*F*'>-l, 2, 3, 5, 6, 7, 8, 8a-t^ 
^ k Fn-f > H 'J - 7 - 1 >©(^t> 0 i: (±) - 2-7,t!n->^D^>^> 
-1, 2, 3, 5, 6, 7, 8, 8 a fc F D-f > K U S>>- 7 - 
ffl^T,«jfi« 1-5) iR*©fiJSt'>U*^;i/*9A^DT h^77^-(i 
ft ; ftttx^ : : -f V7"DW5>= 100:10:0. 2 5) 

fcfffc^Weofc^HKR f «0, 5 3 )**lfi»*i LT#ft («* 2.3 X). 
ll£ : 2 0 6-2 0 81C (#$> 

»H MP (4 0 0MHz, DMSO-d 6 ) <5ppm: 

II. 37 (1H, br.s), 8.45 (2H, d, J=5Hz), 7.20-7.07 (6H, m), 
6.90 (1H, d, J=3Hz), 5.27-5.22 (lH, m), 3.28-3.20 (lH, m), 
2.90 (1H, d, J=9Hz), 2.64-2.55 (lH, m), 2.29-2.17 (2H, m), 
2.05-1.94 (2H, m), 1.80 (lH, dd, J=12Hz, 6Hz), 1.64-1.42 (8H, m), 
1.26 (1H, dd, J=12Hz, 10Hz). 

(±) -4- (2 -XtfD>'^n^>^>- 1 , 2, 3, 5, 6, 8a-^ 
iffcFD-f >FU5>>-7~f )V) -2- (4-7^071-*) - 3- (tf 

Uv J >-4--r;p) -iH-tfa-;i/ 2 - 9 9 3 ) 
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(RfttO. 19) ftKI^il/THfc <JKap 1 9 3tf). 
Il£ : 2 0 2 -2 0 4*C (#$) 

1 H-««ft*i97^hM4 0 0MHz > DMSO-d 6 ) <5ppm: 
11.38 (1H, br.s), 8.43 (2H, d, J=6Hz), 7.20-7.08 (6H, m), 
6.91 (1H, d, J=3Hz), 5.17-5.13 (1H, m), 3.25-3.18 (1H, m), 
2.92-2.85 (lH, m), 2.70 (1H, d, J=9Hz), 2.65-2.56 (lH, m), 
2.37 (lH, d, J=9Hz), 2.34-2.23 (lH, m), 2.01-1.92 (lH, m), 
1.69 (1H, dd, J=12Hz, 7Hz), 1.61-1.39 (8H, m), 
1.15 (1H, dd, J=12Hz, 8Hz). 

M4 8) 

4- [(2S, 8aS) -2-^>J?;i/- 1, 2, 3, 5, 6, 8a-^k 
Kn>f >FU5»-7— -2- (4-7Wn7x-J» -3- (KUS> 
>-4-<;P) - (0!l^{b-&$l#^ 2 - 2 9 9) 

(2R, 8aS) -2-^h*S/-l, 2, 3, 5, 6, 7, 8, 8a-t^ 
*t HnOHU 5»- 7-*->0fU>OK (2S, 8aS) -2-^>^- 

I. 2, 3, 5, 6, 7, 8, 8 a-:fr**k FCK>FU5>>- 7-:*>£JB 
HT> «Jfi«ll-5) t^OK^iJ/UAm^A^DYhif??^- m 
m',mm^9-)P: ;-)\>:^V~Ju\Z)V7*>=l 0 0 : 1 0 : 2) £fr& 
V», SE©^» (RffO. 5 0) **»ft»#fcbT*lk (JR*11X). 

Hk£ : 207-20913 

*H Ml/ (4 0 0 MHz, CDC 1 3 ) dppm: 

II. 39-11.38 (1H, br.s), 8.46 (2H, d, J=6Hz), 7.28 (2H, t, J=8Hz), 
7.20-7.11 (9H, m), 6.92 (lH, d, J=3Hz), 5.14-5.13 (lH, br.s), 
3.39-3.21 (2H, m), 2.91-2.83 (lH, m), 2.65-2.49 (5H, m), 
2.32-2.29 (2H, m), 1.99-1.87 (2H, m). 

(SIW4 9) 

4- [(8aS) -2-^>5?Ur>- 1. 2, 3, 5, 6, 8a-A*tfkF 
P-T>HU5?>- 7--f ;P] -2- (4-7MD7i-)P) -3- (tfU^> 
-4— f;W - 1 H-t!P-;l/ («^#^2-9 8 7) 
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(2R, 8aS) - 2-*h*v-l, 2, 3, 5, 6, 7, 8, 8 a-** 
*fc HOOHU 7 -*->©ftfc 0(1(8 a S)-2 -^>yiJr>- 1, 

2, 3, 5, 6, 7, 8, 8a-t^tFDOF'Jy>-7-t^lHT, 

mmmi- 5) t^i0Sjsiyij*yw7A^D?h^77^ xm ; @f 

W^)V: : ^Vfu)d)V7^>= 10 0:10:2) *fiftt^, ^ 

m<D{k%® (RfiO. 5 0) *®M&m*tVT®tz (JK^3%) 0 
itjft : 2 4 3- 2 4 5t 

1 H-tIi*n|X^^h;i' (4 0 0MHz, CDC1 3 ) <5ppm: 
8.41 (2H, d, J=6Hz), 8.31-8.29 (1H, br.s), 7.38-7.27 (4H, m), 
7.21 (1H, t, J=7Hz), 7.15-7.10 (4H, m), 6.97 (2H, t, J=9Hz), 
6.84 (1H, d, J=3Hz), 6.40 (lH, s), 5.50-5.49 (1H, br.s), 
3.65-3.58 (3H, m), 2.96-2.93 (lH, m), 2.85-2.78 (2H, m), 
2.47-2.42 (1H, m), 2.36-2.21 (2H, m). 

mmm 5 0 ) 

2-(4-7il/tP7i-)P)-4-[(2 S, 8 aS)-2-7i/^>-l, 
2, 3, 5, 8, 8 a-^*+rhKn-r>FUv ? >- 7 -<;!/) - 3- (tf'Jv 5 
>-4 — -lH-tfD-jK«^f§5-6 8) 

(2R, 8aS) -2-*F*->-l, 2, 3, 5, 6, 7, 8, 8a-** 
*t KP-f>PU5»- 7 -*>©f^t>0{C (2S, 8aS) - 2-7x^y 
-1, 2, 3, 5, 6, 7, 8, 8 a-***k FP-T> FU^>- 7 -*>£ 
JBV>T,®!M 1-5) t|iIi0SJSi:yUijyM7A^D7h^77^-(i 

^*y-;P=l 9 : l) £frfcl^ ^fB<ZMb£^ (RfiO. 
6 3) £££$*£LT#£ (»3 3%). 
«j£ : 2 1 2 - 2 1 4*C 

1 H-&®&&mZ'V7b)l' (4 0 0MHz, DMSO-d 6 ) fippm: 
11.40 (1H, br.s), 8.45 (2H, d, J=6Hz), 7.27 (2H, t, J=8Hz), 
7.21-7.08 (6H, m), 6.96-6.82 (4H, m), 5.28-5.24 (1H, m), 
4.88-4.80 (1H, m), 3.34-3.27 (lH, m), 3.19-3.11 (lH, m), 
2.70-2.50 (2H, m), 2.46-2.05 (4H, m), 1.47-1.37 (1H, m). 
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5 i > 

2-(4-7M07x-JW- 4 -[(2 S, 8aS)-2-7i^y-i, 
2, 3, 5, 6, 8 a-'vHJ-fc Ko-f>Ky 7 -3- (fcfiJS* 
>-4--f;i/) -lH-tfn-;p (#|^ft£%#-J| 2 - 1 0 0 0 ) 

a% (R f fiO. 10) bT#fc (JR* 15%). 

: 199-201TC 
l H-*»**i»x^ h;p (4 0 0MHz, DMSO-d 6 ) <5ppm: 
11.41 (1H, br.s), 8.33 (2H, d, J=6Hz), 7.29 (2H, t, J=8Hz), 
7.21-7.08 (6H, m), 6.97-6.86 (4H, m), 5.28-5.24 (1H, m), 
4.88-4.82 (lH, m), 3.21-3.14 (1H, m), 3.04-2.91 (3H, m), 
2.67-2.57 (1H, m), 2.44-2.35 (1H, m), 2.33-2.23 (1H, m), 
2.11-2.02 (lH, m), 1.44-1.36 (lH, m). 

mm* 5 2 ) 

2- (4-7MD7i-W -4- [(2S, 8aS) - 2 - 

2, 3, 5, 8, 8 a-^\=HJ-k Hd-T > f*U^>- 7 -- f;P] -3- 
•(KUS?>-4— r;M -lH-tfD-JP («tftH5-6 7) 

(2R. 8aS) -2-*h*~>-i, 2 , 3, 5, 6, 7, 8, 8a-tf 
^ fc HD-f>ItUs;>- 7 Dfc (28, 8aS) -2-X*/l** 
/}n-;1/-1, 2, 3, 5, 6, 7, 8, 8 a t Kn-f > H ij 7 - 

•*>*m^T. mm 1-5) tmmvKmkisv**f)\,*7&>7u~?Yif77 
4- (mm ; wmx?)i : ;-)\, : ^y^ptr;p7 5>=i o o : 1 : d 

£fxfcV>, (Rf*0. 2) t*fi»*iUTHft (42*2 X). 

tt£ : > 2 5 0 *C 

1 H-«*^^hJK4 0 0MHz, CD3OD) <5ppm: 
8.40-8.36 (2H, m), 7.25 (2H, d, J=5Hz), 7.22-7.15 (2H, m), 
7.05-6.98 (2H, m), 6.87 (lH, s), 5.39 (lH, t, J=2Hz), 
3.81-3.74 (1H, m), 3.59 (1H, dd, J=llHz, 3Hz), 3.49-3.44 (lH, m), 
2.93 (3H, e), 2.90-2.83 (lH, m), 2.67 (lH, t, J=llHz), 
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2.57-2.27 (3H, m), 2.27-2.20 (lH, m), 1.88-1.80 (1H, m). 

mmm 5 3 ) 

2- (4-7WP7I-W -4- [(2S, 8aS) - 2 - *?)]/7.)V*~ 
2, 3, 5, 6, 8 a-^^tJ-t h*D^>HU^>-7-<;i/] -3- 
(tf U 5»-4— filO -lH-fD-Jl/ (tfll^b'&M^ 2 - 9 9 9 ) 
§Sit#J5 2T^JSLfcv'J^y;l'*7A^P-7 h^77^-l:i ^15©^ 

(RfffiO. 05) *Hfe©*tlTifc ()R^2%)o 
gj^ : 147 - 150-C MM) 

m-i£M%$<i%^>7 h)l> (4 0 OMHz, C D 3 OD) Jppm: 
8.39-8.35 (2H, m), 7.24 (2H, d, J=5Hz), 7.19-7.16 (2H, m), 
7.03-6.87 (2H, m), 6.86 (lH, s), 5.38 (lH, t, J=2Hz), 
3.69-3.65 (1H, m), 3.62-3.56 (lH, m), 3.44-3.38 (lH, m), 
2.92 (3H, s), 2.82-2.78 (lH, m), 2.63-2.53 (lH, m), 
2.50-2.39 (1H, m), 2.36-2.15 (3H, m), 1.92-1.76 (lH, m)c 
5 4) 

2- (4-7M07i-JV)-4-[(8aS)-2-7°ntf'jT>-l, 2, 
3, 5, 6, 8 a-^*-ti-k>'D-1'>K'J^>- 7 --OP] -3- (t!U^>- 
A-<)V> - 1 H-¥u-)l (0J^lt&M^2-9 8 4) 

(2R, 8aS) - 2 h + i'- 1, 2, 3, 5, 6, 7, 8, 8a-W 
^tHD-OH'J >?>-7-;f XDtttoDKU a S)- 2 -Va tfU x^- 1, 
2, 3, 5, 6, 7, 8, 8a-t7^tHn-f>l<U^>-7-t>$f^t, 

: : -T V?U\Z)V7^y= 10 0:5:1) £fr&^ MB 

H44#A 

Rf« 0. 50, afilft* 0. 56g (»4%), 
SB^C: 1 8 5- 1 8 7t (#$) 

iH-^SS^^T.^^ h)V (4 0 0MHz, CDClj) fippm: 
11.41-11.40 (1H, Br.s), 8.41 (2H, d, J=6Hz), 7.18-7.11 (4H, m), 
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7.10-7.07 (2H, m), 6.93 (lH, d, J=3Hz), 5.23-5.18 (lH, m), 
5.14-5.13 (1H, br.s), 3.41-3.36 (lH, m), 3.22-3.13 (2H, m), 
2.93-2.89 (1H, m), 2.68-2.66 (lH, m), 2.40-2.29 (2H, m), 
2.10-2.06 (1H, m), 1.97-1.87 (2H, m), 1.57-1.55 (lH, m), 
0.94 (3H, d, J=7Hz)o 
Htt#B 

Rfi o. 45, i. 5 8g mm 11%). 

16^:249-251^ (ftB) 

W-%m%&m7,^f h)V (4 0 0MHz, CDC 1 3 ) <?ppm: 
11:47-11.46 (1H, Br.s), 8.42 (2H, d, J=6Hz), 7.19-7.14 (4H, m), 
7.13-7.07 (2H, m), 6.92 (1H, d, J=3Hz), 5.27-5.23 (lH, m), 
5.18-5.17 (1H, br.s), 4.14 (lH, q, J=5Hz), 3.24-3.21 (1H, m), 
3.13-3.10 (1H, m), 2.85-2.80 (lH, m), 2.63-2.58 (1H, m), 
2.37-2.31 (2H, m), 2.11-2.07 (1H, m), 1.95-1.90 (2H, m), 
1.88-1.78 (1H, m), 0.92 (3H, d, J=8Hz), 

mmms 5) 

(±) -4- (4-7;i/^-Dy x -ji/) -5- (tf y$>>-4— r/10 -1- 

(1, 2, 3, 5, 6, 7, 8, 8 a-^^i'h Hn-f>F'jy>-7— fJW 

-r 5 mmt&mmn 20-15) 

1) (±) -7-75/-1, 2, 3, 5, 6, 7, 8, 8a-t^tF 

(±) -1, 2, 3, 5, 6, 7, 8, 8a-^^kHD^>H'J^>-7 
-*>5. Og (35. 9mmo 1) S2M7>^7/X^y-^l5 4m 
1 (T^-TtlTlOSmmol) f:i«U 10%/^^i-^5 0 

omg£an*T, Tum^m^y, m&~?4mrmwLrc. Kmmzui&L. urn 

^-flHBSUHe**"^ b)H5 0 0MHz, CDC 1 8 )<5 p pm : 
3.15-3.04 (2H, m), 2.72-2. 64 (1H, m), 2.10-2.00 (3H, m), 
1.91-1.49 (6H, m), 1.47-1.33 (3H,m), 1.06-0.99 (1H, m). 
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2) (±) -7- <fc!U3>>-4— f.W *3-V>7$;- 1, 2, 3, 5, 
6, 7, 8, 8 a-#Jr*fcKn-f >HU*?> " 

1) T#fc (±) _7_ 75 y_ 1( 2 , 3, 5, 6, 7, 8, 8a-tW 
hFEK>KU5»4. 91g (3 5, 0mraol) ^HH>9 5mll:g| 
U 4-*;US;HfU5>>3. 3 4ml (35. Ommol) tfafcWk'??* 
->^£3. 75g (31. 2mmo 1 ) £;ta*.T7 0 t!T3 B*|BJ»#bfc. Rj£ 
tt*OjgU D«S«ffi«lT«EOM8. 0 8 g**|itfiffli««jtUT 
ftfc (» : fcfltW). 

»H-««ft*i»^^^ H;K4 00 MHz, CDC 1 3 )<5 p pm : 
8.90 (2H, d, J=6Hz), 8.32 (1H, s), 7.71 (2H, d, J=6Hz), 
3.15-3.02 (3H, m), 2.71-2.62 (1H, m), 2.18-1.34 (9H, m), 
1.08-0.98 (1H, m). 

3) (±) -4- (4-7MD7IZW -5- (tf U^>-4-<;i/) 
-1- (1, 2, 3, 5, 6, 7, 8, 8a-*^^tFD-f>KiJ>?>-7- 

a- (p - WPX>7Jl/*-;i/) - 4 - 7Mo^>>?;K 7^7- MO. 
lg (34. 9mmol) i 2),T#fc (±) - 7 ^ (4 - fcf'J ^^9 1 lx>7 
S7) -1. 2, 3, 5, 6, 7, 8, 8 a - Irt 5> k H o>f > H U 8 . 0 
g (34. 9mmol) ^00^> 1 5 Om 1 fc»MBU 1. 8-v>71f 
tfv^D [5. 4. 0] -7-^7>T ; -k>5. 2 2ml (34. 9mmo 1) * 

(&$ ; llif/l' : : -f VT'D tf;i/75 >= 2 0:1:1) 

fctfU WEOfc'&tol. 8 7g^ffii*ilT#fc (Ml 4%). 
M£ : 1 8 7- 1 8 91C 
m-mm^m*^? HK5 0 OMHz, CDC 1 3 )(5 p pm : 
8.73 (2H, d, J=3Hz), 7.78 (1H, s), 7.35 (2H, dd, J=9Hz, 5Hz), 
7.24 (2H, d, J=3Hz), 6.92 (2H, t, J=9Hz), 3.82-3.73 (lH, m), 
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3.18-3.14 (1H, m), 3.08-3.05 (1H, m), 2.18-1.96 (5H, m), 
1.90-1.82 (3H, m), 1.77-1.71 (2H, m), 1.53-1.44 (lH, m), 

mmm 5 6 ) 

( + ) -5- (4-7M07i^) -3- (7-tHo^-l, 2, 3, 
5, 6, 7, 8, 8a-t^^hFD^>HiJy>-7-fJW -4- (e»J$> 
>-4--()V) \£yV-)l («SM#^16-2 3) 

1) 3 --fU=E- 5 - -4- (tfU^>-4-< 
») 

5- (4-7MD7i-W -4- (tfus>>-4— r;p) (WO 

00/31063) 6. 0 g (2 5 mm o 1 ) ^fj^Jl-AT 5 F6 0ml 
N-7*n€3Ai7S>f5F8. 93g ( 5 0 mm o 1 ) &Jp;StT25i&T3 BMII 

»H-MBflAit;t"<? h;K4 0 0MHz,CDCh-DMSO-d 6 )5pp 

m : 

8.56 (2H, d, J=5Hz), 7.33 (2H, dd, J=8Hz, 5Hz), 
7.24 (2H, d, J=5Hz), 7.05 (2H, t, J=8Hz). 

2) (±) -5- (4-7MD7X-M -3- (7-tPD*J/-l, 

2, 3, 5, 6, 7, 8, 8a-t^^hHD^>KU^>-7-<;|/) -4- 

(tru^>-4— if57-;i/ 

1) T#&3-^D^-5- (4-7Mn7irjW -4- (t°'J^>-4 
-•<;i/) fcf^y-;i/3. 18g (lOmmol) $fh7k h'D75>3 2ml 
l«l,-7 8tTl. 6M^5 1 ;P'J9 1 '>A/^^17->M1 3. 7 5ml (1 

3. 7 5mmo 1) £Sn*T 1 0 #f81iS£#Lfc^ fflUfl, 2, 3, 5, 6, 
7, 8, 8 a-^^^k FO'f >FUS»-7-:fr>l. 53g (llmmol) 
SIIIAT-7 8"CT2I$|HH|#U ItSfiT 1 f&TRISmislt. S^^fiS^ 

77^- (ft** ; IMftX^P : : -f V 7*D tf;i/75 >=2 0 : 1 : 1) 
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tettL*E©fc£to8 3 Omg^fM^iLTffc OK* 2 2*). 
1^ : 1 8 0 - 1 8 1 1 
'H-ftaa^WX^f MK5 0 OMHz, CDC 1 3 )5 P pm : 
8.57 (2H, d, J=6Hz), 7.23 (2H, d, J=6Hz), 7.19 (2H, dd, J=9Hz,5Hz), 
6.94 (2H, t, J=9Hz), 3.04-2.99 (1H, m), 2.96-2.90 (1H, m), 
2.42-2. 36 (1H, m), 2.31-2.24 (1H, .■),. 2. 28-1. 99 (3H,. m), 
1.84-1.65 (6H, m), 1.36-1.30 (1H, m). 

mmm 5 7 > 

(±) -5- U-7)V*U7^-)V) -3- (1, 2, 3, 5, 8, 8a- 
AWk Hn^>FUi;>-7-^^) -4- (fcf 'J 4 --r^) tr^/- 
;u (#J^t£%#^ i4-i) 

5 6 (Dit&m 7 2 0 m g ( 1 . 90 mm o 1 ) 14ml £M 

tlftmfe&z/V %tf)V% =7 D? h if 77 ^ - (&JS ; ififx^Jl/ : 
;P : -f V^Ptf;P75 >= 1 0 : 1 : 1) fc#U UUO^m (R f«0. 4 
5) 2 5 5mg*afi»*tLTSfc (W37.X). . 
gS|£:225-230 , C 

1 H-®m$&mZH7 h)H5 0 0MHz, CDC 1 8 )<5 p pm : 
8.54 (2H, d, J=6Hz), 7.29 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 
6.99 (2H, t, J=9Hz), 5.90 (1H, s), 3.64-3.59 (1H, m), 
3.28-3. 24 (1H, m), 2.90-2.85 (1H, m), 2. 40-2. 35 (1H, m), 
2.28-2.15 (3H, m), 2.02-1.89 (2H, m), 1.82-1.75 (1H, m), 
1.49-1.41 (1H, m)o 

mmm 5 8 ) 

(±) -5- (4-7Wn7i-M -3- (1, 2, 3, 5, 6, 8a- 
/\^k KP-f >F'J>?>- 7-^)V) -4- (t!U^>-4--r;P) fcT^lA- 
^ (flil^rt^M 8 - 3 0 7) 
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• (Rffio. 30) z ; m&m*tLrmz («27w 0 

M : 2 0 4- 2 0 8t 

iH-mm^&mz^Z hM5 OOMHz, CDC 1 3 )a p pm : 
8.54 (2H, d, J=6Hz), 7.28 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 
7.00 (2H, t, J=9Hz), 5.87 (1H, s), 3.32-3.26 (1H, m), 
3.02-2.98 (1H, m), 2.92-2.88 (1H, m), 2.78-2.68 (2H, m), 
2.46-2.38 (1H, m), 2.23-2.17 (1H, m), 2.01-1.74 (3H, m), 
1.50-1.41 (1H, m). 

(M09 5 9) 

(±) -5- (4-7WD7i^) -3- (1, 2, 3, 5, 6, 7, 8, 
8a-ti'^tHn<>Kij i j>- 7 _^ i , 1 ,) _ 4 _ (tf ij j?>_ 4 ^ 

7^-)\> m^it^mm^ 16-25) 

5 7 <ZMfci§-^ 5 0 m g (0. 14mmol) 5^^/^4mll;g« 

IfE0^2 7mg$afii*tbT#fc (»5 3%). 
: 242-243t 

i H-mm^mx<i; hMs o omhz, cdc i 8 )<5 p Pm : 

8.59 (2H, d, J=6Hz), 7.31 (2H, dd, J=9Hz, 5Hz), 
7.11 (2H, d, J=6Hz), 6.99 (2H, t, J=9Hz), 3.23-3.18 (1H, m), 
3.15-3.08 (1H, m), 2. 88-2.79 (1H, m), 2.17-1.42 (11H, m) 0 
6 0) 

(S) -5- (4-7MD7xrW - 3 - (1, 2, 3, 5, 8, 8a- 
^*VtYu^>YW>-7 -^)V) _ 4 _ (trij^>- 4 — i)V) tf^y- 
)V (M7Kfc£M%% 14-1) 

(±) -1, 2, 3, 5, 6, 7, 8, 8 a-*p? t KP-f> HU 7 
(S) -1, 2, 3, 5, 6, 7, 8, Sa-^kKn^ 

> h u ->*>- 7 -*>zm>Tmmm 55-2 ) «tii3ii©s&£fT&K^T!\ 
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77W-.(»»;»»x3 t ;i': j**/-^..: -fV7ntf;i/73 V= 1 0:1:1) 
t:ftlT, (RfllO. 4 5) 9 8 0mg«ffi|3*tlT#fc 

(«*6X). 

: 2 0 9-2 1 4V , 
■H-88««"IW>;!/ (4 0 0MHz, DMSO-d $ ) <5p.pm: . 
13.40-13.10 (1H, br.s), 8.52 (2H, m), 7.28 (2H, m), 
7.24-7.16 (4H, m), 5.79-5.50 (lH, br.s), 3.44-3.29 (2H, m), 
3.05 (1H, m), 2.72-2.62 (lH, br.s), 2.51-1.90 (4H, m), 
1.73-1.64 (2H, m), 1.34-1.25 (1H, m). 

m&m 6 1 ) 

(S) -5- (4-7^071-^) -3- (1, 2, 3, 5, 6, 8a- 
A*tfk KD-f >HU^>- 7 ->()V) -4- (fcf'J v*>-4-^;iO 
;!/ 8- 3 0 7) 

^ (RflO. 3 0) 8 3 0mg«tM*ilT#fe <JR*5K). 
M£ : 1 9 8 - 2 0 2 *C 

iH-^m*lX^^ (4 0 0MHz, DMSO-d 6 ) 6 p pm : . 
13.23 (1H, br.s), 8.52-8.51 (2H, m), 7.31-7.27 (2H, m), 
7.19-7.14 (4H, m), 5.63-5.62 (lH, br.s), 3.17-3.16 (lH, br.s), 
2.93-2.87 (1H, m), 2.80-2.74 (lH, m), 2.68-2.61 (lH, m), 
2.57-2.50 (1H, m), 2.38-2.33 (lH, m), 2.16-2.08 (lH, m), 
1.85-1.57 (3H, m), 1.28-1.19 (lH, br.s). 
(«jt«6 2) 

(S) -2- (4-7JWD7I-W -4- (1, 2, 3, 5, 8, 8a- 
's^rlfk Hn<f>FU S*>- 7 — 1 )V) - 3- (trU5?>-4--r;p) f*7i 

1) 5-Xh^>*M-Jl/-2- (4-7WP7z-W -3- (t!Uv 

^f***A7 5 K 1 7. 04ml (2 2 0mmol) 1:, M»TT, 
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a-*->£fcU>7. 9ml (8 5mmol) *S(TU, 1 B#IWig#bfc. 

-CMS, 1- (4-7Mo7xrjW -2- (tfU v>-4-<Jl/) x* 
/ > [T.F.Gallagher et al„ Bioorg.Med.Chem., 5, 49-64(1997)] 2 1. 5 g ( 1 
0 Ommo 1 ) Sy^fMMTS Hl40raltyi'DD^^>2 8 0ml 

SSMICSTM, TkZbQZ., Xfc6N*ftffc^hy£A£JnATpH«9 

*'>fAT«*l/fc^ MEgftl, »jlS^DDl^>l 0 0ml te»J5? 
> 1 5m 1 LT^:$-»*x^;Px;* 5^ 11ml (100 mm o 

1) Sftl*., 3k»HJ^T7f KUX5 t JP75>2 5ml (1 8 Ommo 1) £in*. 

(»»•; : mm^)U=2 : 3) fcfif LTSHE©ft;£» 1 8. 1 1 

g^ifi»M»tbT#fc (W5 5%), 

iH-««ft#i»X^ (5 0 0MHz, CDC 1 3 ) 6 p pm : 
8.54 (2H, d, J=6Hz), 7.85 (1H, s), 7.28 (2H, dd, J=9Hz, 5Hz), 
7.14 (2H, d, J=6Hz), 7.04 (2H, t, J=9Hz), 4.39 (2H, q, J=7Hz), 
1.40 (2H, t, J=7Hz). 

2) 5 is- 2- (4-7;PtD7i^) -3- (hf<J> ? >-4 
— fJl') W7l> 

l)T#fe5-lh^y*W-;P-2- (4-7RD7i^) -3- (t! 
U^>-4--f;P) ft7i>15. 17g (46. 3mmo 1 ) £x^/-;i/ 
15 0mll'J|l, 1 N7K^<b± h <J $ A*** 9 3ml (9 3mmol)£ 

MTiootT3o^WLfc. x^y-;i/^MJBE^LT, mzntcmm 
fc*sin*.» iNii9 3mi £jD*Tffittrr**s**ati&u «aa©^*i 

2. 6 4g*jJli68*tbTftfc (W9 1X). 

'H-iI^7,Ai?h;P (5 0 0MHz, CDC1 3 ) <5ppm: 
8.52 (2H, d, J=6Hz), 7.90 (lH, s), 7.38 (2H, dd, J=9Hz, 5Hz), 
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7.26 (2H, t, J=9Hz), 7.25 (2H, d, J=6Hz). . 

3) 2- (4-7Mn7i^JH -3- <fc! 'J V>- 4 )V) W7x 

> 

2) T#fc5-*;i/7t? + v- 2 - (4-7MD7xrW - 3- (tf'Ji?> 
-4-<M f^7i>12. 6 4 g (4 2. 2mmol) fc*/U>4 2ml 
tmB2. 9 5 g (4 6. 4mmo 1 ) Z1saZ.T2 4 0tT2. 5P*IHJil#U 

£E*J8U SS$^>'J*yM7A^D'7h^77^- ; ^*-!f> : 

X3^l/=1 : 1) lt#bT»e©^*l 1.8 1 g*#ftft*iU1lfc (IX 
* : 

"H-RBH**^ HI' (5 0 0MHz, CDC 1 3 ) fippm: 
8.58-8.43 (2H, m), 7.38 (1H, d, J=5Hz), 7.26 (2H, dd, J=9Hz, 5Hz), 
7.19 (1H, d, J=5Hz), 7.16 (2H, d, J=6Hz), 7.01 (2H, t, J=9Hz). 

4) 4, S-*J"?U*:-2- (4-7MD7x-;W - 3- (KU5?>- 
4--f;i/) ft7x> 

3) T#fc2- (4-7WP7X-JW -3- (VVP>-4-'()V) 
7x>10. 70g (41. 9mmol) 1 0 0ml fc»j»U ^H8. 
6ml (16 7. 6mmol) $MT6 0tT5W#tfc. SMlcST^ 

aaibfe. *«uB**«fcbT«i*W7y*'>^ixT«»bfc«, bjemu 

igSV>J*W7A7D7h^57^ - ««;^*>:Ml^=5 : 
2) CftbT*C©fl5-&*l 4. 2 9g*»»fl»*iH#fc 0R*8 3X). 

iH-ttttAftVXIjr h)V (5.0 0MHz, CDC1 3 > 6 P pm : 
8.61 (2H, d, J=6Hz), 7.15 (2H, d, J=6Hz), 
7.09 (2H, dd, J=9Hz, 5Hz), 6.95 (2H, t, J=9Hz). 

5 ) 2 - (4-7WD7XZJI/) -3- (KU3>>-4-<f 
JP) ft7x>. 

4) T*#£4, 5-^7*Dt-2- (4-7jWn7x-W -3- (fcfUv 



WO 03/015781 



410 



PCT/JP02/08276 



>-4--Ol/) ft7i>l 3. 88g (33. 6mmol) Sf h?kKD7 
7>14 0mli:i§ib, - 7 8"CT1 . 5 9 W??)V U 5^ A/'s+tJ- >»« 
2 3. 3ml (3 7mmol) SI*Tl/fc. HlftTJl 5»wm^U *2 4m 

U M (BfflMfc) fti^x^^x— ?;i/-cftt§H/T*Boft'&«f l l. 20g$ 

fl-SI^^^^h;!/ (5 0 0MHz, CDC1 3 ) fippm: 
8.60 (2H, d, J=6Hz), 7.39 (lH, s), 7.16 (2H, d, J=6Hz), 
7.13 (2H, dd, J=9Hz, 5Hz), 6.95 (2H, t, J=9Hz). 

6) (S) -2- (4-7MD7X-W -4- (1. 2, 3, 5, 8, 
8 a-^-tf-fc FP-f >KU3>>-7-« - 3- (tf U *J>- 4 — f ;P) ^ 
t7i> 

5 - -4- (tfUv 5 >-4-<;V) tf 

5 v /-;KDft*)0K:5) T#£4 2- (4-7MD7I-JW -3 
- (fcfU^>-4--f;i/) f*7x>$, (±) -1, 2, 3, 5, 6, 7, 8, 
8 a-^^k^^f>HU^>-7-t>Oftfcf)i; (S) -1. 2, 3, 5, 
6, 7, 8, 8 a-***fcFO-f >KU5?>-7-:*>£fflV»T«jg0!5 6- 
2) fcW«©K*ftffftU, #6n&4ri5**«jfiM5 7 tK«©JK* 

-f V^Pt!;P75>=l 0:10:1) fc#LT, «|BOfl:^«J (RftO. 5 
0) 2 6 3mg**ft#attl«:ilT1l& (W2 3%). 

■H-W^X^^hjKSOOMHz, CDC 1 3 ) <5ppm: 
8.50 (2H, d, J=6Hz), 7.24 (2H, dd, J=9Hz, 5Hz), 
7.15 (2H, d, J=6Hz), 7.02 (1H, s), 6.99 (2H, t, J=9Hz), 
6.20-6.16 (1H, in), 3.73-3.66 (1H, m), 3.25 (1H, dt, J=8Hz, 2Hz), 
3.00-2.92 (1H, b), 2.77-2.68 (1H, m),. 2.42-2. 28 (2H, m), 
2.22 (1H, dd, J=18Hz, 9Hz), 2.14-2.03 (1H, m), 
1.98-1.88 (1H, m), 1.86-1.77 (1H, m), 1. 63-1. 50 (1H, ■). 
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mmm 6 3) 

(S) -2- (4-7WD7iz;W -4- (1, 2, 3, 5, 6, 8a- 
A^tHD-f>HU s»-7— f;P) - 3- (tfU^>-4-<^) ^*7x 
> (0J*{b£4fc#^ 1 8 -1) 

a% (RfiO. 4 0) 3 0 7mgftHft#»ttH#il/T#fc («*2 7X). 
.»H-*8»*i»7^^ (5 0 0MHz, CDC 1 3 ) fippm: 
8.50 (2H, d, J=6Hz), 7.24 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 
7.03 (1H, s), 6.99 (2H, t, J=9Hz), 6.20-6.17 (1H, m), 
3.43-3.37 (1H, m), 3.16 (1H, ddd, J=12Hz, 5Hz, 2Hz), 
2.99-2.92 (1H, m), 2.86 (1H, ddd, J=18Hz, 7Hz, 5Hz), 
2.74-2.63 (2H, m), 2.48-2.39 (1H, m), 2.12-2.03 (1H, m), 
1.96-1.77 (2H, m), 1.66-1.55 (1H, m). 

(S) -5- (4-^OD7x-;i/) -3- (1, 2, 3, 5, 8, 8a~A 

*-y-t Ha-r >kus;>-7— f;w -4- (try j?>-4— nv) \f.?v-)v 

(MmtetolhW 1 4- 5 0 3) 
1) 5- (4-^nD7i-W -4- (fcfU v ? >-4-<;l/) -1- (2 

5 5%**-fb±hU«>Al. 41g (32. lmmol) lfh7kPD77 
>3 0 0mltlil > 5- (4-^D07x-;i/) -4- ( tf U v > - 4 - 
;W K9!/-^8. 2 1g (32. lmmol) *JH*TMT 1 B¥Wft#l,& 
^ *^!I^TI: (2 - HJ*3M^>U;Hh*>') ^WpUK5. 6 8m 
1 (3 2. lmmo 1) SSfTU MT-*Jt»l/fc. EJ&«fc#*Jp*.fcft, 

X^)V=Z : 1) fc#LTiBOft^«l 1. 1 2g«HMMtLT#& 
(|R^9 0%) o 

>H-«*i|7^^!>;P (5 0 0MHz, CDC 1 3 ) <5ppm: 
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8.45 (2H, d, J=6Hz), 7.79 (lH, s), 7.42 (2H, d, J=8Hz), 
7.34 (2H, d, J=8Hz), 7.07 (2H, d, J=6Hz), 5.31 (2H, s), 
3.69 (2H, t, J=8Hz), 0.94 (2H, t, J=8Hz), 0.00 (9H, s). 

2) (S) -5- (4-i70D7x-^) -3- (1, 2, 3, 5, 8, 8 
a -^\^-y-fc Ka-r>H'J^>-7--f;i^) -4- (tfU$>>-4 — f;i/) If y 

3-yDt-5 - -4- (hfU> ? >-4--r^) t! 

^/-^OftfcDfcl) T#&5- (4-?nn7i-M -4- (k°U-7>- 
4— f;W -1- *?)V\£ yV-fr*, (±) 

-1, 2, 3, 5, 6, 7, 8, 8 a -tf? * fc F CK > F U 5>>- 7 - >0 
ftfcDfc (S) -1, 2, 3, 5, 6, 7, 8, 8 a-^^k FD-O Fl)>? 
>-7-t>^UTSi«5 6-2) tra*©SJ»*ff*:V^ #V>T, #£>ft 
fc£f£t>£§!!M5 7 tRI«OK* i E*Rtf^y*y^*9A^OThif9 7-< 
- mm ; ftRx^ : X?/-)l< : <V7 p ntfJl/T5>= 10 : 1 : 1) l;# 
LT> *|30fl:^« (RflO. 5 0) 3 5 7mgS*#fi»*iLT#ft (JR 

Mj*:211-2 12t: 

»H-«i«*i|Wh^ (5 0 0MHz, CDC 1 3 ) 6 p pm : 
8.54 (2H, d, J=6Hz), 7.26 (4H, s), 7.15 (2H, d, J=6Hz), 
5.98-5.86 (lH, m), 3.67-3.57 (lH, m), 3.33 3.23 (lH, m), 
2.97-2.87 (1H, m), 2.40-2.08 (4H, m), 2.06-1.93 (2H, m), 
1.86-1.72 (1H, m), 1.53-1.40 (lH, m). 

mmm 6 5 ) 

(S) -5- (4-^nn7i-JW -3- (1, 2, 3, 5, 6, 8a-A 
*U-k KD-f>KU5»-7— <)V) -4- (trU5»-4— f/W k^y*-^ 
8 - 1 6 5 2) 

&m (RffflO. 2 0) 4 5 4mgS*«fi»*il / Tffft 0K*5X). 
lt£ : 1 8 0 - 1 8 1 *C 
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m-mm^m*^? h)v (5.0 omhz, cdci 3 ) jpp:,. 

8.54 (2H, d, J=6Hz), 7.26 (4H, s), 7.15 (2H, d, J=6Hz), 
5.95-5.85 (1H, m), 3.33-3.28 (1H, m), 3.00-2.90 (2H, m), 
2.81-2.71 (2H, m), 2.40-2.30 (1H, m), .2.44-2.14 (1H, m), . 
2.03-1.86 (2H, m), 1.85:1.74 (1H, m), 1.54-1.44 (lH, m). 
m&M 6 6) 

5-'(4-7MD7i-JW -3- [(8aS) -2-^;i/-l, 2, 3, 
5, 6, 8 a-A^U-fc HP-T >HU 7 -4)V\ -4- (tf'Ji?>-4- 
(flwflS^«l»^ 8 - 3 1 2) 
(±) -1, 2, 3, 5, 6, 7, 8, 8 a-^^th'D-f >HUv f >-7 
-*>©ftfc>9fc (8aS) - 2 -jt^- 1 , 2, 3, 5, 6, 7, 8, 8a 
-tf-^h Kn-f >FUS»- 7 - t>$I^TSiM5 6- 2) £H$l<D£ji& 

W7A^dv^^77^- ; »Sxf)P : *9J-)V : -f V 7"d fcf^T 
5>= 1 0 : 1 : 1) i:#LT, ftHB0fl3£4& (R f ft 0 . 30) 1 9 Omg£ 
afi»*£UTfcfc 0R*4*). 
HkJ^C : 173-1 7 5*0 

»H-««&;fci*X*£ (4 0 OMHz, CDC 1 3 ) <5 p pm : 
8.54 (2H, d, J=6Hz), 7.28 (2H, dd, J=9Hz, 5Hz), 
7.15 (2H, d, J=6Hz), 7.00 (2H, t, J=9Hz), 5.82 (1H, s), 
3.60-3.48 (1H, m), 3.07-2.98 (lH, m), 2.96-2.80 (2H, m), 
2.49-2.00 (5H, m), 1.10-1.00 (lH, m), 1.07 (3H, d, J=7Hz). 
(##03 1 ) 

(2R, 8aS) -2-*h*~>-l, 2, 3, 5, 6, 7, 8, 8a-'** 

1) (2S, 4R) -l-^>-7Wy*M^-2-y7^f;i'-4 

(2S, 4R) - 1 -sOiS)l-t*i/*))V-#-)V-4-* h^">^aU >2. 
OOg (7. 16mmol) $rF5k HD77>2 0ml Cj§«fU O'CTil; 
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»[17. 9ml (17. 9mmo 1) SJDA, rafiSr?ll$W* Mf;^MT3B# 

**ifeU l*MT^y^7ATTO, »JEMLT8fi«l««l. 82g 

il©iftJK**y^OD^^>2 5ml l:jg)»lThUlf^75>l. 13m 
1 (8. Hmmol) *JM!M*TC* * >K)Vfc-)V>7 O U h* 0 . 5 

8ml (7. 46mmol) SmfcTEfflftT? 3 0 

h U £ A**tt£iO*fc£* 5?* □ □ ^ ^ >T#lm LT^rtlS**i5fe 

— h«:)o 

AO. 31g (6. 3 2mraol) a^., 10 0tT3 0MI#LL W 

i^tLT^fe (JR^8 8%). 

, H-*«»«»X^h;K4 0 0MHz, CDC1 3 ) <5 p pm : 
7.43-7.28 (5H, m), 5.26-5.08 (2H, m), 4.20-4.10 (1H, m), 
4.03-3.93 (1H, m), 3.90 (0.4H, d, J=12Hz), 
3.74 (0.6H, d, J=12Hz), 3.56-3.44 (1H, m), 3.31 (1.2H, s), 
3.30 (1.8H, s), 3.16 (0.6H, dd, J=17Hz, 6Hz), 
2.80 (0.4H, dd, J=17Hz, 6Hz), 2.76-2.58 (1H, m), 
2.39-2.30 (1H, m), 2.08-1.97 (1H, m)o 

2) (2S, 4R) -l—^yVfrttlsiDV-ft-fy-Z- (3-lh^> 
*^ZJl/-2-t+V7*DW) -4-^ h*->tfPU^> 

1^*5 7. 19g (875mmol) h7t Ha77>6 0 Om 1 l:i 
ILT9 0t:i:Jolil, 7"Dt||ifjl/0. 5ml (4. 5 1mmol) £*P 
ATlWfMlP*IJt«EUfc. MfcEfcftfcl) (2S, 4R) - 1 -^>->* 
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)V**i'ft)V#-)l-2-i'7 J h*->fcfD U v>3 0. OOg 

(1 0 9mm o 1 )0r h y t HD77>«3 0ml tynMxfjPS 4. 
9ml (7 6 6mmol) £*nx.Tl. 5 P^jjqi&Mflit tfc. g^Ktfr^Pii 
bTDS^iSML, 3g^£i£®?X^;W^$.LTtSftJs®7j<iit:hHJ 

tfc^MJEMU, ^^^^^-+it>2 OOmltl N^tK^I 0 0ml© 
I^l:^lTSST'3fifitilfc. £^$}£7K£jta*T@^x5P;i/TftJm 

57^- (W ; : ^\*tr->=2 : 3) £#LTlf fB<ZMb£^ 2 8 . 

2 3 g£&$tfi?Eil^£LT#fc (iR^7 1%) e 

iH-^Ji^l!ftX^^ (4 0 0MHz, CDC 1 3 ) fippm: 
7.43-7.27 (5H, m), 5.24-5.06 (2H, m), 4.33-4.10 (3H, m), 
3.93-3.86 (1H, m), 3.78 (0.4H, d, J=12Hz), 
3.65 (0.6H, d, J=12Hz), 3.52-3.24 (3.6H, m), 3.29 (3H, s), 
3.14-3.05 (0.4H, m), 2.80-2.62 (1H, m), 2.42^2.32 (1H, m), 
1.84-1.73 (1H, m), 1.34-1.21 (3H, m). 

3) (2 R, 8 a S) - 2 - * h*is- 1, 2, 3, 5, 6,7, 8, 8a 

2) (2S, 4R) - 1 -sOiSfrtZ-istDlX-)},- 2 - (3-Xh 

*->#Jl/#-;!/- 2 -^-^vyDtfJl/) -4-^ h*'>tfOU5?>l 5. OOg 
(4 1. 3mmo 1 ) JiftlfJH 5 Om 1 C^tTtf D >J 3 . 7 9m 
1 (4 5. 4mmo 1 ), (MS 4 A) 1. 5 0 g££tf 2 0% 

TKm^/^^^A-^S. 7 5g£Jn;L, *i^HTlcMT 2 NfK^# t 

>150mlfc^Ufc. *mk7)l$-VH)Wk4. 70g 

(1 2 4mmo 1 ) Orh7t Pn77>l 0 0ml H^fc^^TfcfiST 

R£**o , cfc:?&a*u 4x*»ft^-Mj^A7K»*i 9mi in*. 
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t>4. 1 3 g*m%>&B*£LT'®tz mms 9%). 

iH-^^niT,^^ (4 0 0MHz, CDC1 3 ) <5 p pm : 
4.12-4.04 (1H, m), 3.54 (lH, dd, J=10Hz, 7Hz), 
3.34-3.24 (1H, m), 3.29 (3H, s), 2.63-2.30 (5H, m), 
2.29-2.19 (2H, m), 2.00 (lH, ddd, J=13Hz, 6Hz, 1Hz), 
1.79-1.67 (1H, m). 
2 ) 

(2R, 8aS) -2- (t-^;W^yiJW» -1, 2, 3, 
5, 6, 7, 8, 8a-^^hFo-f>pJi;>-7-f> 
1) (2R, 8aS) -2-hFD^-l, 2, 3, 5, 6, 7, 8, 8 

##0UT#£ (2R, 8aS) - 2 h*->- 1, 2, 3, 5, 6, 7, 
8, 8a-^^hHn^>HU^>-7-^>2. 63g (15. 5 mm o 1 ) 
£4 7%JHb*StSI*i§8g2 6ml MlTl 0 0 "CT 8 PfF^WU O'CtC 

U 1Hie<ZHb£t> 1 . 3 0 g^^Hetft^#)iLT#fc (»5 2%). 

'H-M^ilx^^ (4 0 0MHz, CD C 1 3 ) 5 p pm : 
4.63-4.56 (1H, m), 3.58 (1H, dd, J=10Hz, 7Hz), 
3.31-3.24 (1H, m), 2.72-2.44 (4H, m), 2.39-2.32 (lH, m), 
2.29-2.20 (2H, m), 1.97-1.70 (3H, m)o 

2) (2R, 8 a S) - 2 - ( t - ^i^^^yij^t^ - 1 , 2, 
3, 5, 6, 7, 8, 8a.-^^^tHa<>piJi?>-7-t> 

1) (2R, 8 aS) -2-kFD^-l, 2, 3, 5, 6, 7, 8, 

8 a-t^kFDOFU^-7-*>^DD^>30mli:i||L 
<$yV-;H. 70g (2 4. 9mmol) £ ,t )V# D 
UHl. 8 8g (12. 5mmol) *iP;tTMT2 0l$mit#Lfc. Kfom 
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i57*St*7A^D?hi/77^- (W ; A+-!r> : «x?JN 9 : 1) 
fcftU iEOMl. 9 8g*mfi»««iUHfc (JR$8 8%). 
'H-ftlftftlX^h^ (4.0 0MHz, CDC1 3 ) 5 p pm : 

4.56- 4.48 (1H, in), 3. 50-3.42 (1H, in), 3. 30-3.23 (1H, m), 
2.69-2.32 (5H, m), 2.30-2.17 (2H, m), 1.90-1.78 (2H, m), 
0.88 (9H, s), 0.06 (3H, s), 0.05 (3H, s). 

(##M3) 

(2 S, 8 a S) -2-9UU- 1. 2, 3, 5, 6, 7, 8, 8a-#7:? 
k Ho< > K'J v J >- 7-tf> 

##«2-l) T#fc (2R, 8aS) -2-kHD^>-l, 2, 3, 5,' 
6, 7, 8, 8a-tf^kPD'f>l»'J^>-7-t>l. 55g (10. 0 
mmo 1 ) €Btt<fbJfc*4 5m 1 fcjgffU h U 7x-;|/^7.7 W > 3 . 93g 
(15. Ommol) Si»AT5l5mtatfc£flEbfc 0 »«!E£*JEeSU »if$ 
7MtiJ7A?o?F^77^- (®m;&mx.?r)l> :s\*V>=l : 1) fc 
#lT*ao^*l. 5 2 g*»S*fiifttt4&iLT8fc (M8 8%)„ 

"H-ti^il^^h^ (4 0 0 MHz, C D C 1 3 ) <5 p pm : 
4.47-4.40 (1H, ■), 3.39-3.31 (2H, m), 2. 78-2.63 (3H, m), 

2.57- 2.42 (2H, m), 2.42-2.26 (3H, m), 
1.94 (1H, ddd, J=14Hz, 10Hz, 5Hz). 

(##0>J4) 

(8aS) -2, 2-5>7/M-D-l, 2, 3, 5, 6, 7, 8, 8 a 

(2S, 4R) - 1 -1>=J)V'**i/'Zl)\,-$-)\,-4-* hWnU >©ft 
fcOfc (2S) - 1 -*>5W:**3/*;U#-/|,-4, 4-f7^tD7niJ> 
tffl*K»iLTJIIr»T, 2) 3£tf3) ©E«*J*&fr&V>, g 

'H-ttttftAlftXljr h;j/. (4 0 0MHz, CDC1 3 ) fippm: 
3.55-3.45 (1H, m), 3.33-3.24 (1H, m), 
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2.72-2.33 (8H, m), 2.17-2.00 (1H, m). 
5 ) 

(±) - 6, 7, 8, 9, 9a, 1 0 -=r V y t H a tf U H [ 1 , 2 -a] <i 

i) i -^>> ? ;p^-+v*;i'**-;n'>Ku>-2-^^y-;i/ 

1 ) i* ^i* ft )\,#±)V4 y f U >- 2 -#;i^>® ^fjuxfJl' 
33. Og (106mmol) £x h 5 fc H o 7 7 > 4 5 0 m 1 fcfcfl&U 7]c^ 
fl5*£*U^9A4. 6 g (2 1 2mmo 1 ) £ 3 EHCft-tfTjJDA, Mt5f 

7A^D?^77^f- (Mx^ : a*+J->=2 : 5) K#bT> WE ©ft 
^%2 5. OgSifiMitlTifc (W8 3!«). 

'H-«Ift*|^ h^UOOMHz, C D C 1 3 ) dppm: 

7.47- 7.28 (6H, m), 7.19-7.10 (2H, m), 6.97 (1H, t, J=7Hz), 

5.30 (2H, s), 4.72-4.53 (2H, m), 3.82-3.63 (2H, m), 
3.33 (1H, dd, J=16Hz, 10Hz), 3.00-2.77 (1H, m). 

2) 1 - 'O^t+J'***^*- 2 - ->7 ; K > H 'J > 

i ) i -^>>^:t*^#;^x;M' > H U >- 2 J 

'H-Stia**^^ (4 0 0MHz, CDC1 3 ) <5ppm: 

7.48- 7.32 (6H, in), 7.23-7.16 (2H, m), 7.02 (1H, t, J=7Hz), 

5.31 (2H, s), 4.81-4.68 (1H, m), 3.50 (lH, dd, J=16Hz, 10Hz), 
3.01 (1H, d, J=16Hz), 2.99-2.50 (2H, m). 

3) l -^>s?;p**->#;i'#x;i/-2- (3-xh*e/#;i/#x;u-2- 

(2S, 4R) - 1 -«>?JU**5sjlJI,#-JU-2 -is? J*?)]/- 4-* 

h^v-tf d u $>>©ftfoD 2) l -^>5?;^#>>*;P3}?x;p- 2 - 
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»H-«»»*»»^^^ h Jl' (4 0 0MHz, CDC 1 , ) 6 p pm •: 
7.45-4.32 (6H, m), 7.22-7.13 (2H, m), 6.97 (lH, t, J=7Hz), 
5.28 (2H, s), 4.92-4.84 (lH, m), 4.22-4.12 (2H, m), 
3.46 (1H, dd, J=l6Hz, 9Hz), 3.43-3.31 (2H, in), 
2.84 (1H, dd, J=6Hz, 4Hz), 2.80 (1H, dd, J=6Hz, 4Hz), 
2.74 (1H, dd, J=16Hz, 2Hz), 1.29 (3H, t, J=7Hz). 

4) 2- (3 -x h*->*^-;i/- 2 - t^y^oe;w <>hu> 

3) 1 -0^)V^r^-'yti)Vt^)V- 2 - + 

2 -ttVJuMM -f>HU>*«^T, ##Ml-3) £|WUtH;:, **^f^ 

iH-^BS^,*"iX^^ HP (4 0 OMHz, CDC l , ) 6 p pm : 
7.08 (1H, d, J=7Hz), 6.99 (lH, t, J=7Hz), 6.68 (1H, t, J=7Hz), 
6.57 (lH, d, J=7Hz), 4.28-4. 16 (1H, m), 4.12-4.01 (2H, m), 
3.39-3.18 (4H, m), 3.03-2.81 (lH, m), 2.81-2.71 (lH, m), 
1.32-1.21 (3H, m). 

5) (±) -6, 7, 8, 9, 9 a, 1 0 -x h 7 fc h'O tf U H Cl, 2- 
a] *-8-*> 

4) T#&2- (3-Xb + 5x*.;i/^-;i/-2-^^rV^Dt!;i/) -f>H'J> 
7. 0 g (2 8. 3mmo 1 ) S^DD^j'>l 4 0ml 4N&& 
/mt>»*14. lml (56. 6mmol) mtllt2lf« 
Lfc. SJt;t$»El«U iS$X^-JH4 0mlllI»bT, tfP'J v 
>2. 6ml (3 1. lmmol) *JnA* SfflT 5 B#IWft#L&. E*S*S« 
ffigil, ij|*fh7tHD75>100ml«iU *»Tfc**flS7JU 
5XWJm3. 18g (84. 9mmol) SJn*.T£*T 1 8lSIRIft& 

g^S^O'CML, 4X#afc:*-hy 3m 1 %&MW<tox. 

&«x^/-;n 5 0ml Sin&TDilLfco D«**JE«||ri,T#snjfc»* 
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W5t*5^a-7h^7-f- (»tt;W«X^:^-y->=l : 5) 
l:#LT, ilBOft^7 2 Omg^iltM^ittTifc OK* 14*). 

»H-««ft**X^^ (4 0 0MHz, CDC1 3 ) 5ppm: 
7.20-7.10 (2H, m), 6.61-6.52 (2H, m), 
3.20-3.09 (2H, m), 2.74-2.33 (7H, m)o 

(mm e) 

(2R, 8aS) -2-71^-1, 2, 3, 5, 6, 7, 8, 8a-ti7 

1) (S) -i-^>5?;^**>*;^n;v-2-k 
71-f- 3-eou y 

(S) - 1 -^i^l/tf^v-ft^*-^- 4 -7i-JH 3-tfOU >- 2 - 
tl)V$>& ^WVXXt-;^, ##$5-1) tiiK, *«J^U5 1 9A'l? 
STCbT, *»©fc#4l^i*lirfe»*ibT#fc OK* 7 8 %)„ 

iH-M^IX^i'h;!' (4 0 0MHz, CD C 1 3 ) 6 p pm : 
7.47-7.27 (10H, m), 6.11-6.07 (0.2H, m), 6.03-5.99 (0.8H, m), 
5.23 (2H, dd, J=16Hz, 12Hz), 5.00-4.94 (0.8H, m), 
4.85-4.80 (0.2H, m), 4.77-4.70 (0.2H, m), 

4.65 (0.8H, dt, J=15Hz, 2Hz), 4.56 (1H, ddd, J=15Hz, 5Hz, 2Hz), 
4.26 (1H, br.s), 3.94-3.83 (lH, m), 3.80-3.74 (0.2H, m), 
3.72 (0.8H, dd, 12Hz, 7Hz). 

2) (S) - 1 -^>^tf^;^^~ 2 -is7 J ^^-4-7i 

y 

1) (S) - 1 -^>^#*->#;WK-;i'-2 -t PD4r^f*- 

3 -fcTaU >£/Hl>T> ##001-1) £|SU££**>X;l'*- 

/ ft £fr ia, «S2©ft£ii t UT#fc (iR* 8 0%). 

m-1&M%P<u%i^f h)V (4 0 OMHz, CDCI3) 6ppm: 
7.47-7.29 (10H, m), 6.17-6.11 (lH, m), 5.25 (lH, d, J=12Hz), 
5.18 (1H, d, J=12Hz),5.01-4.90 (lH, m), 4.77-4.60 (2H, m), 
3.10 (0.7H, dd, J=17Hz, 6Hz), 2.90 (0.7H, dd, J=17Hz, 3Hz), 
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2.86-2.73 (0.6H, m)o 

3) (2S, 4R) - 1 -^>^jmyAM-^-2-->7y/^- 

4-7xx;Hfny>?> 

2) (S) - l -^>> 5 ;i/^->^;i/^-;i/- 2 -->7/^^-4- 

7i-;i/-3-tDiJ>ll. 60g (36. 4mmol) IHSlfJH5 0 
mlttlU 2 O^zklKb/^^A-^ 2. 3 2 g ^iP^T7K^^HmT 
l:MT7W^L&„ £^£DiILT, o$£MJBEi!!li&tU 3£$£->U;<7 
^M7A^D7hy77^- ; A*+J-> : 1^X5^=4 : 1) ^ttb 

iH-mmfS.&mz^Z b)V (4 0 OMHz, CDCI3) <5ppm: 
7.44-7.17 (10H, m), 5.26-5.09 (2H, m), 4.32-4.06 (2H, m), 
3.50-3.41 (1H, m), 3.37-3.26 (1H, m), 3.21 (0.7H, dd, J=17Hz, 6Hz), 
2.93 (0.3Hz, dd, J=17Hz, 6Hz), 2,88-2.59 (2H, m), 
2.19-2.07 (1H, m)o 

4) (2S, 4R) - 1 -OV)\,***s%)Vi£=.)V- 2 - (3-Xh^v 

(2S, 4R) - 1 -^>^M^y*M-Jl/-2 ->7/^^-4-^ 
h*~>eoy v>><DttfrOK:, 3) Tfcfc (2S, 4R) - 1 

^;i/#x;i/-2-'>7/^5 1 ;i'-4-7xx;i/Hou^>$'ffi^T, ##0U - 

^-W^Ply;^^ (4 0 OMHz, CDC1 3 ) 6 p pm : 
7.43-7.17 (10H, m), 5.23-5.07 (2H, m), 4.31-4.10 (4H, m), 
3.55-3.20 (5H, m), 2.87-2.67 (2H, m), 1.85-1.74 (lH, m), 
1.32-1.21 (3H, m). 

5) (2R, 8a.S) -2-7i^-l, 2, 3, 5, 6, 7, 8, 8a 

(2S, 4R) - 1 -^yi>)V^r^'yfy)V^~)V- 2 - 
-;i'-2-^V7Plf;i') -4 h*~>b!D<J ~7>©ft;b9C 4) 
(2S, 4R) -l-^>^^-^v^;p^x^-2- 
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*n-vm#.%m7>i& b)i< u o omhz, cdc i , > 6 P P m : 

7.42-7.14 (5H, m), 3.42-3.28 (2H, m), 3.18 (lH, dd, J=9Hz, 3Hz), 
2.77-2.63 (2H, m), 2.58-2.30 (6H, m), 1.70-1.58 (lH, m). 
(###J 7 ) 

(8aS) -2, 2-X*U>*?***,-l, 2, 3, 5, 6, 7, 8, 8a 
-:***fc Ho-T>|<»Jv7>-7-^-> 

1) (S) - 1 -^>i?;P^'>*;p J J?-;i,-4 > 4_ x5 i l/>i ;^. + . > _ 

(S) - 1-^>SW:**><;&;m?-;i,-4, 4 -x^> yt+y^n U > 

■H-illSilx^^h^ (4 0 0MHz, C D C 1 3 ) 6 p pm : 
7.42-7.29 (5H, m), 5.14 (2H, s), 4.22-4.08 (lH, m), 
4.02-3.88 (4H, m), 3.82-3.62 (2H, m), 3.59 (1H, d, J=12Hz), 
3.47 (lH, d, J=12Hz), 2.27-2.18 (lH, m), 1.90-1.82 (1H, m). 

2) (S) -l-'O^J'Jtl*^- 2 -*/7/*?-)V-4, 4- 

1) (S) -l-^SWrf^S/* 4. 4-X^l^>^^ 

^8 8%) 0 

iH-WS^^HI, (4 0 0MHz, C D C 1 3 ) <5ppm: 
7. 43-7.28 (5H, m), 5.22-5.08 (2H, m), 4.30-4.21 (1H, m), 
4.06-3.88 (4H, m), 3.62-3.44 (2H, m), 3.00-2.72 (2H, m), 
2.41-2.29 (1H, m), 2.17-2.10 (lH, m)o 

3) (8 aS) -2, 2-X.?U>i?***,-l. 2,3,5,6,7,8, 
8 a-t2 9k FD-f >HUS>>- 7 



WO 03/015781 



PCT/JP02/08276 



423 

(2.S, 4R) - l- ^>i/*Wy*M-JV-2--/7;^fJl'-4-^ 
h*->t?D'J ^XDftfrOf;:, 2) -cntc (S) 

)V-2-is7 / 4, 4-X?l/>^*S/tfDU^>£fflfgiC«£LT 

m^x. ##^ji-2) -bltsi-z) tm%k<DKfo*M#.ni2.^, miofc&m 

^-W^ilX^^h^ (4 0 0MHz, CDC1 3 ) fippm: 

4.06- 3.84 (4H, m), 3.32-3.24 (lH, m), 3.22 (1H, d, J=10Hz), 
2.73-2.61 (1H, m), 2.58-2.32 (6H, m), 2.23 (lH, dd? J=13Hz, 6Hz), 
1.89 (1H, dd, J=13Hz, 10Hz). 

(#%09 8 ) 

. (8aS) -2-^^)1-1, 2, 3, 5, 6, 7, 8, 8a-t^kFa 
-f>H'Jy>-7-t> 

1) (S) - 1 - ^>5?W'>**#-^- 4 - .^f'J r >^n u > * 

#U££ t-^h^Kl. 41g (12. 6mmol) ^-ylfjU-f 
)V1 0 0ml £MU ^fJH'j7iZ^*Z!7Ay'D5 F4. 8 0g(l 

3. 4mmo 1) £Anx.T 5. t"C 1. 5#|BJ*#L&«, (S) - 1 — 
^M^-4-t+V7"n>J> ^^;PX^x^2. 5 0g (9. Ommo 

1) O^X^X-T^ms Om 1 £iD*.3 5*CT3l$|iai£#Lfc. EfSfcfc 
*&TlclM**fc7>txC/£3K*«5 0ml *iP*.T#*bfc«, 

Vht7*77^- ; MlfJl' : A*-tf-> = 1 : 3) fc{tUT«UE®fls£fc 
1. 8 0g$^tfiM«3tbT#f; (W7 2%)„ 

iH-^aS^niT.^^ h;i/ (4 0 0MHz, CDC1 3 ) <5 p pm : 
7.40-7.23 (5H, m), 5.21-4.95 (4H, m), 4. 60-4. 50 (1H, m), 
4.20-4.09 (2H, m), 3.74 (1.5H, s), 3.60 (1.5H, a), 

3.07- 2.91 (1H, m), 2.65 (lH, d, J=16Hz). 

2) (2S) -4-^^7 B D'Jy ^fJPX^f^ 

i) (s) - i -^>^w*v*;^-;p- 4 - 'J f >7*D "J > 
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^^iUXfJH. 8 0g (6. 5mmol) ^^/-^5 0mlfcSSU 

mtvxmc (jix*£fii$)o 

iH-mM^&mX^? (4 0 0MHz, C D C 1 3 ) <5ppm: 
3.82 (1H, t, J=8Hz), 3.74 (3H, s), 3.08 (lH, dd, J=10Hz, 7Hz), 
2.60 (lH, dd, J=10Hz, 8Hz), 2.33 (lH, dt, J=12Hz, 8Hz), 
2.28-2.15 (1H, m), 1.44-1.37 (lH, m), 1.27 (lH, dd, J=14Hz, 7Hz), 
1.02 (3H, d, J=7Hz)o 

3) (2S) - 1 - ^>i?M^y*W-Jl / - 2 - hD H + 

2) T#fc (2S) -4-^?^7'DiJ> ^^XXf^O. 9 3g (6. 
5mm o 1) £h;i/X>2 Oml till, ^Tfcm^hU^Al. 8 9 g (2 
2. 5mmol) ©7Rit2 Om 1 i^DD^>i?jH. 54ml (10. 

8 mm o i ) *iM^xmux--&MWhtc.&fom\mm^)v*nxTm& U 

tii§7j(}5tfiffifiiLT (2S) - 1 -^y^)Vir^-^t})V^-)V- A- ^ 
9-)VyDV> ^JUXfJH. 7 8 g%®LM&mW®}tLTftt£ (» 9 

9%), ^^Tfdo^^-^^a^MViT, #^j5- 1) tmmiz7km4t*vmv 

mtc 0K#6 6%)„ 

'H-tll^ilX^^hJl. (4 0 0MHz, C D C 1 3 ) 5 p pm : 
7.42-7.29 (5H, m), 5.14 (2H, br.s), 5.07 4.90 (1H, m), 
4.08-3.87 (1H, m), 3.86-3.40 (4H, m), 2.90-2.65 (lH, m), 
2.40-2.05 (2H, m), 1.02 (3H, d, J=6Hz)„ 

4) (2S) - 1 -^>y)\,Jr**yt>)V$-)V-2 -i/j / *^)}/- 4- * 

3) T#£ (2S) - 1 -^>-J)V^^r^tt)W^)V- 2 -k Kn + y^^ 
- 4 - * 5MHf p >J >? > ^T##0iJ 1 - 1 ) £ |5|1£ t ;* * >X)l*s - ;WbR 
tfS'TyftfcfTfcK ^IE<£fb£t;£&£ift^£LT#fc (JR^7 0%) o 
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»H h)l (4. 0 0 MHz:, CDC 1 3 ) <5 P pm : 
7.50-7.30 (5H, m), 5.25-5.05 (2H, m), 4.20-3.78 (1.8H, m), 
3.70-3.62 (0.2H, m), 3.15-2.88 (1.4H, m), 2.84-2.67 (1.2H, m), 
2.62-2.50 (0.4H, m), 2.45-2.30 (0.8H, m), 2.23-2.00 (lH, m), 
1.89-1.77 (0.2H, m), 1.60-1.49 (lH, m), 1.10-1.03 (3H, m)„ 

5) (2S) - 1 ~*>&)V**i/jj)V#—)V- 2 - (3-Xh*i/#;l/# 

(2S, 4R) - 1 -*>&)V**P5sill\r#~)V-2 -->7/ *?)V-4-* 
h*->lf-nU$>>®ftfcDfc4) mtc (2S) - 1 -^>-J)Vt^yf))Vif^ 

)\>- 2 - yyy^fjp- 4 -y^jn^n u isy&m^T. 1 - 2 ) 

»H-tt«$[#i»;*'<£ Ml/ (4 0 0 MHz, CDC1 3 ) <5 p pm : 
7.43-7.28 (5H, m), 5.20-4.99 (2H, m), 4.27-4.03 (3H, m), 
3.56-3.40 (1.6H, m), 3.37-3.25 (0.4H, m), 3.00-2.89 (0.2H, m), 
2.89-2.75 (0.8H, m), 2.75-2.56 (lH, m), 2.50-2.22 (lH, m), 
2.20-2.05 (1H, m), 1.32-1.15 (4H, m), 1.08 (0.6H, d, J=6Hz), 
1.02 (2.4H, d, J=6Hz)o ...... 

6) (8aS) -2-*?JU-l, 2, 3, 5, 6, 7, 8, 8a-t^^ 
kH'n-f >HUS?>-7-*> 

(2S, 4R) - 1 -1>*?)V***si3)\,tfz.)\,- 2 - (3-lh^>AW 
2-t+V7°n^)-4-y H*->tfO'J 5>>©ft;bDfc 5)T»fc (2 
S) - 1 -*>i?)l**i'j])Vtf=l)V- 2- (3-Ih^>*;^^-2-t 

£fxfcV>, «B©^ft*Ifill!l««ltlT#)S: 0K*3 4X). 

1 H-«B»*»^HM4 0 0MHz, C D C 1 3 ) Sppm: 
3.34-3.22 (1.2H, m), 2.77 (0.8H, dd, J=9Hz, 3Hz), 
2.68-2.55 (1H, m), 2.51-2.43 (2H, m), 2.39-2.24 (5H, m), 
2.20-2.10 (1H, m), 1.87-1.75 (0.8H, m), 1.57-1.51 (0.2H, m), 
1.14 (2.4H, d, J=7Hz), 1.04 (0.6H, d, J=7Hz). 
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(##00 9 ) 

(8 aS) -8-*7-)V-l, 2, 3, 5, 6,7, 8, 8a-t^tFD 

1) (2S) tfDU 
v > 

(2S) - 2- ( 1 -tl)Vtf*r i/3L?-)V) tfD'J> ? > (Tetrahedron 
Lett.40,2891-2894(1999)) 2. 4 3 g (17. Ommol) £v#Dn^>6 
OmlttlU h'JlWS>2. 6 1ml (18. 7mmol) SMT 
«I^Wn'J;^DiJ H2. Olml (18. 7mmo 1 ) «TL, 

B£v?*:^2>T£gim, MEigiBSU «H2©{t£tl4. 4 7 g£$*§£ifttttl 
ibTttfe (JR^^l:S5)o 

iH-$0&St&nSX^ (5 0 0MHz, CDC1 S ) Sppm: 
4.55-4.47 (0.4H, ra), 4.34-4.25 (0.6H, m), 3.76 (2.4H, s), 
3.59-3.42 (4H, m), 3.25-3.16 (0.6H, m), 2.14-1.80 (5H, m), 
1.18 (1.8H, d, J=7Hz), 1.08 (1.2H, d, J=7Hz). 

2) (8 a S) -6-* h^r-stDltf—fr- S-^)V- 1, 2, 3, 5, 
6, 7, 8, 8a-mkHDOH'J?>-5, 7-v:fr> 

i) t#tc (2S) -i-^fjWD-ji,-2- (i -*;p^^e/x^;i-) t£ 

UVP>4. 47g (17. Ommol) Sf h7fcPo75>l 20ml t» 
it, ft^-^iM^/-;^. 13g (25. 5mmol) £Jn*.T&fi 
-C3 0£|Hl*#Lfc«, 1, 8 -3? 7 tf tfv^D [5. 4. 0] -7-^>^-fe 
>3. 81ml (25. 5mmo 1) SJnATEfcll$l81»#L;fc. 

l H-*l«*|X^b^ (5 0 0MHz, CDC1 3 ) <5ppm: 
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3.90 (3H, s), 3.89-3.82 (1H, m), 3.73-3.64 (1H, m), 
3.53-3.32 (2H, m), 2.67-2.52 (2H, m), 2.33-2.25 (0.5H, m), 
2.07-1.96 (1.5H, m), 1.87-1.74 (lH, m), 1.68-1.55 (lH, m), 
1.43 (1.5H, d, J=7Hz), 1.12 (1.5H, d, J=7Hz)» 

3) (8aS) -8-^^)l~l, 2, 3, 5, 6, 7, 8, 8a-^^ 
t KD-r>KU> 5 >-5, 7-V*> 

2) (8aS) -6-^ h + v*Jl/^-;i/-8-^?^-l, 2, 3, 
5, 6, 7, 8, 8 a-*-?*fc Ho-T >K'J5*>- 5, 7-v>*>4. 16g 
(17. Ommol) Si 0 %MtK^^4 0ml fc}§fl?U 110tT3 0^ 

inz.i:T)V%vmzLr£'&, v^uu^^y : -i-y:/a/\v-;i/=4 : 1 

HfSO-ft^^. 6 2g^fi|j|««ilT#fc (JR^9 2%) 6 

^-^a^,*"!^^^ MP (5 0 0MHz, C D C 1 3 ) <5ppm: 
4.03-3.97 (0.3H, m), 3.74-3.41 (2.7H, m), 3.27 (1.4H, e), 
3.26 (0.6H, b), 2.73-2.67 (0.3H, m), 2.38-2.32 (0.7H, m), 
2.30-2.23 (0.7H, m), 2.14-2.01 (1.8H, m), 1.96-1.86 (lH, m), 
1.73-1.63 (1H, m), 1.77 (2.1H, d, J=7Hz), 1.08 (0.9H, d, J=7Hz). 

4) (8aS) -8-*^- 7- ( 1 - M D <J 5?n;W -1, 2, 3, 5, 
8, 8 a-A+lr-t Ko-T>FU P>- 5-*> 

3) Tntz (8 aS) -8-*9\>P-l. 2, 3, 5, 6, 7, 8, 8a-t 
^^fc Ko-T>PU^>- 5, 7-V*>2. 62g (15. 7mmol) £X 
^y-^SOmlll^l, tfnUv>2. 62ml (31. 4mmol) £Jn 

iH-tlM»IX^h^ (5 0 0MHz, C D C 1 3 ) (5 p pm : 
4.52 (1H, s), 3.80-3.65 (2H, m), 3.44-3.34 (lH, m), 
3.33-3.17 (4H, m), 2.61-2.43 (lH, m), 2.02-1.89 (6H, m), 
1.88-1.72 (4H, m), 1.01 (3H, d, J=7Hz). 
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5) (8aS) -8-^;i/-l. 2, 3, 5, 6, 7, 8, 8a-^? 

4) (8 aS) - 8 7 - ( 1 - fcf O U v>~;P) -1, 2, 3, 

5, 8, 8 a-^+J-t Ho<>HU^>-5-^->3. 6 7g (15. 7 mm 
ol) h7kh'D77>50ml fcl»#U fcftmWTfcfrmitVT-V&T 
j|/S->)Al. 7 9g(47. lmmo 1 ) ^^UttLfc. MT-£S£#U 
S^lClN*^{b±h'JOA7KM7. 2 2m 1 SjfJP^fc^, x^y-;i/*fia 

LX%tz OK* 7 0%). 

iH-tl^i|X^^h^ (5 0 0MHz, CDCI3) <5ppm: 
3.36-3.29 (1H, m), 3.18-3.13 (1H, m), 2.72-2.63 (1H, m), 
2.40-2.30 (3H, m), 2.26-2.17 (1H, m), 2.05-1.91 (3H, m), 
1.87-1.78 (1H, m), 1.64-1.55 (2H, m), 1.01 (3H, d, J=7Hz)o 

(&nm 1 0 ) 

(2S, 8 a S) - 2 b*~s- 1, 2, 3, 5, 6, 7, 8, 8a-^ 

1) (2S, 4 S) -4-* b*'s- 1 -^f^TD^Mt^niJ > 
(2S, 4S) -4-^ h^iz-^^OU > m^M4. 40g (2 2. 5 
mmol) $^DD/^>10 0mll:IIL h y x^PTS > 7 . 5 2m 
1 (5 4mmol) £Jn;tT, *#«#T* fi^n^j^ a »J H 2 . 6 6ml 
(2 4. 8mmo 1) £iiSTU |i|i&mT? 1 5 ftfflmWVfc. Mfcgi&T 2 B#|?i] 

it^i)PiTpH^2 tLTz?>7Un*?> :<vya/V-^=4 : 1 <DM& 

m-m&%&m*^>7 h)H$ 0 OMHz, CDC l 8 )fi PPm : 
4.51-4.44 (0.8H, m), 4.36-4.30 (0.2H, m), 4.05-3.97 (1H, m), 
3.78-3.73 (2.6H, m), 3.67-3.52 (2.4H, m), 3.48-3.38 (2H, m), 
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3.35-3.30 (3H, m), 3.14-3.08 (0.8H, m), 3.03 (0.2H, dd, J=16Hz, 9Hz), 
2.83-2.77 (0.2H, m), 2.69 (0.8H, dd, J=16Hz, 9Hz), 2.21-2.12 (3H, m). 

2) (2S, 8aS) -2-/b^>-6-^h^>*Jl'^JI'-l. 2, 
3, 5, 6, 7, 8, 8 a-#**fc-FnK>KU5>>-5,. 7 . 

1) (2S, 4S) -4-^h + y-l-^WD-^^ n 'J> 
5. 83g (22. 5mmo 1) fcx h 5 fc F P7 ^ > 9.0 m 1 fcSfflU 
^-^y-TSyy-JM. 02g (24. 8mmol) ^rlfl iTlIT" 3 0 #fi3 
«#Lfc&, 1, 8-&7W 9 stm [5. 4. 0] -7-£>X"fe>3. 7 1 
ml (24. 8mmo 1) *lll*.THlCll$M!*#L'fc. fifc*«Mffi»*6U 

#j£bT#fc OK* 

iH-#H8«#*X^* WK5 0 OMH z , CD C 1 8 )5 p pm : 
4.02-3.96 (1H, m), 3.90 (3H, s), 3.87-3.79 (lH, m), 
3.78-3.72 (lH, m), 3.55 (1H, dd, J=13Hz, 6Hz), 3.39-3.29 (4H, m), 
2.74 (1H, dd, J=17Hz, 13Hz), 2.59 (1H, dd, J=13Hz, 4Hz), 
2.49-2.42 (1H, m), 1.84-1.77 (1H, m). 

3) (2S, 8aS) -2-*F*->-l, 2, 3, 5, 6, 7, 8, 8a 

2) (2 S, 8 a S) - 2 h^v'- 6 h*^*^*-^- 1 > 
2, 3, 5, 6, 7, 8, 8 a-#**k FP'f >P»J5»-5. 7-3>*>5. 
2 1g (2 2. 5mmol) tl 0X»«*»«5 0mll:|f#U 11CCT 

*j6DAT7;i/*Uttfc^fca» ^DO^> : -fV^n/V-;N4 : ICS 

«BOft^«J3. 3 8gS*«fit*«tl/T#& (W8 2X). 

»H-#JB&#W;*'S# VMS 0 OMHz , CDC 1 s)d P Pm : 
.4.06-3.90 (3H, m), 3.52 (lH, dd, J=12Hz, 5Hz), 3.37-3.28 (5H, m), 
2.73 (1H, dd, J=17Hz, 3Hz), 2.55-2.43 (2H, m), 1.95-1.87 (lH, m)„ 
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4) (2S, 8 aS) -2-^h^->-7- (l-HDU->*-;i/) -l, 2, 
3, 5, 8, 8a-^1rkFD<>FiJy>-5-t> 

3) (2S, 8aS) -2-;*h*i/-l, 2, 3, 5, 6, 7, 8, 
8 a-^^k KD-f >FUi?>- 5, 7-v':t>3. 38g (18. 4mmo 
1) ^;-j|/3 4mn;i»t, k°P>J^>3. 0 7ml (3 6. 8mmo 
1) £*Q*TgST3 0#MMbfc^> M*irXjitl©troU^>$MiE© 

£U mm<Dik&® 4 . 2 6g§ilfiMI)tUTtfc (W9 8%). 

iH-$n&^H;i>§X^ h;K5 0 OMHz, CDC 1 3 )<5 P pm : 
4.60 (1H, s), 4.05-3.96 (1H, m), 3.77-3.65 (2H, m), 
3.57 (1H, dd, J=12Hz, 5Hz), 3.34 (3H, s), 3.33-3.16 (4H, m), 
2.87 (1H, dd, J=16Hz, 5Hz), 2.50-2.37 (2H, m), 2.02-1.83 (4H, m), 
1.80-1.70 (1H, m). 

5) (2S, 8aS) -2-*h*->-l, 2, 3, 5, 6, 7, 8, 8a 

4) T*§7!t (2 S, 8 aS) -2-^ h*^-7- ( 1 - fcf n >J ?~)l<) -1, 
2, 3, 5, 8, 8 a-AWtFn^>H'ji?>- 5-tf>4. 2 6 g (18. 
lmmol) 5fh7kFn77>50mli:||l 1 fc%sm.&TlZ7mteV?- 

y&jfr 5.-$&2. log (s smmo i) *mz.rco mm.-vsmmmwL, 

M^(ClN*^t^-hU^A7jcM8. 4 Oml *&Mm< M&tz'&, X^V 

7F^77^- (^;Wx^;P) {C#tT^IB0^^1. 6 0g5aHfi 
«!|i:bT#& (JR^5 1%). 

iH-^^i"i^^^ h;K5 00 MHz, CDCl 3 )<5ppm: 
3.96-3.90 (1H, m), 3.35-3.21 (2H, m), 3.32 (3H, s), 
2.75-2.65 (1H, m), 2.55-2.17 (5H, m), 1.63-1.53 (2H, m), 
1.32-1.20 (1H, m)o 

(##0!l 1 1 ) 

(8aS) -2-/f , J7>-l, 2, 3, 5, 6, 7, 8, 8a-*^k 
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1) (S) - 1 -«.>&fr**ri'1})l#~J\'- 2-->7 / 4- 
##$8-1) "C#fc (S) -1-^>vW'>*M-*-4-/? , Jt 

■tbxntc (JR^6 1%). 

iH-ilMX^ W (4 0 0MHz, CDC1 3 ) <5ppm: . 
7.42-7.30 (5H, m), 5.20-5.02 (4H, m), 4.36-4.27 (lH, m), 
4.22-3.93 (2H, m), 2.92 (1H, dd, J=16Hz, 9Hz), 2.80-2.38 (3H, m)« 

2) (S) -1- (t-^h*^;^-^) 

1) T#7c (S) - i-^>V)\,**i'il)V#~)V-2- :: s7 J 

^y\> □ ij 7 . 00g (27. 3mmol) Sl^y-JH 0 0ml 

;PTife#bfc^ zkSK3?:**tf>5 0ml *in*..&. :«Sl:F'Jx^7 
5>£inAT4>;&lU HfcbU X?JK? > 3 . 8 0ml (27 . 3mmol) 
Sin^fc^, ¥-t ~>**-*^"H8. 9 5g (4 1. Ommol) 

pth^7^- (M ; Mx^J!/ : ^^>1 : 3) fctf-UTWB©flS'&» 
3. 4 0gSi6Wittt#fe (W4 6%). 

'H-*i«*»X^h^ (4 0 0MHz, CDC1 3 ) 6ppm: 
5.01 (2H, br.s), 4.43-4.21 (lH, m), 4.12 (2H, dd, J=14Hz, 7Hz), 
4.08-3.90 (1H, m), 3.84 (1H, dd, J=15Hz, 2Hz), 2.88-2.55 (2H, m), 
2.41-2.29 (2H, m), 1.49 (9H, s), 1.30-1.18 (3H, m)o 

2) T?mtc (S) -1- (t-^h*">*^#-;U) - 4-^f'JT>* ; £7* 
DU> jl^)Ix.7sT)VZ. 40g (12. 6mmol) &X*y — ^3 5ml 
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fc**U lN7K*fl:^hU^A7K»*l 8. 9ml (18. 9mmol) £in 

8lt*^DD^^>3 0ml(:»iU h'J7MDii9. 7ml (12 6 
mmo 1) §in*TMT2l$IBHJl#L&&, MJE^ISbT, «BB0fc£4&3. 
0 8g*efi»*tl/T#it (W9 6%)„ 

^-Ml^^hJl/ (4 0 0MHz, C D C 1 3 ) <5ppm: 
5.22-5.12 (2H, m), 4.03-3.88 (2H, m), 
3.80-3.30 (3H, m), 2.91-2.79 (2H, m). 

4) (8aS) -2-^fUT>-l, 2, 3, 5, 6, 7, 8, 8a,-* 
£*fc Kn-f >f*U 7-#> 

(2S, 4 S) -4-* h + ^tyn U > 4MMfc©ft:b D 3 ) (S) 
-4-^g 1 Ux>^*^'nij > MJ7;i/*nB»ift*fflv»T»#*Wi o-ih 

10-2), 10-3), 1 0-4) Rtfl 0-5) tm%<DRl&*m%fiU\<\ 

'H-iTOiX^^h^ (4 0 0MHz, C D C 1 3 ) 6 p pm : 
4.97 (1H, br.s), 4.94 (lH, br.s), 3.72 (lH, d, J=13Hz), 
3.34-3.25 (1H, m), 3.00-2.91 (lH, m), 2.70-2.20 (8H, m). 

(###| 1 2 ) 

(2S, 8aS) -2-*?)),?*-l, 2, 3, 5, 6, 7, 8, 8a-t 

1) (2S, 4 R) - 1 -^>j;m^;p#-^- 2 - k HO+J/^? 
;i/-4- (p- b;px>x;u*n;i/;t*-» t!nu^> 

a) (2S, 4R) -l-'i>V)l**i/%)V#-)\,-4-k Fn^S^nU 
> ^f;^f;i/7 7. 7 0 g (24 5mmol) $^OD^^>6 0 0m 
lfcfctfU HUXW5>3 7. 5ml (2 7 0mmol), p- h^X>7, 
;P*-;Pi7PU H49. 04g (25 7 mmo 1) mSA -P^^-)V7^ J tf'J 
>?>2. 9 9g (2 4. 5mmol) ©HfcftlA., IlT-SI#lfe. 
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- : I«X^=1 : 1) \ZttLT (2S, 4R) -l-^> 

> J ;i/^-+v*^^-;i/-4- (p- h;ux>^;i/*-;p**s/) :/du> 
HXfJH0 6. 18g.*«fii*«ltl/T#fc. 

b) a) T#fc (2 S , 4R) - 1 -*>i?)V* 4 - (p- 
h;PX>7.;i/5tvn;i/^-^-» 7 P DU> ^*«f*10 6. 18g(245 
mmol) ##«5-l) iH*fcUT*7GU ©IBOlb^l 0 4 . 9 8 

2) (2S, 4S) -i-^>y;p^-*^*ji/^-;i/-2- (t-^^s? 

a) 1) (2S, 4R) - 1 2 - h H □ 

^v^^-4- (p- h;i/x>^;i/*-;i/^^<>) tfD«j^>i 0 4. 9 8 g 

(2 4 5mmol) $^DD^^>6 1 OmltilU h'JlfJl'75>3 
7. 4ml (2 6 9mmoI), t -^^f^>iJJ^nU F 3 8. 7 6 g 
(2 5 7mmo 1) ft.X*4- i J*?-)V75.J KU5»2. 99g (24. 5mm 

0 l) ©HfcioiU iST-tjS#lfc. M^S«EilSltTi$i:gfii! 

^=1:1) l:#lT (2 S, 4R) - 1 -1>&fr**i'tM,tf=LJI,- 2 - ( t 
-y^J^pWl/->'J *?-)V-4 - (p- h)l/X>X^x;P^'» 

tfDU^>l 1 9. 3 4 g**tfe«|«*tUT#fc , (JR*94X). 

b) a) T#£ (2S, 4R) - 1 —*>i?n,* 2 - ( t - 
79-JU?* l ?n>i'VJU**is) 4- ( p - Ml^x>x;i,jfrx;M-*-» 
£DUS?>1 2 7. 1 7 g (2 4 5mmo 1) Jy^^JW^y^ F2 4 5m 

1 f«|g*U'7A2 9. 3 4 g (2 5 7mmo 1 ) 6 OX: 

ti. 5^raa^bfc. Mic*T?&3ja, asiwATRRxg^Tjiiimu 
m<Dft,e>m 9 1 . 6 7 g lt#& or* 8 8%). 
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3) (2S, 4S) -l-s<>i>)V**z/t>)Vi£-)\,-2- (t-^^)lP 
* is 'J )V**r is) *=?)V-4~* ?-)Vttr tf D U v y 

2) Tf#fc (2S, 4S) -l-*>VJ\,***/i3fr'&-fr-2- 

*?f\,- 4-7±5-)V?*Vuyy>3 5. 2 6 g (8 
3. 2mmol) $^^/-JH 6 6m 1 l;|»U 3$te*?JU6. 2 2ml 
(99. 9mmo 1 ) £iDx.fc^, OtT 2 8 %:h h U h*is J 
-;HSai4 9ml (4 1. 6mmol) ^flD*., |W|MST 1 &IIWjS2#Lfc. g 

(»Jt;A*t>:BRlf;|/=9 : 1) fctfUT, *IB©fl:£fc3 0. 

4) (2S, 4S) - l-^>m+^M^-2-kh'D^^? 
)V- 4 - * 5-}V5-* tT O U v > 

3) (2S, 4S) - 1 -*>V)V* *z/*)\,i£-)\,- 2 - (t-^ 
^^^l/S^M***/) *9-JU-4-*7A,f-*}£uVi»3 0. 74 g (7 
7. 7mmol) $fh7kHD77>15 5mlfci)!?U lMf 
7>t=!)A7WJ F/fh7k FD77>#«8 5. 5ml (8 5. 5mm 
ol) SiO*TMT?--*il#Ufc. EJ6ffl£**«J£»||LT3»aEfc»»x^ 

M^->'J*m7A^D7hi/77^ (#j£; A+i7->:^i?X5 1 ;U=l : 
1) i:#l/T, «IB©^#J2 1. 8 7 g&mM&tflVtVltLT&tt (JR* : £ 

5) (2s, 4s) -l-^yvfrtts/ftfriS-fr-z-i/y ; *?)V- 

4-*=?)1=5-*\iuW> 
4) (2S, 4S) - 1 - W**/*^^- 2 - k Kn^J/ 

2 %)„ 

6) (2S, 4S) -4-^Wt*t7PU> S£& 



WO 03/015781 



435 



PCT/JP02/08276 



__5) (2S, 4S) ~ 2 - is7 J 

iP-4-^mtfOiJi?>7/43g (25. 6mmol) 

7ml£jjn*, 8 0tT-M^lfc. Effigy* £«JE»I»U ^S^Mx 

fc&m 5 . 3 9 g Sttfitttttt & lx#& (IR^ : Stfift). 

7) (2S, 8aS) 2, 3, 5, 6, 7, 8, 8 

(2 S, 4 S) -4 h + i/^ynU > itl(Dftj3DI:6) (2 
S, 4S) -4-/Wmyn'j> J£lfcifi*ffiV>T, ##^910-1), 
10-2). 10-3), 1 0-4) 2fc«l 0-5) tH«OS**«JfcfT&V», 
*EOflS'&«*J|fi«|jR*tbT#*: (JR*3 7%). 

»H-««ft*i»X^^ (4 0 0MHz, C D C 1 3 ) 5 p pm : 
3.32-3.23 (2H, m), 3.17 (1H, dd, J=10Hz, 2Hz), 2.72-2.59 (2H, m), 

2.51- 2.40 (2H, m), 2.37-2.31 (4H, m), 2.15 (3H, s), 1.52-1.45 (lH, m). 

(&mm 1 3 ) 

(2S, 8aS) -2-X^^-l, 2, 3, 5, 6, 7, 8, 8a-* 

3£fc^;U©ftfc>OK3^tX^;W£m>T,##0»Jl 2-3), 1 2-4), 
12-5), 12-6) Rtfl 2-7) t ra«OS«*0^fT&V>, HfBCDfc&tl 

'H-*!^*^^ (4 0 0MHz, C D C 1 3 ) 5 p pm : 
3.36-3.28 (2H, m), 3.16 (1H, dd, J=10Hz, 2Hz), 2.74-2.57 (4H, m), 

2.52- 2.41 (2H, m), 2.38-2.27 (4H, m), 1.53-1.46 (lH, m), 
1.28 (3H, t, J=7Hz). 

(###114) 

(2S, 8aS) - 2 -7?)V?*-l, 2, 3, 5, 6, 7, 8, 8a-* 

3*fc*^©ftt>DfcAfc:/3^1,S/l^T\ ##^12-3), 12-4), 
12-5), 12-6) Rtf 1 2-7) t I^I^OS^^Ji^ff & gGCDfrg-ft 
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(##09 1 5 ) 

(2S, 8aS) -2-*?)\,7.)V*-)\,-l, 2, 3, 5, 6, 7, 8, 8 

##0U 2T»fc (2S. 8aS)-2-^Wt-i, 2, 3, 5, 6, 
7, 8, 8a-t^hHD<>Fijj;>- 7 -t>i. 14g (6 . x 5mm 
o 1) £**y-;H 5ml»|l, 2NKI4, 6ml (9. 2 3mm o 1) 
£*>^x>&±hUSA-*fn^i Olmg (0. 3 lmmo 1) <D7k®& 
3ml ZUQ^ 5 5^T3 0%iI|8Hb7jc*7jci. 3 5ml (12. 3mmol) 
£MTL£. ifiltl^b, «SfnMi?*m^NU^A*^3 0ml £ 

''#tT, m®<Dit$y>)9 4 5mg$^fefE&^<hLT#7t 0K*7 1X). 

l H-^^*BB7.^^ (4 0 0MHz, CDC 1 3 ) <5 p pm : 
3.62-3.55 (2H, m), 3.63-3.32 (1H, m), 2.93 (3H, s), 2.69-2.56 (3H, m), 
2.52-2.43 (2H, m), 2.41-2.33 (3H, m), 2.02-1.94(lH, m). 

(##0!l 1 6 ) 

6-^hfOi,^ny D A->- [(8aS) -1/2, 3, 5, 6, 7, 8, 8a 
-*>7*h HD-T >KUS?>] -7-*> 

1) l-xh + ^;^- ;l ,-i_ [(s) -2-xh*eo!7;^-,M^;i,t! 
DU^>- 1 --f ;p] ^^^^□7'D/1> 

(S) - l -^>^;p^^^*;^x;^*qE^ou > i?mfJH2. 
7 4g(4 3. 7mmol) *i^;-;P2 0 0ml t*)»U 1 0%/^^2 
A/ft* 4. 2 5 g*lPAT**»BB»TTMT2I^Mi|«sL&. 

Tl-Xh^>M^-l-^5;^D/D;'(>6. 84g (48. 1 
mmo D**J*T0'CTl^lBI!*#a,S/7y hUkJ«D*<>tt^hu^ A1 . 
92g (3 0. 6mmol) £Jn*&. IlT2BfWU *3 0 0ml£;&D 
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X?)V=7 : 3) C#lT, «E©fl3-&*3. 0 7g«feiffttLT#f; 
(JR*2 5%). 

'H-gsI^I^^ fjl. (400MHz, C D C 1 3 ) <5 p pm : 
4.21-4.07 (4H, m), 3.24 (1H, d, J=13Hz), 3.22-3.12 (lH, m), 
2.82-2.68 (2H, m), 2.28-2.13 (3H, m), 2.03-1.90 (1H, m), 
1.82-1.64 (2H, m), 1.56-1.45 (1H, m), 1.36-1.21 (7H, m), 
1.12-1.03 (1H, m), 0.84-0.70 (2H, m). 

2) 6-Xtfn«>^o^D/1>-[(8 a S)- 8 -Zh^->*J^^- 1, 
2, 3, 5, 6, 7, 8, 8a-t^^tHD^>nje;>] _ 7 _^- > 

5 5K**fls:J-MJ£A5 18mg (11. 9mmol) * WPx>2 0ml 

bfc. fij&ttfcl) T?#&1 -Xh + y*M-A- 1 - [(S) 

#;p#=/M^Kny5?>-i---r;w ;>WJ/^ D;/nm>3 . 06g (i 
0. 8mmo 1 ) ZtiUtLT 1 0 ^WlP*HR«bfc. 0TCfc?fr3J«, 
in*.T@^x^-eSffiU **«i7^*5/^T(£«LT 

**/-;P=9 : 1) fc#UT*BB©fc£tt2. 0 2 g^ifii^iUffc 
OK* 7 9%). 

^-tWHW***** (4 0 0MHz, CDC1 3 ) 5ppm: 
4.31-4.15 (2H, m), 3.32 (1H, d, J=llHz), 3.15 (1H, td, J=9Hz, 3Hz), 
2.92-2.82 (2H, m), 2.67 (1H, d, J=UHz), 2.29 (lH, q, J=9Hz), 
2.12-1.80 (3H, m), 1.711.55 (2H, m), 1.29 (3H, t, J=7Hz), 
1.09-1.02 (lH, m), 0.99-0.92 (1H, m), 0.69-0.62 (lH, m). 

3) 6-7KD^nyn/0- [(8aS) -1, 2, 3, 5, 6, 7\ 
8, 8 a-^-^^fc KD-f >J*.US?>] -7-*> 

2) T?#fc6-^tfOy^a^DA>- [(8 aS) -S-Ih + ^H-* 
-1. 2, 3, 5, 6, 7, 8, 8a-^^tKD^>pij5?>] -7-*> 
50mg (0. 21mmol) ^y-JHmlfcMU lN*iftth'J 
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1 Omg^M^a^ibT#fc OK$2 9%) 0 
^-Wi&%&i%7,^>7 (4 0 0MHz, CDC 1 3 ) 5 p pm : 
3.17 (1H, td, J=9Hz, 3Hz), 2.76 (lH, d, J=12Hz), 2.69 (lH, d, J=12Hz), 
2.67 (1H, dd, J=16Hz, 3Hz), 2.56-2.44 (lH, m), 
2.34 (1H, dd, J=16Hz, 12Hz), 2.30-2.18 (lH, m), 2.12-1.93 (2H, m), 
1.90-1.78 (1H, m), 1.64-1.50 (2H, m), 1.08-1.00 (lH, m), 
0.96-0.88 (1H, m), 0.67-0.58 (lH, m)„ 
1 7 ) 

(8aS) -2, 2-^^-1, 2, 3, 5, 6, 7, 8, 8a-*** 
fc HD-f>H'J>'>-7-*> 
1) (S) - 1 -1>i?)l**i,jj )),$-)],- 4, 4-v^^^-2-fcF 

7jc^b7;P5-^AU^*A2 5. 7 2 g (6 7 8mmo 1) $rh 7 kHn 
7f7>5 0 OmlfclSU *&fig#T, (S) -4, 4 -y/^- 2 -tHn 
^^^-5-^ytfOU^> 3 2. 3 5 g (2 2 6mmo 1) ®rh 7 k 
Kn79>^3 0 0ml^875Ml 7tt?2 om^rOifTLfc. 7IW® 

O'CKftSPU 4%7j<iH^MJ'7A7jc^i o 3ml 
<*HA> W^£d£L£o o^^MJE^LT^$^/7np^*> 5 0 Om 
lte»*U h'JxW5>4 0. 9 4ml (2 9 4mmol) ftJn*fc«, 
*#«#T, ^>^W^Mr;^ D ij K38. 71ml (271mmo 
1) *m*TR»j*Tril*|««*U HCSlTlW^ift, 

ia«iK»7K*^ h u * A**tt*jo ats?* □ o * $ >nmm u 

DV ^ 57 ^ ^i:^ir>:iSx^=l : i) 
^4 3. 9 7 g%m&®tt®tVTnit OK* 7 4*). 

1 H-&a&&'»;WMI/ (4 0 0MHz, C D C 1 3 ) 6 p pm : 
7.42-7.29 (5H, m), 5.20-5.10 (2H, m), 4.89 (lH, dd, J=9Hz, 3Hz), 
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4.14-4.05 (1H, m), 3.73-3.59 (2H, m), 3.41 (1H, d, J=llHz), 
3.06 (1H, d, J=llHz), 1.80 (1H, ddd, J=13Hz, 7Hz, 1Hz), 
1.33 (1H, dd, J=12Hz, 10Hz), 1.08 (3H, s), 1.02 (3H, s). 

2) (8aS) -2, 2, .3, 5, 6, 7, 8, 8 a- 

(2S, 4S) - 1 -^>^t+vA W-JP- 2 - t Fn^y^^l/- 4 

-^WtifDUyXD^oi;, i) nmtz (s) - i -*>i?)Vir*ci't} 

mi 2 - 5 ) . i2-6) a« 12-7) tmmoKfozm&fitzK, mz<D{t& 
^^&m^mtvxmtc (ik^36%) 0 

^-il^^^^h^ (4 0 0MHz, C D C 1 3 ) <5ppm: 
3.26-3.19 (1H, m), 2.89 (1H, d, J=9Hz), 2.68-2.57 (1H, m), 
2.49-2.25 (5H, m), 2.07 (1H, d, J=9Hz), 1.73 (1H, dd, J=12Hz, 6Hz), 
1.40 (1H, dd, 12Hz, 10Hz), 1.20 (3H, s), 1.07 (3H, s). 

(##M 1 8 ) 

(±) -2-*fcfDv^a^>*>- 1, 2, 3, 5, 6, 7, 8, 8a-* 

yyntf;P75>2 2. 00ml (15 7mmol) Sf h7kKD75 
>5 0 0mll:iil ) )|cftTl:i. 57M n - T^l/ U ^7 £//\^1*>ig 
$10 Oml (15 7mmol) WL« 0#-|BJ!!#Lfc. KJfr^ 

»*K?-f7-fX-:r-feh>8fc£U ~>£p^>*>;*j;P#x HJ;H 4. 8 
9ml (14 3mmol) SJTFLT> -7 8tTl 5^j|#Lfcg, A*tJ" 
^^^*>175 P 2 7. 31ml ( 1 5 7 mm o 1 ) ®x t> 7 h h* o 7 7 
>ii5 0ml$iTU> 3 0 #&£N£, 7*Dt 71r h7^rt H 3? 

X^;P7-fe*-Jl/2 3. 6 2ml (15 7mmo l) £ii8TU 
W«#U HteMT2 OI^IBHl^Ufc. Kffc«fc*;Jc*;!)DATIMftX5 : -;i'Tilll 

•>iJ*m7A^D?h^7^- (mm: :p^X5 1 ;i/=l 9 : 1) 
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fcttl/T, *B©ft^«2 3. 9 2 g$ifiM«5tLT#fc 0K*7 9X). 

'H-M^PIX^^ (4 0 0MHz, CDC 1 3 ) 5 p pm : 
4.75 (1H, t, J=5Hz), 3.76-3.66 (2H, m), 3.61-3.52 (2H, m), 
2.22-2.13 (2H, m), 1.93 (2H, d, J=5Hz), 1.91-1.63 (6H, m), 
1.23 (6H, t, J=7Hz)c 

2) 1 -75;^^- 1 -*)l^)V*?-)\,z/>7U^y*?> VXT-frTt 

&mk7)]s3.-V&V?V& 12. 33g (3 2 5mmol) *fh7kPo 
77>4 6 0mll:IIU *#ft#T, mmWt8. 6 6ml (1 6 2mmo 1 ) 
£1 0»H^ftT»TL&. OWimmmWL, DTifcl-yjy-l- 
*)V5.)V*?-)],*/>7U*>9> *J3L?)V7±*>-)\,2 2. 8 8 g (10 8mm 
o 1) *^*f3lD*., MT2Wf|WJJ|«iLfc. EJfc**m*0 , Cfc?MilU 4% 
*»flS^-hU^A***4 9. 3m 1 tn*T*»4&*aSU 
«ffiil/T,*ECMl 8. 6 9 &Z&.n&tilikVBt LT#fcOK$8 0 %) 

^-M^Wf*^ (4 0 0MHz, CDC 1 3 ) fippm: 
4.51 (1H, t, J=5Hz), 3.70-3.60 (2H, m), 3.54-3.41 (2H, m), 
2.50 (2H, s), 1.70 (2H, d, J=5Hz), 1.69-1.34 (10H, m), 
1.21 (6H, t, J=7Hz)„ 

3) (±) -2-XKD^D^>- l, 2, 3, 5, 6, 7, 8, 8 

7t?-)ll8. 6 8 (8 6. 7mmol) $i?ifM-f;M 0 Om 1 « 
*U *»jft»T, ^<5 i ;Hfn;i/^h>8. 6 7ml (104mmol) SJn*. 
TMT?2 4WfM*#|ibfctfe, 3NlS2 0 0mlTiffll&. *1$10 0"C 

X^;p=9 : l) t#LT, *E!Oft^*5. 7 5 g Zm&®Vt®£ LT#fc (4X 
^3 4*0. 
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'H-mmn&mzH? b))/ (4 0 0MHz, CDC1 s ) dppm: 
3.27-3.21 (1H, m), 3.03 (1H, d, J=9Hz), 2.69-2.59 (1H, m), 
2.47 (1H, dt, J=13Hz, 2Hz), 2.42-2.26 (4H, m), 2.19 (1H, d, J=9Hz), 
1.86 (1H, dd, J=12Hz, 5Hz), 1.80-1.46 (9H, m). 
1 9 ) 

(8aS) - 2-^^-3, 5, 6, 7, 8, 8 a-A+fk Ho-f >Hmj 

1) (s) - 2 - *j^y^^-4-^f;p- 3-trnu > mm 

MAll-l) T°®tz (S) -l-*>i?)\,t*i'%)l'tf=.)l>-2->'7; 
*?)),-4-*?V7 : >\Znyy>2 4. 00g (93. 6mmol)l:i%K 
15 0ml £JP;i, 8 01DT-S»LfciM«bfc o ®mmWLX?)UZ 
iP*T#$£U 7k/l£MJE@*gLT> ^iB<ZHb£f& 1 6 . 6 0g^afit*ib 
T#fe (JR^ : £gtfj). 

'H-M^n^T.^^ h;i/ (4 0 0 MHz, DMSO-d,) «ppm: 

5.47- 5.40 (1H, m), 4.60-4.47 (1H, m), 4.15-3.75 (2H, m), 
3.60-3.35 (2H, m), 1.74 (3H, m). 

2) (8aS) -2-*^)V-Z, 5, 6, 7, 8, 8 a-^irhHD-f 
>HU> ? >-7-^-> 

(2S, 4S) -4-/h^y^^DU> MitOftfc) 0 \Z 1 ) Tftfc ( S ) 

10-1), 10-2), 10-3), 10-4)R«10-5) tmm<DR^m 

^-M^&HtX^ h)V (4 0 0MHz, CDC 1 3 ) <5 p pm : 
5.44-5.38 (1H, m), 3.75-3.67 (1H, m), 3.58 (1H, dd, J=13Hz, 3Hz), 

3.48- 3.39 (1H, m), 3.30-3.21 (lH, m), 3.01-2.92 (1H, m), 
2.63-2.49 (2H, m), 2.45-2.35 (2H, m), 1.79 (3H, s). 

(##0>J 2 0 ) 

(2R, 8aS) -2-l^>-i, 2, 3, 5, 6, 7, 8, 8a-^^7 
^ fc H O-f > K U J?>- 7 -^-> 
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(2S, 4R) - 1 ~'<>i?)U*3r~>*)],#-)l,-4-* h^ny ><Dft 
t>*)\Z (2S, 4R) - 1 - ^>m+^M-*- 4 - I h^'>^D tj > 

*m^x, ##m-i>, 1-2) Rafi-3) tmmvKi&zM&m^K m 

'H-iH^^^h^ (4 0 0MHz, CDC 1 3 ) fippm: 
4.21-4.13 (1H, m), 3.60-3.38 (3H, m), 3.28 (1H, dd, J=llHz, 7Hz), 
2.66-2.20 (7H, m), 1.99 (lH, dd, J=13Hz, 6Hz), 1.82-1.70 (lH, m), 
1.20 (3H, t, J=7Hz)o 

(##0IJ 2 1 ) 

(8aS) -2, 2-7aVU>V**is-l, 2, 3, 5, 6, 7, 8, 8 
a-*?* t Fn-f >FU yy- 7 -^-> 

(s) - 1 -^yyivt^i/tuvtf-fr- a, 4-x^i/>v f ^+->ynij > 
^^;pxx^;Kof^t»D(c (s) - 1 -^^^v^;^-^- 4, 4-y 

Ptri/>i?^+^^DU> ^?;|/X7fJ^ffltiT, ##^7- 1), 7-2) 
&tf7-3) £^#0S^£flg&fT&t^ ^fB 0ft £tl £LT#£ 
(« 1 6 %). 

'H-illft^^h;!/ (4 0 0MHz, CDC 1 3 ) <5ppm: 
4.00-3.82 (4H, m), 3.51 (lH, d, J=10Hz), 3.33-3.25 (lH, m), 
2.74-2.62 (1H, m), 2.57-2.48 (2H, m), 2.43-2.31 (5H, m), 
1.86-1.62 (2H, m), 1.82 (lH, dd, J=13Hz, 10Hz). 
2 2)- 

(8aS) -2, 2- (2', 2' -V^^-tuM k>^^^-» -l, 2, 
3, 5, 6, 7, 8, 8a-^^hHo<>KiJ^>-7-^> 

(S) - 1 -^>^:**>/#;^-;l,-4, 4-X^l/>>?^^^y n ij > 
^^;H^fMftbDC(S)- 1 -^>^J^^-^jj)U^-JV-4, 4 -(2 *, 
2' -^^^^Dtfk>^^^» yp.j> ^jn^f^e^T, ## 

m-ix 7-2)rtjc7-3) tmrnvsufczmfrft^K mm<Dfc&%i*$i 
n&Bmtvxmc (iR^i 9%). 

x H-TO^iiix^i7 (4 0 0MHz, CDC1 3 ) 5ppm: 
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3.57-3.4.1 (5H, m), 3.31-3.24 (lH, m), 2.73-2.62 (lH, m), 
2.57-2.46 (2H, m), 2.42-2.31 (5H, m), 1.82 (lH, dd, J=13Hz, 10Hz), 
1.00 (3H, s), 0.96 (3H, a). 

(###!( 2 3) . . . 

(2S, 8aS) - 2-7x;^>-l, 2, 3, 5, 6, 7, 8, 8a-t 

1) (2S, 4 S) - 1 -^>^m^H^-4-7z^->*t 

(2S, 4R) -1 -^>i?;i/^^'>^;i/^^;P-4-kVtD^r->7)s^7 p DU 
> ^>yjHXTiH8. 29g (49. 5 mm o 1 ) £x b 7 k H D 7 7 > 
SOOmltldl, 7x/-;i/6. 53ml (74. 3 mm o 1 ) thU7x 
> 1 9. 48g (7 4. 3mmo 1) $jQiT, CCK^Lfe. 
HmmT, m&~f, VXf-)V7Vi?%)]stf*i/]/-b (DEAD) 11. 6 9m 
1 (7 4. 3mmo 1 ) §STt, ^"C-^^Urc. frfcMGWZM&Mffi 

= 3:1 {C#LT^IB(Dft^l 1. 1 4g*lM«i|tLTifc(W5 1 %). 

'n-mM^&mZ^? b)l> (4 0 0MHz, CDCI3) 5ppm: 
7.40-7.21 (12H, m), 6.97 (lH, t, J=7Hz), 6.84 (2H, d, J=8Hz), 
5.21-4.99 (4H, m), 4.93-4.83 (lH, m), 4.48-4.38 (lH, m), 
3.84-3.68 (2H, m), 3.24-3.15 (0.6H, m), 3.04-2.95 (0.4H, m), 
2.92-2.76 (1H, m), 2.39-2.30 (lH, m), 2.26-2.17 (lH, m). 

2) (2S, 4S) -4-7xy=¥->*qE7 , OU> I|£ 

1) Tfffc (2S, 4S) -l-^>W^M-JH4-7i/^y 
*^ni]> ^>yjHXf;Hl. 09g (24. 9mmol) Ifh^k 
Kn77>2 2 0mllli§il < 2 0 -77A/^^ 2 . 2 2g£UQ 

^6. 8 5ml (2 7. 4mmol) £*Q*TDiiU o^$^JE^iHlbT^IB 
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©fc-&«6. 3 9g**»6»*ilTj|*: (Mi^SW). 

l H-««g**^^h^ (4 0 0MHz, DMSO-d 6 ) <5 p p m : 
12.70 (1H, br.s), 7.33 (2H, dd, J=8Hz, 7Hz), 6.99 (1H, t, J=7Hz), 
6.96 (2H, d, J=8Hz), 5.16-5.09 (1H, m), 3.98-3.87 (1H, m), 
3.50 (1H, dd, J=13Hz f 5Hz), 3.42-3.28 (2H, m), 
2.89 (1H, dd, J=18Hz, 8Hz), 2.80 (1H, dd, J=18Hz, 6Hz), 
2.64-2.54 (1H, m), 1.91-1.81 (1H, m). 

3) (2S, 8aS) -2-71/^-1, 2, 3, 5, 6, 7, 8, 8 

(2 S, ,4S) -4-* h*->**ynU> «MH*©fttoDfc2> T#£ (2 
S, 4S) -4-7i/+myniJ> V>T, ##0ijl 0 - 1), 

10-2), 10-3), 10-4) W10-5) fcP&«©Ej&S*&fTfcH> 
&i3©ft£%fc^*Sfi$&:fc£LT#fc (W2 5%) 0 

1 H-»«a*»WHK4 0 0MHz, CDCI3) 6ppm: 
7.28 (2H, dd, J=8Hz, 7Hz), 6.95 (1H, t, J=7Hz), 6.87 (2H, d, J=8Hz), 
4.90-4.82 (1H, m), 3.40 (1H, d, J=llHz), 3.39-3.32 (1H, m), 
2.80-2.68 (1H, m), 2.67-2.27 (7H, m), 1.86-1.74 (1H, m). 

(##09 2 4) 

(8aS) -2-X^U^>-l, 2, 3, 5, 6, 7, 8, 8a-t^k 
*-^7A^D5 KftfflV»T##«8-l) fcH«©E£*frfc<r», #5tlfc (S) 

- 1 - ^>m*^M-;v-4-i5 1 'jf>7'nu> ^fjuxf;^ 

/HV>T, IMMU l-l), 11-2), 1 1-3) ROtl 1-4) tHm<DRfo 

tmxftttto* mvz<D{kHr®mmfti®)tLT®tt ok* 9*). 

iH-M^R|X^^ h;P (4 0 OMHz, CDCI3) 5ppm: 
5.45-5.30 (1H, m), 3.78 (0.5H, d, J=3Hz), 3.64 (0.5H, d, J=3Hz), 
3.37-3.28 (1H, m), 2.94-2.85 (1H, m), 2.69-2.09 (8H, m), 
1.68-1.61 (3H, m). 
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(#%#J2 5) 

(8 aS) -2 -^PhfUx>- 1, 2, 3, 5, 6, 7, 8, 8a-t^^ 
t Ha<> KU5?>- 7 -^"> 

**-£A:/n5 F£JS^T###I8- l-)iH«OR«*ffftt^#6*lfc(S) 

£JBV>T, #^0J 11-1), 11-2), 11-3) Rtfl 1-4) tHUSO^ 

»H-WHft*l^h* (4 0 0MHz, CD C 1 3 ) 5 p pro : 
5.37-5.25 (1H, m), 3.78 (0.5H, d, J=3Hz), 3.62 (0.5H, d, J=3Hz), 
3.36-3.28 (1H, m), 2.94-2.85 (lH, m), 2.69-2.10 (8H, m), 
2.04-1.91 (2H, m), 1.01-0.92 (3H, m)o 
2 6) 

(8aS) -2-^>^'Jt>-1, 2, 3, 5, 6, 7, 8, 8a-t^^ 
tHD-f > F U v>- 7 

X^-!7A7*D5PO UT#^#8 -1 .).£ R|*0JEJ6«fT .fc^,.*§ 6 tt&< S ) 
- 1 -'<>i?)U**i't))l$-)]'-4-^>i?Vy i >7u U > ^;i/X* 
S/BV>T, 1-1), 1 1-2), 1 1-3) Rtfl 1-4) i:K«©R 

»H-Si^"lX^ (4 0 0MHz, C D C 1 3 ) <5ppm: 
7.41-7.26 (4H, m), 7.21-7.15 (lH, m), 6.39-6.32 (lH, m), 
4.70-4.02 (1H, m), 3.89-3.72 (1H, m), 3.40-3.35 (lH, m), 
3.26-3.10 (1H, m), 2.98-2.78 (lH, m), 2.75-2.38 (5H, m), 
2.11-1.84 (1H, m). 

2 7) 

(2S, 8aS) -2-X^-l, 2, 3, 5, 6, 7, 8, 8a-t^^ 
kFtK > 7 -:*> 

(S) -l-^>yW>'*M-;^4-^fUf>7n | J> 
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XxJKDftfcOK: (S) -l-^>>?Mir'>*Jl/^-4-xfij7>ya 
U> /f^X7f^§ffi^T, ###98-2), 8-3), 8-4), 8 - 5 ) & 
8-6) tl^«OS^^Ji^ff^V^«E©^^^^fiJft^^i:tT#fc (JR 
$10%). 

iH-M^&niX^ MP (4 0 0MHz, CDC1 3 ) (5ppm: 

3.28- 3.23 (1H, m), 2.87 (lH, d, J=9Hz), 2.67-2.58 (1H, m), 
2.56-2.40 (2H, m), 2.32-2.26 (4H, m), 2.13-2.05 (2H, m), 
1.54-1.45 (2H, m), 1.18 (1H, d, J=6Hz), 0.90 (3H, t, J=7Hz)o 

(##0J 2 8 ) 

(2S, 8aS) -2-yatf;V-l, 2, 3, 5, 6, 7, 8, 8a-tf 
(S) - l-^>V)V3r*ri't})ViS~)}/- 4-*?-V ; T>'7uV> tf-frX. 

T^JKDfttoOfc (s) - l -^>P)V**i'l))V#~)l>- 4-^at;iJx>y 
oU> ^^xXfi^M^T, ###18 - 2), 8-3), 8-4), 8-5) 
Rtf8-6) i|SI^©S^**^fT73:^, ^BBC^^^fi^tliLT^^ 
(JR^2 4%) 0 

m-®M%$k^^>7 WM4 0 OMHz, CDCl 3 )<5ppm: 

3.29- 3.21 (1H, m), 2.87-2.73 (lH, m), 2.67-2.57 (1H, m), 
2.53-2.41 (lH, m), 2.40-2.24 (3H, m), 2.22-2.09 (2H, m), 
1.99 1.85 (1H, m), 1.83-1.56 (1H, m), 1.53-1.39 (2H, m), 
1.37-1.22 (2H, m), 1.21-1.14 (1H, m), 0.93-0.86 (3H, m)o 

2 9) 

(2S, 8aS) - 2-^>i?)V- 1, 2, 3, 5, 6, 7, 8, 8a-*2 

(S) -i—*>VfrttSsi}fr#-fr-4-*5-v&>-fuv> jjWVx 
7f^oftbOi: (S) - l -^>9)V**i/fi)\>-$-)V- A-^yvv^y-f 

PU> pt^;i/XXx;P$ffl^T, ###18 - 2), 8-3), 8-4), 8-5) 
#.#8-6) £P^©Rj&£J®&fT&V>, ^l3©^^^H^^tltbT#fc 
(JR^4%)o 
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iH-mm%.#mX^Ph )V (4 0 OMH z ,. CDC l 3 ) 5ppm: 
7.38-7.28 (2H, m), 7.27-7.11 (3H, m), 3.36-3.23 (lH, m), 
3.04-2.88 (1H, m), 2.86-2.21 (8H, m), 2.11-2.05 (1H, m), 
2.02-1.72 (2H, m), 1.34-1.25 (2H, m). 

(#%#| 3 0 ) 

(±) -1, 2, 3, 5, 6, 7, 8, 8 a-^^t Hn-f >H'J^>- 7 

1) (±) -1- ( t -N-* h*'>-N-*5\M* 

(±) -1- (t h + *^7 p a'J>5. 0 3g (2 1. 9 

4mmol) S^DD^^>10 0mlt»#U N-^ h^v--N-><5 1 ;P 
tFD^v'75>iil2. 5 7 g(2 6. 3 3mmo 1). 1 -Xf-JV- 3 - ( 3 ' 
-?*?)V7S.S'7u]i)V) *^#^-f3 H 5. 0 5g (2 6. 3 3mmol) 
iJX^7 5 > 7. 6 5ml (5 4. 8 5mmol) £iP;lTMT? 1 B# 

■?htfy7j- mm ; ^1r>;»ixfJl/=l : 2) iife®ft£r 
«4. OOg^ieWiiLTifc (W6 7%). 

'H-WTOX^i/bJK4 0 0MHz, CDC 1 3 )6ppm: 
4.28-4.12 (1H, br.s), 3.69 (3H, s), 3.45-3.25 (2H, br.s), 
3.23-3.10 (3H, br.s), 3.09-2. 83 (1H, m), 2.51-2.35 (1H, m), 
2.14-1.98 (1H, m), 1.92-1.72 (3H, m), 1.46 (9H, s). 

2) (±) -1- (t-yh^^^-W -2- (2-*+y-3-^ 

1) T?#fc (±) -1- (t -^h*^*^*^) -N-* h*->-N-;* 
?;k**7nU>7S F4. OOg (14. 6 9mmo 1 ) Sfh7k FD77 
>4 0mll:»*U -7 8tTl^T, 0. 9 5 Mtf-^V^v^A^O $ 
H/fh7k Ha75>^2 3. 2ml (2 2. 0 4mmo 1 ) ZtaZ., £j£ 
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>:ifiIfJH3 : 1) mi^^m 1 . 4 8g$iMttfetl 

T#fc OR* 4 2 %). 

iH-ra^D§x^^ h;P(5 0 OMHz, CDC 1 , )<5 p pm : 
6.42-6.20 (2H, a), 5.88 (1H, dd, J=9Hz, 2Hz), 
4.24-4.14 (1H, m), 3.47-3.23 (2.5H, m), 3.15-3.04 (0.5H, m), 
2.60-2.44 (1H, m), 2.11-1.97 (lH, m), 1.90-1.77 (2H, m), 
1.74-1.64 (1H, m), 1.46 (9H, s). 

3) (±) -1. 2, 3." 5. 6. 7, 8. 8 a -*>7? t h* D-f > H U 5> 

2) (±) - l- ( t - 2- (2-^-^y-3 

t!oU> ? >l 4 Omg (0. 59mmol) ^fh5kFD75> 
2ml(lgiU lN4g^*^l. 76ml (1. 7 6 mm o 1 ) £ifl;LT, 

aHStT> ^I3©{b^7 6mgS«Mtt«tbT#t OK*9 3%). 

>H-M^lX^^h;K5 0 0MHE, CDCl 3 )<5ppm: 
3.36-3.30 (1H, m), 3.19-3.13 (lH, m), 2.69-2.58 (lH, m), 
2.55-2.50 (1H, m), 2.38-2.19 (5H, m), 2.02-1.93 (2H, m), 
1.87-1.80 (1H, m), 1.59-1.50 (lH, m). 

{&%m 3 1 ) 

(±) -1, 2, 3, 5, 6, 7, 8, 8 a-^-^^t KP-T > HU^>- 7 
-*> 

i) (±) -l- (t-7b*i'Ji)i<#~)\>) -2- [4- (p-h;i/x> 

##«3 0- 2) (±) -1- (t -7b**/ft)Vi£=.)V) -2- (2 

-#*7- 3-^t-— )V) tfPU^>2 0 6mg (10. 8 6mmol) F 
7kHD77>2mll;iliU 4-^W7i/-JH 0 7mg (0. 8 
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6mmo 1) *to*T£fiT2ll9W«#Lfc. R***«ffi»»LT» #Sftfc 
my^DD/^>2ml 3k*JR#TK:7 0 w t %m-*nnji£ 

Ill4 6 8mg (1. 8 9 4mmol) £'>Si*^;&D;L, iaT2WS#b 

$£M#;&nx.Tit#U 5?*np**>T?j*ffibfc. W*»**ftUTfi*BKK 
T^S^ATfSlift* ttEEMU IEOM3 2 2mg*iflifttt*ib 
T#fc OR* 9 4%). 

>H NM5 00 MHz, CDCl 3 )<5ppm: 
7.78 (2H, d, J=8Hz), 7.37 (2H, br.d, J=8Hz), 4.14-4.04 (1H, m), 
3.48-3.22 (4H, m), 3.00-2.77 (3H, m), 2.49-2.35 (4H, m), 
2.10-1.98 (1H, m), 1.86-1.74 (2H, m), 1.43 (9H, br.s), 
1.33-1.22 (lH, m)c 

2) (±)-l, 2, 3, 5, 6, 7, 8, 8 a -Or 9 2 t F a<> F U V 
>-7-*> 

1) Ttifc (±) -1- (t-7h*~>*;pfc/IO -2- [4- (p-Wl/ 
x>XJU*-;|/) -2-*W7W] h!n'J> ? >3 2 2mg (0. 8 14mm 

0 1 ) £**/-;P3. 2mlK£ftU 4N»/^tW>i«0. 61m 

1 (2. 4 4mmol) ^iJQX.T, 5 0 3 0 $Na&#L&. KlBiS^*^ 

^;WK#tT,«C©^*7 4mg*«»6«i««tUT#fc(JR*6 5%). 
•H-M^tX^^ h;H-ckO, *-ffc£4&# (±) - 1 , 2, 3, 5, 6, 7, 
8, 8 a-***k Fn^>FVS?>- 7-*>T*3C£S*BL&. 

mnm 1 ) HiBM 1 ©fls**©** 

HjiWlOflS^* 5 g, ?L<S 8 9 5 g&cfctf N^pp^t^:^ 10 
(|3$iJ0iJ2) l&m ©fc&tt©IIUMH 

ttiS0!2©fc£* 5g. Hi 8 6 5 g*J:tf<S«ift*k FP^v^Pk^ 



WO 03/015781 



450 



PCT/JP02/08276 



•kJl/D-X 1 0 0 gfcffi&bfcft, 1 0 Xh HP + '>^Dfcf;H:^D-^zK» 
«t 3 0 0 g£ira*T£l£-ir£. £ftS#bfflbi^**^Tji*iU 

S?i£0iJ 3 ©fb£^l 5g, 9L« 115g, h<^^nnS/x>7'> 5 8 gfc 

i^f7'j>gv^'>fA 2 g*vaa^t»*flmTiB^Lfca» 3^* 
(saw 4) «jfi«4©ft^«©«ai 

Hififll 4 ©fc£» 5g, at 90g> h£*D3->7 ? >:/> 34g, & 

£bfc«* mmm-zttm-rz tmwfii*&ti&. 
(mmm 5 ) mmm 6 ©^^©la^sy 

fijfftj 6 ©fc£$l 5g, ^n7xt'^tb'J'7A 2 5g, ?L([ 65 
g, h>j7 ; ED3->x>^> 3 4g, 8IWD-^ 2 0 g&^tfXxT'J > 

1 ) 

»giMia»(in vivo) 

P#IC> ^D*X77SF (250 gm/kg) L&. ®*m®lZ 0.03% 

WMM&©«4*tt 20-40 gm/kg/day K^MST*) XHO.1% (ft£tl©&^» 
tt 90-130 gm/kg/day fc*8ST&) fcfc5± 5 fctt»fc£*)£g1f, 1 ©§©-> 
£0*7.77$ FS#B#S4»|«E©im*#*.Sj:£fcj;B, titlMfr&ttS 
g^Ufc. K«ft^«a4*IT«K«lil*ffftt>TJlil»«Sj|||jgU, Jfatttltf 2 
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S2 2 

























0.03% 


(20-40 gm/kg/day) 


1 0 


3 




0.1% 


(90-130 gm/kg/day) 


1 0 


1 




0% 




1 0 


9 



IAK r^-^^Aj itti^ft^Mf 1 -3 0 2 ofb^^o^f ffitt* 

(EP-10707HA, mmm83) t*d> Tis©$i££W-r 
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W $ cd ft ffl 



1 . Tf3-$5£ ( I ) : 

>— R 3 
R 1/ (I) 

AH iiSSfifltStlTfci:^, *>V>, t'J^>« KU^S>>, 
fcfU5^>, fcfa-;k 75X ft7xX t^!/-^, -r$^/-;K -f 

v * -y- y - ; v a -r v 7 1/ - ; v & s 1 r $ n § = m <o m & * u » 

R 3 tt, TIB-US^ (Ha), (lib), (Ilc)Xtt(IId) 
3^ : 



WO 03/015781 



453 



PCT/JP02/08276 




nttl75S-3**-L-(n«t2K±-<0*'&tt, R 6 ^ R-XttHftpTtA 
DR^E0-^», MRMjRU 5£>C (R 6 ) 

d' aofE* ^>n (r 6 *) **-r*s R 6 'tt> 

5*>C (R 6 ) (R 6 ) *.*"T** (:£*> R 6 RtfR 6 "«> R-# 
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is^T, ^n^tu 7mm?, i&f&r^^m, &WL7)if~)i&, &m7 

g&M/3«, ®$7;l^;i^> fiRT^*"-^*, ®m7)P*=.)l>m, 7 

m7)v*)imsW&mwafr$mifc2n%mT?m&isntc&m7)i'*-)i'£& 

£tfw&&mafrZMfczn%mrm&2nt£7)u*~)i>^zfc%w%7* 
u 

Wt /3 fl> S il & $ *l 3 S T ft & $ tl fc 7 U - ;P ■* * g ®l 7 ) V * U x > « * 
j;^77M'JT>S*5S^»$iL, 

/3 r $ ti -5 Stlt $ titc is 2 a 7)V*)im ; 7 u 

S a, «^S^/3R7Jtg^S^r/0^^^$nsSTg^$tlfe7 

^$ti«STSm$nfc\xD7U-;i'«; 'Nxa 'JJl'gi&cktfMmg 
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fe J: if 7 1/- & i fl © mm&m 8 r mm ts n x *> «t ir w s ^ y- ;i/ e> a 
3. Bt^oiifflSif i jftfc&nT, ~«sc (i) *#r*fl3^«fc*»j*A3jt v 




t.). ....... 




(5£ + > R 4 &tfR 4 ' ft, H-XttSftoT, zK^JS^XttBiftMtf 

-r.). 
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456 

«sc (i) *^?z>ik%mz&tf%>R i t)K j-7?)v> x\tw:mm 
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